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Description 

Technical Field 

5 [0001] The present invention relates to novel quinazoline derivatives useful as medicament, more particularly to 
novel quinazoline derivatives having an action inhibiting the production of TNF-a, IL-4 and IL-5 and the pharmaceutical^ 
acceptable salts thereof. 

Background Art 

10 

[0002] TNF-a is a peptide consisting of 157 amino adds and having a molecular weight of about 17,000, and one 
of cytokines produced from various cells including macrophage. TNF-a was found at first as a cytokine which induced 
hemorrhagic necrosis in tumor portions, but through subsequent studies it has been made clear that its actions range 
not only over tumor cells but also over many normal cells and it shows a variety of activities. Examples thereof are 
15 antitumor activity through cytostatic and cytopathic effects against tumor cells, regulation of differentiation and multi- 
plication through the induction of apoptosis, inhibition of the lipoprotein lipase activity of fat globules, development of 
HLA antigen of vascular endothelial cells and fibroblast, activation of neutrophil and generation of superoxide and so 
forth. 

Of these functions, for example regarding inflammation, TNF-a acts on all thecells which are involved in inflammation, 

20 produces or induces cytokines, such as IL-6, IL-8 and GM-CSF, and cell adhesive molecules, such as ICAM-1, and 
plays apart in many phenomena observed at the time of inflammation, such as production and induction of, for example, 
prostagladin E2 and protease, cell differentiation and activation, bone resorption, and proliferation of synovial cells. 
And, it is understood as a cytokine which extensively participates in the biophylaxis through the immune reaction against 
inflammation (Masatoshi Yamazaki: Cytokine 94-From the basic to latest information-; Nippon Igaku Kan, 109-117 

25 (1994), Vassalli. P., Ann. Rev. Immunol., 10, 411(1992)). 

[0003] On the other hand, it has come clear that a continuous or excess production of TNF-a, in contrast with the 
above, acts on normal cells and causes various diseases. For example, it is reported that TNF-a is increased in the 
joint synovia and blood of rheumatoid arthritis patients (Tetta, C, Camussi, G., Modena, V., Vittorio, C. D., Baglioni, 
C, Ann. Rheum. Dis. 49, 665(1990)) and that in the clinical test using anti-TNF-a antibody this shows a remarkable 

30 effect (Elliott, M. J., Maini, R. N., Feldman, M., Kalden, J. R. et al., Lancet, 344, 1105(1994), Elliot, M. J., Maini, R. N., 
Feldman, M. et al., Lancet, 344, 1125(1994), E. C. C. Rankin, E. H. S. Choy, et al, British J. Rheum., 34, 334(1995)). 
Concerning the septic shock, too, TNF-a is one of causes thereof and it is reported that in the experiment using an- 
ti-TNF-a antibody this has a inhibitory effect (Starnes, H. F, Jr., Pearce, M. K., Tewari, A. et al., J. Immunol., 145, 41 85 
(1990), Beutler, B., Milsark, I. W., Cerami, A. C., Science, 229, 869(1985), Hinshaw, L. B., Tekamp-olson, P., Chang, 

35 A. C. K. et al., Circ. Shock, 30, 279 (1 990)). Further, the participation of TNF-a is suggested also regarding inflammatory 
bowel diseases such as ulserative colitis and Crohn's disease (Murch, S., Walker-Smith, J. A., Arch. Dis. Child, 66, 
561 (1 991 ), Masahiro Maeda, Digestive Organ and Immunity, 22, 1 1 1 (1 989)), and it is reported that in the clinical test 
in which anti-TNF-a antibody is used the effect is demonstrated (Hendrik, M. VanDullemen, Sander, J. H. VanDeventer, 
et al., Gastroenterology, 109, 129(1995)). 

40 [0004] It is also suggested that the excess production of TNF-a plays a part in diseases such as osteoarthritis (Venn, 
G., Nietfeld, J. J., Duits, A. J., et al., Arthritis Rheum., 36, 819(1993)), multiple sclerosis (Sharief, M. K., Hentges, R., 
N. Engl. J. Med., 325, 467(1 991)), Behcet's disease (Akoglu, T, Direskeneli, H., Yazici, H., Lawrence, R., J. Rheumatol., 
17, 1107(1990)), systemic lupus erythematodes (SLE)(Maury, C. P. J. 5 Teppo, A-M., Sharief, M. K., Arthritis Rheum., 
32, 146(1989)), rejection at the time of the bone marrow transplantation (Nestel, F. P., Price, K. S., Seemeyer, T. A., 

45 Lapp, W. S., J. Exp., Med., 175, 405(1992)), hepatitis (Kozo Kanno, Liver, 33, 213(1992) and type II diabetes (Ho- 
tamisligil, G. S., Shargill, N. S., Spiegelman, B. M., Science, 259, 87(1993)). 

[0005] Further, it is reported that, also in allergic diseases such as asthma, allergic dermatitis and allergic rhinitis, 
the excess production of TNF-a participates in the pathologic aggravation of the diseases (Shah, A., Church, M. K., 
Holgate, S. T, Clin. Exp. Allergy., 25, 1038(1995)). Particularly, in asthma, not only the excess production of TNF-a 

50 but also the excess production of IL-4 and 11-5 as cytokines plays a part of the worsening of the disease, and the 
presence of them is actually confirmed in the affected part of a patient (Hamid, Q. M., Azzawi, M., Sun Ying, et al., J. 
Clin. Invest., 87, 1561 (1991), Bradding, P., Roberts, J. A., Britten, K. M., et al., Am. J. Respir. Cell. Mol. Biol., 10, 471 
(1994)). IL-4 induces B cells to produce the IgE antibody and besides has a function of differentiating and multiplying 
the type 2 helper T-cel I. The IL-5 has actions such as activation, differentiation and multiplication, and extension of life 

55 of eosinophilic leukocyte and plays an important role in allergic inflammation. Accordingly, it is considered that a ther- 
apeutic medicament which inhibits the excess production of not only TNF-a but also IL-4 and IL-5 is more desirable 
for improving the pathosis of asthma. 

[0006] As mentioned above, it has become clear that the excess production of TNF-a, IL-4 or IL-5 adversely affects 
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the diseases above-mentioned, and there is desired research and development on a compound inhibiting the production 
of TNF-a, IL-4 and IL-5 as a therapeutic medicament for such diseases. 

[0007] As the compounds which show an action of inhibiting the production of TNF-a, the followings are enumerated. 
[0008] JP-A-1 0-1 30149 discloses that quinolone derivatives are useful as a TNF-a production inhibitor. 

5 [0009] JP-A-11-1481 discloses that piperidinylphthalazine derivatives are useful as a TNF-a production inhibitor. 
[001 0] Pentoxifylline having the 7-methytxanthine skeleton is known as a compound showing the production inhibitory 
action on TNF-a (Ward, A., Clissold, S. P., Drugs, 34, 50(1987), Semmler, J M Gebert, U., Eisenhut, T. t Biochem. Bio- 
phys. Res. Commun., 155, 1230(1988), Zabel, P., Schade, F. U., Schlaak, M., Immunobiology, 187, 447(1993)). 
[001 1] Besides, as compounds orfactors showing the action inhibiting the TNF-a production, there are known hitherto 

jo glucocorticoid, protease inhibitor, phospholipase A2 inhibitor, lipoxygenase inhibitor, PAF (platelet aggregating factor) 
antagonist and anti-TNF-a antibody. These compounds, however, may have side effects due to their various pharma- 
cological actions, raising the problem regarding their use, and development of a safe drug having a new mechanism 
is longed for. 

[0012] Meanwhile, many compounds are known which have the quinazoline skeleton. For example, there are men- 
's tioned the followings as quinazoline derivatives in which the 6-position has a nitro group or halogen atom and the 4-and 
7-position have N-containing substituents. 

[0013] Journal of Medicinal Chemistry (J. Med. Chem.), 39, 267(1996) describes that a 4-anilinoquinazoline deriv- 
ative has an Inhibitory action on phosphorylation of EGF receptors. 

[0014] W098/14431 discloses that quinazoline derivatives are useful as an Inhibitor of phosphorylation of PDGF 
20 receptors. 

[0015] WO98/08848 discloses that quinazoline derivatives are useful as synthetic intermediates for imidazoquina- 
zolines derivatives which are useful as an inhibitor of cGMP-specific phosphodiesterases. 

Disclosure of the Invention 



[0016] The present Invention provides a novel compound which has an inhibitory action on the production of TNF- 
a, IL-4 or IL-5 and which is useful for the treatment of diseases in which the continuous or excess production of TNF- 
a, IL-4 or IL-5 is considered to play a part in the start of the diseases, such as rheumatoid arthritis, septic shock, 
inflammatory bowel diseases, osteoarthritis, multiple sclerosis, Behcet's disease, systemic lupus erythematodes (SLE), 
so rejection at the time of the bone marrow transplantation, hepatitis, type II diabetes, asthma, allergic dermatitis and 
allergic rhinitis, or provides a pharmaceutical^ acceptable salt thereof. 

[0017] The inventors studied hard to solve the above-mentioned problem and found, as a result, that the quinazoline 
derivatives represented by the following general formula (1) and the salts thereof have an inhibitory action on the 
production of TN F-a, IL-4 and IL-5, thus accomplishing the present invention. The compounds of the present invention 
35 indicated by the general formula (1) are novel compounds which are not included in any of the related art. Further, 
none of the related art describes that the compounds of the present invention indicated by the general formula (1) 
possesses an action inhibiting the production of TNF-a, IL-4 and IL-5. 
[0018] That is, the present invention includes the following inventions. 

40 (i) A quinazoline derivative of the general formula (1 ) or a pharmaceutically acceptable salt thereof: 



55 . [wherein R 1 represents nitro group or halogen atom; R 2 and R 4 represent hydrogen atom, alkyl group having 1 to 
4 carbon atoms, carboxyl group, or alkoxycarbonyl group having 2 to 5 carbon atoms; R 3 represents hydrogen 
atom, amino group, unsubstituted or substituted alkyl group having 1 to 4 carbon atoms, alkanoyl group having 1 
to 4 carbon atoms or alkoxycarbonyl group having 2 to 5 carbon atoms; W represents carbon atom or nitrogen 
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atom; m represents 0 to 2; X represents a group represented by the following formula (a), (b) or (c): 



A-tf-{-CH)-B (1) A-N-^CHt^-w ^— B (b) 

/ V. 

A-t^JV-B (O 

[wherein R 5 represents hydrogen atom, or unsubstituted or substituted alkyl group having I to 4 carbon atoms; R 6 
represents hydrogen atom, unsubstituted or substituted alkyl group having 1 to 4 carbon atoms, hydroxyl group, 

is unsubstituted or substituted aryi group, carboxyl group, or alkoxycarbonyl group having 2 to 5 carbon atoms (if n 

is two or more, each R 6 may be the same or different); n represents 0 to 3; W represents carbon atom or nitrogen 
atom; A represents a single bond to quinazoline ring; and B represents a single bond to YJ; Y represents, if X is 
represented by the formula (a), single bond or CH 2 , if X Is represented by the formula (b), single bond, CO, CH 2 , 
CONH, CSNH or S0 2 , It X Is represented by the formula (c), single bond, CO, CH 2 or S0 2 ; and Z represents 

20 unsubstituted or substituted aryl group, or unsubstituted or substituted heteroaryl group.] 

(ii) A compound according to the above (i), wherein R 1 in the general formula (1) is nitro group or fluorine atom. 

(iii) A compound according to the above (i) or (ii), wherein R 2 and R 4 in the general formula (1 ) are hydrogen atom 
or alkyl group having 1 to 4 carbon atoms. 

(iv) A compound according to any one of the above (i) to (iii) : wherein R 3 in the general formula (1) R 3 is hydrogen 
25 atom. 

(v) A compound according to any one of the above (I) to (iv), wherein W in the general formula (1 ) is nitrogen atom. 

(vi) A compound according to any one of the above (i) to (v), wherein X in the general formula (1 ) is represented 
by the formula (a), and R 5 and R 6 in the general formula (1) are hydrogen atom. 

(vii) A compound according to any one of the above (i) to (vi), wherein n in the formula (a) is 1 or 2. 

30 (viii) A compound according to any one of the above (i) to (v), wherein X in the general formula (1 ) is represented 

by the formula (c). 

(be) A compound according to any one of the above (i) to (vii), wherein Z in the general formula (1) is phenyl, 
substituted phenyl, thienyl, furyl or pyridyl. 

(x) A medicament comprising a quinazoline derivative according to any one of the above (i) to (ix) or a pharma- 
35 ceutically acceptable salt thereof as effective ingredient. 

(xi) A medicament for treating the diseases caused by the excess production of TNIF-a, comprising a quinazoline 
derivative according to any one of the above (i) to (ix) or a pharmaceutical ly acceptable salt thereof as effective 
ingredient. 

(xii) A medicament for treating the diseases caused by the excess production of IL-4, comprising a quinazoline 
40 derivative according to any one of the above (i) to (ix) or a pharmaceutically acceptable salt thereof as effective 

ingredient. 

(xiii) A medicament for treating the diseases caused by the excess production of IL-5, comprising a quinazoline 
derivative according to any one of the above (i) to (ix) or a pharmaceutically acceptable salt thereof as effective 
ingredient. 

45 

[001 9] Concretely, the present invention relates to the quinazoline derivatives of the formula (1 ) or the salts thereof 
and relates to inhibitors of TNF-a, IL-4 or IL-5 production which contain them as an effective ingredient. More concretely, 
the present invention relates to therapeutic medicaments which contain a quinazolone derivative of the formula (1) or 
a salt thereof as an effective ingredient, for rheumatoid arthritis, septic shock, inflammatory bowel diseases, osteoar- 

50 thritis, multiple sclerosis, Behcet's disease, systemic lupus erythematodes (SLE), rejection at the time of the bone 
marrow transplantation, hepatitis, type II diabetes, asthma, allergic dermatitis and allergic rhinitis and the like. 
[0020] The compounds of the present invention will be explained more in detail. 
[0021] Each substituent in the general formula (1 ) will hereinunder be explained concretely. 
[0022] In the general formula (1), R 1 represents nitro group or halogen atom, in which nitro group, chlorine atom or 

55 fluorine atom is preferable, and nitro group is most preferable. 

[0023] In the general formula (1), R 2 and R 4 represent hydrogen atom, alkyl group having 1 to 4 carbon atoms, 
carboxyl group or alkoxycarbonyl group having 2 to 5 carbon atoms. The alkyl group having 1 to 4 carbon atoms 
includes, for example, methyl, ethyl, propyl, butyl and the like. The alkoxycarbonyl group having 2 to 5 carbon atoms 
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includes, for example, methoxycarbonyl, ethoxycarbonyl, propoxycarbonyl, butoxycarbonyl and the like. Of these, hy- 
drogen atom or alkyl group having 1 to 4 carbon atoms is preferred, and hydrogen atom is most preferred. 
[0024] In the general formula (1), R 3 represents hydrogen atom, amino group, unsubstituted or substituted alkyl 
group having 1 to 4 carbon atoms, alkanoyl group having 1 to 4 carbon atoms or alkoxycarbonyl group having 2 to 5 
5 carbon atoms. The unsubstituted alkyl group having 1 to 4 carbon atoms includes, for example, methyl, ethyl, propyl, 
isopropyl, butyl and the like. 

[0025] The substituted alkyl group in R 3 includes alkyl group having 1 to 4 carbon atoms (for example, methyl, ethyl, 
propyl, isopropyl, butyl and the like), which is substituted with a substituent. Said substituent includes hydroxyl group, 
amino group, alkoxy group having 1 to 4 carbon atoms (for example, methoxy, ethoxy, propoxy, isopropoxy, butoxy 
w and the like). 

[0026] The alkanoyl group having 1 to 4 carbon atoms in R 3 includes, for example, formyl, acetyl, propionyl, butyryl 
and the like. 

[0027] The alkoxycarbonyl group having 2 to 5 carbon atoms in R 3 includes, for example, methoxycarbonyl, ethox- 
ycarbonyl, propoxycarbonyl, isopropoxycarbonyl, butoxycarbonyl and the like. 
15 [0028] The substituent as R 3 is preferably hydrogen atom, methyl, ethyl, propyl, isopropyl, butyl, aminomethyl, ami- 
noethyl or hydroxyethyl, and hydrogen atom is particulary preferable. 

[0029] In the general formula (1), W represents carbon atom or nitrogen atom, and nitrogen atom is particularly 
preferable. 

[0030] in the general formula (1), m represents 0 to 2, and 1 or 2 is preferable, 1 being particularly preferable. 

20 [0031] In the general formula (1), X is a group represented by any one of the above formula (a), (b) or (c). In the 
above formulae, R 5 represents hydrogen atom, unsubstituted or substituted alkyl group having 1 to 4 carbon atoms, 
R 6 represents hydrogen atom, unsubstituted or substituted alkyl group having 1 to 4 carbon atoms, hydroxyl group, 
unsubstituted or substituted aryl group, carboxyl group or alkoxycarbonyl group having 2 to 5 carbon atoms, n repre- 
sents 0 to3, and W represents carbon atom or nitrogen atom. If n is 2 or more, each R 6 may be the same or different. 

25 [0032] The unsubstituted alkyl group having 1 to 4 carbon atoms in R 5 and R 6 in the formula (a) or (b) includes, for 
example, methyl, ethyl, propyl, isopropyl, butyl and the like. 

[0033] The substituted alkyl group in R 5 and R 6 in the formula (a) or (b) includes, for example, alkyl group having 1 
to 4 carbon atoms (for example, methyl, ethyl, propyl isopropyl, butyl and the like), which is substituted with a substit- 
uent. Said substituent includes, for example, hydroxyl group, amino group, alkoxy group having 1 to 4 carbon atoms 

30 (for example, methoxy, ethoxy, propoxy, isopropoxy, butoxy and the like.) 

[0034] The unsubstituted aryl group in R 6 in the formula (a) is limited in no way as long as it is a monocyclic or 
condensed aromatic compound, and includes, concretely, phenyl, 1-naphthyl, 2-naphthyl and the like. 
[0035] The substituted aryl group in R 6 in the formula (a) includes a monocyclic or condensed aromatic compound 
having substituent and is not limited in particular as long as it is a group derived from various aromatic hydrocarbon 

35 compounds. The number of the substituent on the aryl group may be single or plural, and in the case of plural substit- 
uents, these substituents may be the same or different each other. Further, the substituent can be present in any 
position on the aryl group. The substituent on the substituted aryl group includes halogen atom such as fluorine, chlorine 
and bromine atom; alkyl group having 1 to 4 carbon atoms such as methyl, ethyl, propyl, isopropyl and butyl; alkoxy 
group having 1 to 4 carbon atoms such as methoxy, ethoxy, propoxy and butoxy; hydroxyl group; amino group; nitro 

40 group; cyano group; alkylamino group having 1 to 4 carbon atoms such as methylamino, ethylamino, propylamino and 
butylamino; dialkylamino group having 2 to 8 carbon atoms such as dimethylamino and diethylamino; (the two alkyl 
groups may be the same or different); alkylcarbamoyl group having 2 to 5 carbon atoms such as carbamoyl, methyl- 
carbamoyl, ethylcarbamoyl, propyicarbamoyl and butylcarbamoyl; alkanoyloxy group having 2 to 5 carbon atoms such 
as acetyloxy, propionyloxy and butyryloxy; alkoxycarbonyl group having 2 to 5 carbon atoms such as methoxycarbonyl, 

45 ethoxycarbonyl, propoxycarbonyl and butoxycarbonyl; trifluoromethyl group; and methylenedioxy or ethylenedioxy 
group with adjacent two groups together. 

[0036] The alkoxycarbonyl group having 2 to 5 carbon atoms in R 6 of the formula (a) includes, for example, meth- 
oxycarbonyl, ethoxycarbonyl, propoxycarbonyl, isopropoxycarbonyl butoxycarbonyl and the like. 
[0037] The R 5 in the formula (a) or (b) is preferably hydrogen atom or alkyl group having 1 to 4 carbon atoms, 
so hydrogen atom being particularly preferable. 

[0038] The R 6 in the formula (a) is preferably hydrogen atom, alkyl group having 1 to 4 carbon atoms or alkoxycarbonyl 
group having 2 to 5 carbon atoms, hydrogen atom being particularly preferable. 

[0039] The n in the formula (a) represents 0 to 3, 1 to 3 is preferable, and 1 or 2 is particularly preferable. 
[0040] The n in the formula (b) represents 0 to 3, 1 or 2 is preferable, and 1 is particularly preferable. 
55 [0041] The W in the formula (b) represents carbon atom or nitrogen atom, and carbon atom is particularly preferable. 
[0042] The W in the formula (c) represents carbon atom ornitrogen atom, and nitrogen atom is particularly preferable. 
[0043] In the formula (1 ), Y represents, if X is represented by the formula (a), single bond or CH 2 , if X is represented 
by the formula (b), single bond, CO, CH 2 , CONH, CSNH or S0 2 , if X is represented by the formula (c), single bond, 
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CO, CH 2 or S0 2 , wherein preference is given to single bond or CH 2> particularly to single bond. 

[0044] In the formula (1 ), Z represents unsubstituted or substituted aryl group or unsubstituted or substituted heter- 

oaryl group. 

[0045] The unsubstituted aryl group of Z Is limited in no way as long as it is a monocyclic or condensed aromatic 

5 compound, and includes, concretely, phenyl, 1-naphthyl, 2-naphthyl and the like. 

[0046] The substituted aryl group as Z includes a monocyclic or condensed aromatic compound having substituent 
and is not limited in particular as long as it is a group derived from various aromatic hydrocarbon compounds. The 
number of the substituent on the aryl group may be single or plural, and in the case of plural substituents, these 
substituents may be the same or different each other. Further, the substituent can be present in any position on the 

10 aryl group. Said substituent on the substituted aryl group includes halogen atom such as fluorine, chlorine and bromine 
atom; alkyl group having 1 to 5 carbon atoms or cycloalkyl group such as methyl, ethyl, propyl, isopropyl, butyl and 
pentyl; alkoxy group having 1 to 5 carbon atoms or cycloalkyloxy group such as methoxy, ethoxy, propoxy and butoxy, 
pentyloxy, cyclopropyloxy, cyclobutyloxy, cyclopentyloxy; aralkyloxy group such as benzyloxy; acetamide group; hy- 
droxyl group; amino group; nttro group; cyano group; alkylamino group having 1 to 5 carbon atoms such as methylamino, 

15 ethylamino, propylamino, butylamino and pentylamino; dialkylamino group having 2 to 8 carbon atoms such as dimeth- 
ylamino and diethylamino (the two alkyl groups may be the same or different); alkylcarbamoyl group having 1 to 4 
carbon atoms such as carbamoyl, methylcarbamoyl, ethylcarbamoyl, propylcarbamoyl and butylcarbamoyl; alkanoy- 
loxy group having 2 to 5 carbon atoms such as acetyloxy, proplonyloxy and butyryloxy; alkoxycarbonyl group having 
2 to 5 carbon atoms such as methoxycarbonyl, ethoxycarbonyl, propoxycarbonyl and butoxycarbonyl; trifluoromethyl 

20 group; and methylenedioxy or ethylenedioxy group with adjacent two groups together. 

[0047] The unsubstituted heteroaryl group in Z includes a 5- or 6-membered ring containing one or two hetero atoms 
(two hetero atoms may be the same or different) selected from the group consisting of nitrogen, oxygen and sulfur 
atom, or a 5- or 6-membered ring, which is condensed with phenyl ring, containing one or two hetero atoms (two hetero 
atoms may be the same or different) selected from the group consisting of nitrogen, oxygen and sulfur atom. Concretely, 

25 it includes thienyl, furyl, pyrrolyl, pyrazolyl, oxazolyl, isoxazolyl, isothiazotyl, benzoxazoryl, benzothiazolyl, benzoimi- 
dazolyl, pyridyl, pyradinyl, pyrimidyl, pyridazinyl and the like. 

[0046] The substituted heteroaryl group in Z includes a 5- or 6-membered ring substituted with substituent and con- 
taining one or two hetero atoms selected from the group consisting of nitrogen, oxygen and sulfur atom, or a 5- or 
6-membered ring, which is condensed with phenyl ring, containing one or two hetero atoms selected from the group 

30 consisting of nitrogen, oxygen and sulfur atom. The substituent includes, for example, halogen atom such as fluorine, 
chlorine and bromine atom, alkyl group having 1 to 4 carbon atoms such as methyl, ethyl, propyl, isopropyl and butyl 
group, alkoxy group having 1 to 4 carbon atoms such as methoxy, ethoxy, propoxy and butoxy, hydroxyl group, amino 
group, alkanoyloxy group having 2 to 5 carbon atoms such as acetyloxy, proplonyloxy and butyryloxy, and alkoxycar- 
bonyl group having 2 to 5 carbon atoms such as methoxycarbonyl, ethoxycarbonyl, propoxycarbonyl and butoxycar- 

35 bonyl. 

[0049] As the substituent in Z, unsubstituted or substituted aryl group or heteroaryl group is preferable and unsub- 
stituted or substituted phenyl, thienyl, furyl or pyridyl is particularly preferable. 

[0050] The compound of the present invention can form a salt with an acid. The preferable acid is a pharmaceutical ly 
acceptable acid and includes, concretely, an inorganic acid such as hydrochloric acid, sulfuric acid, hydrobromic acid 

40 and phosphoric acid and an organic acid such as acetic acid, oxalic acid, citric acid, malic acid, tartaric acid, fumaric 
acid, maleic acid and methanesutfonic acid. Further, in case that the compound of the present invention has an acidic 
substituent, it can form a salt with a base. The preferable base is a pharmaceutically acceptable base and includes, 
concretely, a hydroxide of alkali metal such as sodium and potassium or of alkaline-earth metal such as magnesium 
and calcium, an inorganic base such as carbonate., and an organic base such as triethylamine and pyridine. In case 

45 that the compound of the present invention has one, or two or more asymmetric carbon atoms , it includes stereoisomers 
in any pure form thereof such as optical isomer and diastereomer, arbitrary any mixtures thereof or racemic compounds, 
and further includes all the hydrates, solvates and crystals. 

[0051] The compounds of the present Invention concretely Includes, for example, the compounds shown in Tables 
1 to 20. The quinazoline derivateives used as an effective ingredient of the medicament according to the present 
so invention, however, are not limited to these. 
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Table 1 




Each substituent in the formula above is as follows: 



R 1 


R 3 


2 


nitro 


H 


phenyl 


nitro 


H 


2 — fluorophenyl 


nitro 


H 


3 - fluorophenyl 


nitro 


H 


4 - fluorophenyl 


nitro 


H 


2 - chlorophenyl 


nitro 


H 


3 - chlorophenyl 


nitro 


H 


4 - chlorophenyl 


nitro 


H 


2 - methylphenyl 


nitro 


H 


3 - methylpheny 1 


nitro 


H 


4 - methylphenyl 


nitro 


H 


2 - methoxyphenyl 


nitro 


H 


3 - methoxyphenyl 


nitro 


H 


4 - methoxyphenyl 


1 nitro 


H 


3,4- dimethoxyphenyl 


nitro 


methyl 


phenyl 


nitro 


methyl 


2 — fluorophenyl 


nitro 


methyl 


3 — fluorophenyl 


nitro 


methyl 


4 - fluorophenyl 


nitro 


methyl 


2 — chlorophenyl 


nitro 


methyl 


3 - chlorophenyl 


nitro 


methyl 


4 — chlorophenyl 


nitro 


methyl 


2 - methylphenyl 


nitro 


methyl 


3 - methylphenyl 


nitro 


methyl 


4 - methylphenyl 


nitro 


methyl 


2 - methoxyphenyl 


nitro 


methyl 


3 - methoxyphenyl 


nitro 


methyl 


4 - methoxyphenyl 


nitro 


methyl 


3,4- dimethoxyphenyl 


fluoro 


H 


phenyl 


fluoro 


H 


2 - fluorophenyl 


fluoro 


H 


3 — fluorophenyl 


fluoro 


H 


4 - fluorophenyl 


fluoro 


H 


2 - chlorophenyl 


fluoro 


H 


3 - chlorophenyl 


fluoro 


H 


4 - chlorophenyl 



EP 1 229 025 A1 



Table 1 (continuation) 



fx 


R J 


z 


fluoro 


u 

n 


tripfh vlnKprwl 

^ — liiwiujr ij/iiciij 1 


uuuro 


U 

AM. 


^ mptn v1r>ViPnv1 


fluoro 


u 

n 


4 — mpth v1nK#»nv1 


nuoro 


H 


9 mpfHf** vnVipnvl 

4» IllvUJwA jr |/uvtiy I 


fluoro 


n 


j — rDeuioxy pnenyi 


fluoro 


n 


«* — ineinoxypnenyi 


fluoro 


U 

n 


j, ** — uiuiciiioxyprteDyi 


fluoro 


rue my i 


ppenyi 


fluoro 


methyl 


2 — fluoro phenyl 


fluoro 


methyl 


3 — fluorophenyl 


fluoro 


methyl 


4 — fluorophenyl 


fluoro 


methyl 


2 — chlorophenyl 


fluoro 


methyl 


3 — chlorophenyl 


fluoro 


methyl 


4 - chlorophenyl 


fluoro 


methyl 


2 - methylphenyl 


fluoro 


methyl 


3 - methylphenyl 


fluoro 


methyl 


4 - methylphenyl j 


fluoro 


methyl 


2 - methoxyphenyl 


fluoro 


methyl 


3 — methoxyphenyl 


fluoro 


methyl 


4 — methoxyphenyl 


fluoro 


methyl 


3,4- dimethoxyphenyl 
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Table 2 




Each substituent in the formula above is as follows: 



m 


nl 
K 


p j 

IV 


2 


— ! — 


nitro 


11 


nhenvl 




nitro 


14 

It 


7 flitrtmnh^nvl 

Z. lIUvIUpUCUYl 




nitro 


i_i 
n 


1 — flimrnnliPTivl 
j liuviivpilwujr l 


— - — 

— 1 — 


nitro 


Lf 


A flnnrnnHpnvl 


— ! — 


nitro 


n 


7 4 — rfiflnnrnnHerw] 


— 1 — 


nitro 


n 


7 51 — Hifluornnhenvl 


— 1 — 


nitro 


n 


7 6 — rliflnnrnnhenvl 

X, U (J111UU1 VfJlMVfliJ * 




nitro 


rl 


"I A Hiflimrrtnhpn vl 

J ? *f — Ul LIUUIVJ J/llwll Y I 


— - — 


nitro 


H 

IT 


t s difluoToohenvl 


— I — 




H 


2 — chlorophenyl 


— - — 


n i trf\ 

niuu 


H 


3 — chlorophenyl 


— - — 


nitro 


H 
** 


4 — chlorophenyl 


: 


nitro 


H 


2. 4 - dichlorophenyl 




nitro 


H 


3.4- dichlorophenyl 




nitro 


H 


2 - bromophenyl 


1 


nitro 


H 


3 - bromophenyl 




nitro 


H 


4 - bromophenyl 




nitro 


H 


2 - metbylphenyl 




nitro 


H 


3 — metbylphenyl 




nitro 


H 


4 - methylphenyl 




nitro 


H 


2 - methoxyphenyl 




nitro 


H 


3 - methoxyphenyl 




nitro 


H 


4 - methoxyphenyl 




nitro 


H 


2, 3 - dimethoxyphenyl 




nitro 


H 


2, 4 - dimethoxyphenyl 




nitro 


H 


3,4- dimethoxyphenyl 




nitro 


H 


3,5- dimethoxyphenyl 




nitro 


H 


3, 4 - ( methylenedioxy ) Dhenyl 




nitro 


H 


3, 4 - ( ethylenedioxy ) phenyl 




nitro 


H 


2 — hydroxyphenyl 




nitro 


H 


3 - hydroxyphenyl 




nitro 


H 


4 - hydroxyphenyl 




nitro 


H 


2 - aminophenyl 




nitro 


H 


3 - aminophenyl 




nitro 


H 


4 - aminophenyl 
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Table 2(continuation 1) 



m 


R 


R 


L 


1 


nitro 


IT 

n 


2 — ( methyl ami no ) phenyl \ 


1 


nitro 


if 
H 


3 - ( methylamino ) phenyl 


1 


nitTO 


H 


4 - ( methylamino ) phenyl 


1 


nitro 


H 


2 - ( dimethylamino ) phenyl 




nitro 


H 


3 - ( dimethylamino ) phenyl 


1 


nitro 


H 


4 - ( dimethylamino ) phenyl 




nitro 


H 


2 -carboxyphenyl 


1 i 


nitro 


H 


3 - carboxyphenyl 


1 


nitro 


H 


4 - carboxyphenyl 


1 


nitro 


H 


2 - ( methylcarbamoyl ) phenyl 


1 


nitro 


H 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


H 


4- ( methylcarbamoyl ) phenyl 


I 


nitro 


H 


2 - ( methoxycarbonyl ) phenyl 


1 


nitro 


H 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


H 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


H 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


H 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


H 


4 — ( ethoxycarbonyl ) phenyl 


1 


nitro 


H 


2 - ( acetyloxy ) phenyl 


1 


nitro 


H 


3 - ( acetyloxy ) phenyl 


1 


nitro 


H 


4 - ( acetyloxy ) phenyl 


1 


nitro 


H 


2 - ( propionyloxy ) phenyl 


1 


nitro 


H 


3 - ( propionyloxy ) phenyl 


1 


nitro 


H 


4 - ( propionyloxy ) phenyl 


1 


nitro 


H 


2 - trifluoromethylpbenyl 


1 


nitro 


H 


3 - trifluoromethylphenyt 


1 


nitro 


H 


4 - trifluoromethylphenyt 


1 


nitro 


H 


2 - thienyl 


I 


nitro 


H 


3 - thienyl 


1 


nitro 


H 


2- fury l 


1 


nitro 


H 


3- fury l 


1 


nitro 


H 


2 - pyridyl 




nitro 


H 


3 -pyridyl 


1 


nitro 


H 


4 - pyridyl 


2 


nitro 


H 


phenyl 


2 


nitro 


H 


2 - fluorophenyl 


2 


nitro 


H 


3 - fluorophenyl 


2 


nitro 


H 


4 - fluorophenyl 


2 


nitro 


H 


2, 4 - difluorophenyl 


2 


nitro 


H 


2, 5 - difluorophenyl 


2 


nitro 




z, o — oitiuoropnenyi 


2 


nitro 


H 


3,4- difluorophenyl 


2 


nitro 


H 


3, 5 -difluorophenyl 


2 


nitro 


H 


2 - chlorophenyl 


2 


nitro 


H 


3 - chlorophenyl 


2 


nitro 


H 


4 - chlorophenyl 


2 


nitro 


H 


2, 4 - dichlorophenyl 


2 


nitro 


H 


3,4-dichlorophenyl 
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Table 2 (continuation?) 



in 


Rl 

E\ 


XV. 


z 




nitro 


u 

Ik 


0 KirATtinnK^nvt 

£* \j* vinwjiiiwiijr * 


£. 


mtro 


u 

XI 


*i hrAmonn^n vl 

J UI \J iLi\J LXL1\*LX J I 


I 


nitro 


u 
n 


A — \> rc\ tt\ nnn^nvl 
*t UlUillUpia&Ilji 


2 


nitro 


it 


z — tricuiyipuciyyi 


2 


nitro 


u 
rl 


j — mcinyipncnyi 


2 1 


nitro 


ti 
n 


*♦ — mcinyipncnyi 


2 


nitro 


ti 


z — meinoxypnenyi 


2 


nitro 


TI 

H 


3 — mcthoxyphenyl 


2 


nitro 


H 


4 - methoxyphenyl 


2 


nitro 


H 


2, 3 - dimethoxyphenyl 


2 


nitro 


H 


2, 4 - dimethoxyphenyl ! 


2 


nitro 


* * 
H 


3,4 — dimethoxyphenyl 


2 


nitro 


H 


3, 5 - dimethoxyphenyl 


2 


nitro 


H 


3, 4 - ( rncthylcnedioxy ) phenyl 


2 


nitro 


H 


3, 4 - ( ethylcnedioxy ) phenyl 


2 


nitro 


H 


2 -hydroxyphenyl 


2 ! 


nitro 


H 


3 -hydroxyphenyl 


2 


nitro 


H 


4 - hydroxyphenyl 


2 


nitro 


H 


2 - aminophenyl 


2 


nitro 


H 


3 - aminophenyl 


2 


nitro 


H 


4 - aminophenyl 


2 


nitro 


H 


2 - ( methylamino ) phenyl 


2 


nitro 


H 


3 - ( methylamino ) phenyl 


2 


nitro 


H 


4 - ( methylamino ) phenyl 


2 


nitro 


H 


2 - ( dimethylamino ) phenyl 


2 


nitro 


H 


3 - ( dimethylamino ) phenyl 


2 


nitro 


H 


4 - ( dimethylamino ) phenyl 


2 


nitro 


H 


2 — carboxyphenyl 


2 


nitro 


H 


3 — carboxyphenyl 


2 


nitro 


H 


4 - carboxyphenyl 


2 


nitro 


H 


2 — ( methylcarbamoyl ) phenyl 


2 


nitro 


H 


3 — ( methylcarbamoyl ) phenyl 


2 


nitro 


H 


4 — ( methylcarbamoyl ) phenyl 


2 


nitro 


11 


2 — ( methoxycaxbonyl ) phenyl 


2. 


nitro 


H 


3 — ( methoxycarbonyl ) phenyl 


2 


nitro 


TJ 

n 


4 — ( methoxycarbonyl ) phenyl 


2 


nitro 


H 


z — I einoxycaruonyi j pnenyi 


2 


nitro 


H 


j — \ einoxycaruonyi ) pnenyi 


2 


nitro 


u 
n 


*f — y einoxycaruonyi j pnenyi 


2 


nitro 


ti 
n 


l — \ awciy lUAy } pnenyi 


Mm 


nitm 
mil vj 


H 


3 — ( acetyloxy ) phenyl 


2 


nitro 


H 


4 — ( acetyloxy ) phenyl 


2 


nitro 


H 


2 - ( propionyloxy ) phenyl 


2 


nitro 


H 


3 - ( propionyloxy ) phenyl 


2 


nitro 


H 


4 - ( propionyloxy ) phenyl 


2 


nitro 


H 


2 - trifluoromethylphenyl 


2 


nitro 


H 


3 - trifluoromethylphenyl 


2 


nitro 


H 


4 - trifluoromethylphenyl 
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Table 2 (continuation 3) 



ra 


! R 


R 3 


Z 


2 


nitro 


H 


2 - thienyl 


2 


nitro 


H 


3 - thienyl 


2 


nitro 


H 


2 - furyl 


2 


nitro 


H 


3-furyl 


2 


nitro 


H 


2 - pyridyi 


2 


nitro 


H 


3 - pyridyi 


2 


nitro 


H 


4 - pyridyi 


I 


fluoro 


H 


phenyl 


1 


fluoro 


H 


2 - fluorophenyl 


I 


fluoro 


H 


3 - fluorophenyl 


1 


fluoro 


H 


4 - fluorophenyl 


1 


fluoro 


H 


2, 4 - difluorophenyl 


1 


fluoro 


H 


2,5- difluorophenyl 


I 


fluoro 


H 


2,6- difluorophenyl 


I 


fluoro 


H 


3,4- difluorophenyl 


1 


fluoro 


H 


3, 5 - difluorophenyl 


1 


fluoro 


H 


2 - chlorophenyl 


1 


fluoro 


H 


3 - chlorophenyl 


1 


fluoro 


H 


4 - chlorophenyl 


1 ! 


fluoro 


H 


2, 4 - dichlorophenyl 


1 


fluoro 


H 


3,4- dichlorophenyl 


1 


fluoro 


H 


2 - bromophenyl 


1 


fluoro 


H 


3 - bromophenyl 


1 


fluoro 


H 


4 - bromophenyl 


1 


fluoro 


H 


2 - methylphenyl 


1 


fluoro 


H 


3 - methylphenyl 


1 


fluoro 


H 


4 - methylphenyl 


1 


fluoro 


H 


2 — methoxyphenyl 


1 


fluoro 


H 


3 - methoxyphenyl 


1 


fluoro 


H 


4 - methoxyphenyl 


1 


fluoro 


H 


2, 3 -dimethoxyphenyl 


1 


fluoro 


H 


2, 4 - dimethoxyphenyl 


1 ! 


fluoro 


H 


3, 4 - dimethoxyphenyl 


1 


fluoro 


H 


3, 5 - dimethoxyphenyl 


1 


fluoro 


H 


3, 4 - ( methylenedioxy ) phenyl 


1 


fluoro 


H 


3, 4 - ( ethylenedioxy ) phenyl 


1 


fluoro 


H 


2 - hydroxyphenyl 


1 


fluoro 


H 


3 - hydroxyphenyl 


1 


fluoro 


H 


4 - hydroxyphenyl 


1 


fluoro 


H 


2 — aminopheny] 




fluoro 


rl 


3 - aminophenyl 




fluoro 


H 


4 — aminophenyl 




fluoro 


H 


2 - ( methylamino ) phenyl 




fluoro 


H 


3 - { methylamino ) phenyl 




fluoro 


H 


4 - ( methylamino ) phenyl 




fluoro 


H 


2 - ( dimethylamino ) phenyl 




fluoro 


H 


3 - ( dimethylamino ) phenyl 




fluoro 


H 


4 - ( dimethylamino ) phenyl 
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Table 2(continuation 4) 



m 


R 1 


R 1 


Z 




lluoro 


H 


2 - carboxyphcnyl 


1 


fluoro 


H 


3 — carboxyphenyl 




fluoro 


H 


4 - carboxyphenyl 




fluoro 


H 


2 - ( raethylcarbamoyl ) phenyl 




fluoro 


H 


3 - ( raethylcarbamoyl ) phenyl 




fluoro 


H 


4 - ( raethylcarbamoyl ) phenyl 


1 


lluoro 


H 


2 - ( raethoxycarbonyl ) phenyl 


1 


fluoro 


H 


3 - ( methoxycarbonyl ) phenyl 


: 


fluoro 


H 


4 — ( raethoxycarbonyl ) phenyl 


: 


fluoro 


H 


2 — ( ethoxycarbonyl ) phenyl 





flu nrrt 


H 


^ ( pthnxvcarhonvl ^ nhenvl 





flunrr* 


H 


4 — ( ethoxvcarbonvl 1 nhenvl 


— i — 


fluoro 


H 

n. 


7 — f aretvlnxv \ nhenvl 


— - — 


fluoro 


u 
n 


J —~ ^ aUCijTlViAjf f jJUCIljrl 


— | — 


fluoro 


H 


4 — ( ar etvlnxv 1 nhenvl 


— - — 




H 


1 — ( nronionvloxv i nhenvl 


i 


fluoro 


u 

n. 


^ T nrnnionvloxv I nhenvl 


i 


UUvi \J 


H 


A — f oronionvloxv i nhenvl 




J 


fluoro 


H 


7 * friflnnrnmethvl nhenvl 




fluoro 


a 


4 tni1iiArAtn^fnt/lnfiJ*nvl 
j II lllUOlOXDCUjy lpilClljr 1 


1 


fluoro 


H 


4 * tri fluomrnethvl nhenvl 


1 


fluoro 


H 

n 


? — thienvl 


- 


fluoro 


u 

IT 




1 

i 


fluoro 


11 

n 




1 


fluoro 


u 
n 


j luryi 




fluoro 


u 

kX 


9 — nvridvl 


: 


fluoro 


H 


3 — DvridYl 


: 


ItUvlU 


H 

XX 


4 — nvridvl 


: 


chloro 


H 


phenyl 


— i — 


#*h 1 nrn 


H 


2 — fluoronhenvl 


1 


r\% 1 o m 


H 


3 — fluorophenyl 


— i — 


chloro 


H 


4 — fluorophenyl 




chloro 


H 


2, 4 - difluorophenyl 


j 


chloro 


H 


2, 5 — difluorophenyl 


: 


chloro 


H 


2,6 — difluorophenyl 




chloro 


H 


3, 4 - difluorophenyl 




chloro 


H 


3,5- difluorophenyl 




chloro 


H 


2 - chlorophenyl 


j 


chloro 


H 


3 - chlorophenyl 


j 


chloro 


H 


4 - chlorophenyl 


1 


chloro 


H 


2, 4 - dichlorophenyl 




chloro 


H 


3, 4 - dichlorophenyl 




chloro 


H 


2 - bromopbenyl 




chloro 


H 


3 - bromophenyl 




chloro 


H 


4 - bromophenyl 




chloro 


H 


2 - methylphenyl 




chloro 


H 


3 - methylphenyl 




chloro 


H 


4 - methylphenyl 
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Tabic 2(continuatioo 5) 



in 


r»l 


D3 


L 


1 


chloro 


H 


2 - methoxyphenyl 


1 


chloro 


H 


3 — methoxyphenyl 


1 


chtoro 


H 


4 - methoxyphenyl 


1 


chloro 


H 


2, 3 - dimethoxyphenyl 


1 


chloro 


H 


2, 4 - dimethoxyphenyl 


1 


chloro 


H 


3,4- dimethoxyphenyl 


1 


chloro 


H 


3,5- dimethoxyphenyl 


1 


chloro 


H 


3, 4 - ( methylenedioxy ) phenyl 


1 


chloro 


H 


3, 4 - ( ethylenedioxy ) phenyl 


1 


chloro 


H 


2 - hydroxyphenyl 


1 


chloro 


H 


3 - hydroxyphenyl 


1 


chloro 


H 


4 - hydroxyphenyl 


1 


chloro 


H 


2 - aminophenyi 


1 


chloro 


H 


3 - aminophenyi 


1 


chloro 


H 


4 - aminophenyi 


1 


chloro 


H 


2 - ( methytamino ) phenyl 


1 


chloro 


H 


3 - ( methylamino ) phenyl 


1 


chloro 


H 


4 - ( methylamino ) phenyl 


1 


chloro 


H 


2 - ( dimethylarnino ) phenyl 


1 


chloro 


H 


3 - ( dimethylarnino ) phenyl 


1 


chloro 


H 


4 - ( dimethylarnino ) phenyl 


1 


chloro 


H 


2 - carboxyphenyl 


1 


chloro 


H 


3 - carboxyphenyl 


1 


chloro 


H 


4 - carboxyphenyl 


1 


chloro 


H 


2 - ( methylcarbamoyl ) phenyl 


1 


chloro 


H 


3 - ( methylcarbamoyl ) phenyl 


1 


chloro 


H 


4 - ( methylcarbamoyl ) phenyl 


1 


chloro 


H 


2 - ( methoxycarbonyl ) phenyl 


1 


chloro 


H 


3 - ( methoxycarbonyl ) phenyl 


1 


chloro 


H 


4 - ( methoxycarbonyl ) phenyl 


1 


chloro 


H 


2 - ( ethoxycarbonyl ) phenyl 


1 


chloro 


H 


3 - (ethoxycarbonyl ) phenyl 


1 


chloro 


H 


4 - ( ethoxycarbonyl ) phenyl 


1 


chloro 


H 


2 - ( acetyloxy ) phenyl 




chloro 


H 


3 - ( acetyloxy ) phenyl 




chloro 


H 


4 - ( acetyloxy ) phenyl 


1 


chloro 


H 


2 - ( propionyloxy ) phenyl 


1 


chloro 


H 


3 - ( propionyloxy ) phenyl 


1 


chloro 


H 


4 - ( propionyloxy ) phenyl 


1 


chloro 


H 


2 - trifluoromethylphenyl 




cnloro 


LI 

I rl 


3 - xniiuoromeuiyipaeuyi 




chloro 


H 


4 - trifluoromethylphenyl 




chloro 


H 


2 - thienyl 




cbloro 


H 


3 - thienyl 




chloro 


H 


2-furyl 




chloro 


H 


3-furyl 




chloro 


H 


2-pyridyl 




chloro 


H 


3 - pyridyl 
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Table 2(continuation 6) 



m 


R 1 

IV 


R 3 


7 


1 


chloro 


u 

XI 


A twin t\\i\ 

h ~ pynoyi 


j 


nitro 


methyl 


phenyl 




nitro 


meinyi 


i — uuoropnenyi 


1 


nitro 


methyl 


3 - fluorophenyl 


1 


nitro 


methyl 


4 - fluorophenyl 


1 


nitro 


methyl 


2,4- di fluorophenyl 


1 


nitro 


methyl 


2,5- difluorophenyl 


1 


nitro 


methyl 


2, 6 - difluorophenyl 




nitro 


methyl 


3,4- difluorophenyl 


* 


nitro 


methyl 


3, 5 - difluorophenyl 




nitro 


methyl 


2 - chlorophenyl 




nitro 


methyl 


3 - chlorophenyl 


1 


nitro 


methyl 


4 - chlorophenyl 


1 


nitro 


methyl 


2,4- dichloropbenyl 


1 


nitro 


methyl 


3, 4 - di chlorophenyl 


1 


nitro 


methyl 


2 - bromophenyl 


1 


nitro 


methyl 


3 - bromophenyl 


1 


nitro 


methyl 


4 - bromophenyl 


1 


nitro 


methyl 


2 - mcthylphenyl 


1 


nitro 


methyl 


3 - methylphenyl 


1 


nitro 


methyl 


4- methylphenyl 


1 


nitro 


methyl 


2 - methoxyphenyl j 


1 


nitro 


methyl 


3 - methoxyphenyl 


) 


nitro 


methyl 


4 - methoxyphenyl 


1 


nitro 


methyl 


2, 3 - dimethoxyphenyl 


1 


nitro 


methyl 


2, 4 - dimethoxyphenyl 




nitro 


methyl 


3,4- dimethoxyphenyl 




nitro 


methyl 


3, 5 - dimethoxyphenyl 




nitro 


methyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


methyl 


3, 4 - ( ethylenedioxy ) phenyl 


1 


nitro 


methyl 


2 - hydroxyphenyl 


1 


nitro 


methyl 


3 - hydroxyphenyl 


1 


nitro 


methyl 


4 - hydroxyphenyl 




nitro 


methyl 


2 - aminophenyi 


1 


nitro 


methyl 


3 - aminophenyi 




nitro 


methyl 


4 — aminophenyi 




nitro 


methyl 


2 - ( rnethylamino ) phenyl 




nitro 


methyl 


3 — ( rnethylamino ) phenyl 


1 


nitro 


methyl 


4 — ( rnethylamino ) phenyl 


1 


nitro 


methyl 


2 — ( dimethyl amino ) phenyl 




nitro 

111UVJ 


methyl 


~\ — ( dimpthvlflminft ^ nhp.nvl 




nitro 


methyl 


4 - ( dimethylamino ) phenyl 




nitro 


methyl 


2 - carboxyphenyl 




nitro 


methyl 


3 - carboxyphenyl 




nitro 


methyl 


4 - carboxyphenyl 




nitro 


methyl 


2 - ( raethylcarbamoyl ) phenyl 




nitro 


methyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


methyl 


4 -■( methylcarbamoyl ) phenyl 
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Tabic 2(continuation 7) 



m 


R' 


R 3 


Z 




nitro 


methyl 


2 - ( methoxycarbonyl Iphenyl 


j 


nitro 


methyl 


3 - { methoxycarbonyl ) phenyl 


1 


nitro 


methyl 


4 - ( methoxycarbonyl ) phenyl 




nitro 


methyl 


2 — ( ethoxycarbonyl ) phenyl 


1 


nitro 


methyl 


3 — ( ethoxycarbonyl ) phenyl 




nitro 


methvl 


4 — ( ethoxvcarbonvl \ nhenvl 


: 


nitrn 


methvl 


9 — ( acetvloxv ^ nhenvl 


— i — 


nitrn 


methvl 


3 — ( acetvloxv ^ nhenvl 


: 


nitrrt 

111 II U 


mpth vl 


4 f aretvlnifv ^ nhpnvl 


i 


nitro 


luc inyi 


0 — ( nrAninnvlnvv ^ nhpnvl 
<c> ^ lii vjiiuny 1UA jr / piicnyi 


: 


111 11 u 


methvl 


1 — ( nmnionvlonv ^ nhenvl 





niuo 


rn **th vl 
UlClujrl 


A ■— ( nrfvninnvlnvv ^ nhpnvl 





nitro 


roc my i 


^ iriiiuuiuiiicuiyipncnyi 


j 


nitro 


methyl 


j uuiuoroinKiuyipncny i 


- 

1 


nitro 


methyl 


*t - rniiuoromeinyipnenyi 




nitro 


lueinyi 


x — inicnyi 


1 

i 


nitro 


meiayi 


j imenyi 


1 


nitro 


meuiyi 


7 furul 


1 


nitro 


methyl 


J — turyx 


1 


nitro 


methyl 


2 — pynayl i 




nitro 


methyl 


3 — pyridyl 




1 


nitro 


rncinyi 


*t pyriayi 


2 


nitro 


methyl 


phenyl 


2 


nitro 


methyl 


2 — fluorophenyl 


2 


nitro 


methyl 


3 — fluorophenyl 


2 


nitro 


methyl 


4 — fluorophenyl 


*> 
2 


nitro 


metnyi 


1 y 4 — di fluorophenyl 


2 


nitro 


methyl 


z t j — ainuoropnenyi 


Z 


nitro 


nieuiyi 


x- o — oiiiuoropucayi 


7 


nitro 


mciny i 


7 A niTiiiAr/innMivl 

*• — (iiiiuoropacuyi 


z. 


nitro 


mpthvl 

iltCUl yi 


\ S — Hi fliinrnnhptivl 


7 


UIUU 


methvl 


2 — chlnranhenvl 


7 
*• 


nitro 


mpthvl 

IliwUlj ft 


^ chloronhenvl 


7 

X 


nitro 


methvl 

jl jut ui y a 


4 — chtorophenyl 




nitro 


methyl 


0 4 - dichloroohenvl 


2 


nitro 


methyl 


3, 4 — dichlorophenyl 


7 




mrthvl 


9 bromonhenvl 


2 


nitro 


methyl 


3 — bromophenyl 


2 


nitro 


methyl 


4 — bromophenyl 


2 


nitro 


methyl 


2 — methy Iphenyl 


2 


nitro 


methyl 


3 - methylphenyl 


2 


nitro 


methyl 


4 - methylphenyl 


2 


nitro 


methyl 


2 - methoxyphenyl 


2 


nitro 


methyl 


3 - methoxyphenyl 


2 


nitro 


methyl 


4 - methoxyphenyl 


2 


nitro 


methyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


methyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


methyl 


3,4- dimethoxyphenyl 
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Table 2(continuatioD 8) 



m 


R' 


R J 


Z 


2 


nitro 


methyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


methyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


methyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


methyl 


2 - hydroxyphenyl 


2 


nitro 


methyl 


3 - hydroxyphenyl 


2 


nitro 


methyl 


4 - hydroxyphenyl 


2 


nitro 


methyl 


2 - aminophenyl 


2 


nitro 


methyl 


3 - aminophenyl 


2 


nitro 


methyl 


4 - aminophenyl 


2 


nitro 


methyl 


2 - ( methylamino ) phenyl 


2 


nitro 


methyl 


3 - ( methylamino ) phenyl 


2 


nitro 


methyl 


4 - ( methylamino ) phenyl 


2 


nitro 


methyl 


2—{ dimethyl ami no ) phenyl 


2 


nitro 


methyl 


3 — ( dimethylamino ) phenyl 


? 

X. 


nitro 


methyl 


4 — ( dimethylamino ) phenyl 


2 


nitro 


methyl 


2 — carboxyphenyl 




nitro 
in ii \j 


methvl 


3 — carboxyphenyl 


7 


nitrA 


methvl 

i l lw VMM J I 


4 — carboxyphenyl 


2 


nitro 

Hill V 


methvl 


2 — ( methyl carbamoyl ) phenyl 


7 


ninu 


mpthvl 

lllvilJJr 1 


~k — ( methvl carbamoyl ^ nhenvl 


z 


nitro 




A / methvlcarhamnvl ^ nhenvl 


Z 


mil v 


mpthvl 


7. — ( methoxvcarhonvl ^ nhenvl 


7 
Z 


nitro 


mciiiyi 


"X ( mpthnwrarhnnvl ^ nhpnvl 


7 
Z 


nitro 


mpthvl 

lllbUl J 1 


A «— ( methoxvearhonv! ^ nhenvl 


7 
Z 


UiUU 


mpthvl 


2 — / ethox vcarhonvl ^ nhenvl 


7 
z 


nitro 


mpthvl 


*\ — ( ethoxvcarhonvl ^ nhenvl 


2 


nitro 


methyl 


4 — ( cthoxycarbonyl ) phenyl 


2 


nitro 


methyl 


2 — ( acetyloxy ) phenyl 


2 


nitro 


methyl 


3 — ( acetyloxy ) phenyl 


2 


nitro 


methyl 


4 — ( acetyloxy ) phenyl 


2 


nitro 


methyl 


2 — ( propionyloxy ) phenyl 


2 


nitro 


methyl 


3 — ( propionyloxy ) phenyl 

V Mr IT J J r Mr V 


2 


nitro 


methyl 


4 — ( propionyloxy ) phenyl 


2 


nitro 


methyl 


2 - trifluoromethylphenyl 


2 


nitro 


methyl 


3 - trifluoromethylphenyl 


2 


nitro 


methyl 


4 - trifluoromethylphenyl 


2 


nitro 


methyl 


1 2 - thienyl 


2 


nitro 


methyl 


3 - thienyl 


2 


nitro 


methyl 


2- fury 1 


2 


nitro 


methyl 


3 - ftiryl | 


2 


nitro 


methyl 


2 - pyridyl 


2 


nitro 


methyl 


3 -pyridyl 


2 


nitro 


methyl 


4 - pyridyl 




nitro 


ethyl 


phenyl 




nitro 


ethyl 


2 - fluorophenyl 




nitro 


ethyl 


3 - fluorophenyl 




nitro 


ethyl 


4 - fluorophenyl 




nitro 


ethyl 


2,4- difluorophenyl 
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Table 2(continuation 9) 



ID 


R 1 


R 3 


Z 




nitro 


ethyl 


2. 5 - difluorophenyl 




nitro 


ethyl 


2. 6 - difluorophenyl 


j 


nitro 


ethyl 


3 f 4 - difluorophenyl 




oitro 


ethyl 


3, 5 - difluorophenyl 




nitro 


ethyl 


2 - chlorophenyl 


— i — 




ethyl 


3 — chlorophenyl 


— j 


nitro 




4 — chloronhenvl 


— j — 
— ! 


nitro 


ethyl 


2 4 — dichloroohcnvl 


— I — 


nitro 


cinyi 


\ A — HirhlftrnnHpnvl 


— ! — 


nitro 


einyi 


t, — uroLTiQpnciiYi 


— ! — 


nitro 


cinyi 


*7 VirnmnnHpnvl 

j ui uiuvjjijwiyi 


— I — 


nitro 


einyi 


«t — DlOUlOpilCilYl 




nttro 


euiyi 


0 m<*tKvlnKf*nvl 


— I — 
— ! — 


nitro 


euiyi 


1 — methvlohenvl 


— ! — 


nitro 


emyi 


— nieitiyipiicuyi 


— I — 


nitro 


etnyi 


l — nxcuioxypiiciiyi 


— I — 


nitro 


AtVlul 

cinyi 


J UlCUlVAjTl'UwUjr * 




nitro 


ethyl 


4 — meinoxypaenyi 


1 


nitro 


ethyl 


O ^ ill it 11 j 1~L J~l ~UT Tl-lUTLrL.a.n.'tf 1 

L t 3 — aimetnoxypnenyi 


1 


nitro 


ethyl 


2, 4 — dimethoxyphenyl 




nitro 


ethyl 


3 t 4 — dimethoxyphenyl 


1 


nitro 


ethyl 


3» 5 — dimethoxyphenyl 


1 


nitro 


ethyl 


3 y A — ( methylenedioxy ) phenyl 


1 - 


nitro 


ethyl 


3, 4 — ( ethylenedioxy ) phenyl 


J — 


nitro 


etnyi 


l — nyaroxypnenyi 


1 


nitro 


ethyl 


j — nyaroxypnenyi 


— ! — 


nitro 


etnyi 


*t — nyuroxypnenyi 


— 1 — 


nitro 


etnyi 


l — duiinupiicnyi 


— ! — 


nitro 


ethyl 


j — dmiuupiicavi 




nitro 


euiyi 


4 — nmtTWinVi^nvl 


— | — 


nitro 


cinyi 


7 — f mHhvlamifkO 1 1 nhenvl 


— - — 


nitro 


cinyi 


1 _ / m^tVi'vrl ammo l TftnAflVI 
^ \ UlCUjyi«UiUiv j J/ilwU jr 1 


— J — 


nitro 




4 — C methvlamino i 1 nhenvl 


— | — 


Lull VI 


ethyl 


0 — ( di methvlamino ^ nhenvl 


— i — 


uiuu 


ethyl 


3 — ^ dimethyl amino ) phenyl 


— 1 — 


nitro 


ethyl 


4 — ( dimethylamino ) phenyl 


— i — 


nitro 


ethyl 


2 - carboxyphenyl 


— i — 


nitro 


ethyl 


3 — carboxyphenyl 


— i — 


nitro 


ethyl 


4 - carboxyphenyl 




nitro 


ethyl 
zll — 


2 - ( methylcarbamoyl ) phenyl 




! nitro 


ethyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


ethyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


ethyl 


2 - ( methoxycarbonyl ) phenyl 




nitro 


ethyl 


3 - ( methoxycarbonyl ) phenyl 




nitro 


ethyl 


4 - ( methoxycarbonyl ) phenyl 




nitro 


ethyl 


2 - ( ethoxycarbonyl ) phenyl 




nitro 


ethyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


ethyl 


4 - < ethoxycarbonyl ) phenyl 
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Table 2(contiouation 10) 





R 1 


R 3 


z 




niuu 


ethyl 


2 — ( acetyloxy ) phenyl 


— - 


nitro 


ptKvl 


l _ ( aeetvloxv ^ nhenvl 


— J 


nitro 


ethyl 


4 - ( acetyloxy ) phenyl 


— t 

— 1 


1UIIU 


ethvl 


2 — ( nronionvloxv ^ nhenvl 


— \ 


nitrn 

miro 


ptKvl 
vuijr i 


3 — ( nronionvloxv ^ nhenvl 


— ! — 


nitro 


pfhv! 

vUIJl 


A — ( nrnnionvloxv ^ nhenvl 


— \ — 


nitro 


ptKvl 
euiy i 


9 - 1 ri fl n nmmethvl nhenvl 
x. tiiiiuui viii&mjr ij/iivhj* 


— \ — 


nitro 


ptKvl 


^ - triflnnrrnTiethvl nhenvl 


1 


nitro 


ethyl 


A fri flu r\rnrn PtKvl nKpnvl 


1 ... 


nitro 


ethyl 


z — inienyi 


. 1 


nitro 


ctnyi 


j inicuyi 


1 


nitro 


etnyl 


z — ruryi 


1 


nitro 


ethyl 


3 — ruryi 


1 


nitro 


ethyl 


2 — pyridyl 


i 


nitro 


ethyl 


3 - pyridyl 


i 


nitro 


ethyl 


4 - pyridyl i 


2 


nitro 


ethyl 


phenyl 


2 


nitro 


ethyl 


2 - fluorophenyl 


2 


nitro 


ethyl 


3 - fluorophenyl 


2 


nitro 


ethyl 


4 - fluorophenyl 1 


2 


nitro 


ethyl 


2,4- difluorophenyl 


2 


nitro 


ethyl 


2, 5 - difluorophenyl 


2 


nitro 


ethyl 


2, 6 — difluorophenyl 


2 


nitro 


ethyl 


3 j 4 — difluorophenyl 


2 


nitro 


ethyl 


3,5 — difluorophenyl j 


2 


nitro 


ethyl 


2 - chlorophenyl 


2 


nitro 


ethyl 


3 — chlorophenyl 


2 


nitro 


ethyl 


i «♦ — cnioropnenyi 


2 


nitro 


ethyl 


2 f 4 — Gicnioropnenyi 


2 


nitro 


ethyl 


3,4 — aicnioropDenyi 


2 


nitro 


etnyl 


z — Dromopnenyi 


2 


i nitro 


etnyl 


j — oromopnenyi 


2 


nitro 


etnyl 


— or ontvpu cpy I 


2 


nitro 


ptKvl 


9 — mrthvlnhmvl 


2 


nitro 


etnyl _ 


^ mptKvInK<*nvl 


** 
2 


nitro 


ptKvl 


4 methvlohenvl 


2 


nitro 


ptKvl 


*} — mrthnx vnhf nvl 

4. — lllt#lli»J.A jrjJllVLl Jf l 


*> 
2 


nitro 


cioyi 


1 — m^lKoxvnKen vl 
j iiivuivyvjr|/iiv'Ujri 


Z 


nitro 


ptKvl 
cuiyi 


4 — methoxvnhenvl 


z 


nitro 


ewyi 


2 3 — dimethoxvnhenvl 


2 


nitro 


ethyl 


2, 4 - dimcthoxyphenyl 


2 


nitro 


ethyl 


3,4- d iractbo xyph eay 1 


2 


nitro 


ethyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


ethyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


ethyl 


3 t 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


ethyl 


2 - hydroxyphenyl 


2 


nitro 


ethyl 


3 — hydroxyphenyl 


2 


nitro 


ethyl 


4 - hydroxyphenyl 
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Table 2(continuation 11) 



m 


R 1 


R 3 


Z 


L 


111 II u 


ethyl 


2 - aminophenyl 


I 


mil o 


ethyl 


3 — aminophenyl 


z 




ethyl 


4 — aminophenyl 


L 


nitro 




2 — [ methvlamino ^ nhenvl 


2 


nitro 


etnyi 


1 / methvlamino \ nhenvl 


2 


nitro 


einyi 


a / mpthvlamino 1 nhenvl 


2 


nitro 


etnyi 


1 t Hi mrtVivl ami nn \ nhpnvl 

4m — \ UllllCUiyialtUllV J ^Uwiljl 


2 


nitro 


etnyi 


1 / t\ i m ptViv/1 n mi nn i nnirivl 
_) — ^ uiiuciiiy laiiuiiu j puwiijri 


2 


nitro 


etnyi 


«t — \ uimeiuyianiuiu j piicuyi 


2 


nitro 


ethyl 


2 — carboxyphenyl 


2 


nitro 


ethyl 


j — earooxypnenyi 


2 


nitro 


_ . 1 1 j 

ethyl 


4 — earooxypnenyi j 


2 


nitro 


ethyl 


2 — ( rnetnyicaroanioyi j pnenyi 


2 


nitro 


ethyl 


3 — v metnyicaroainoyi j pnenyi 


2 


nitro 


ethyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


ethyl 


2 - ( rnetboxycarbonyl ) phenyl 


2 


nitro 


ethyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


ethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


i ethyl 


4 — ( propionyloxy ) phenyl 


2 


nitro 


ethyl 


2 - trifluoromethylphcnyl 


2 


nitro 


ethyl 


3 - trifluoromethylpheny! 


2 


nitro 


ethyl 


4 - trifluoromethylphenyl 


2 


nitro 


ethyl 


2 — thicnyl 


2 


nitro 


ethyl 


3 ~~ thicnyl 


2 


nitro 


etnyi 


X 1LUY1 f 


2 


nitro 


etnyi 


3 - furvl 


2 


nitro 


etnyi 


i - pynayi 


2 


nitro 


einyi 


1 — nvridvl 


2 


nitro 


ethyl 


A nvriH vl 




nitro 


propyl 


nfienvf 

UIKUYI 


— | — 


nitro 


propyl 


2 — fluorophenyl 


— | — 


nitro 


nronvl 

propyl 


3 — fluorophenyl 


— i — 


nitro 


propyl 


4 -fluorophenyl 




nitro 


propyl 


2, 4 -difluorophenyl 




nitro 


propyl 


2, 5 -difluorophenyl 




nitro 


propyl 


2, 6 - difluorophenyl 




nitro 


propyl 


3,4- difluorophenyl 




nitro 


propyl 


3,5- difluorophenyl 




nitro 


propyl 


2 - chlorophenyl 




nitro 


propyl 


! 3 - chlorophenyl 
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Table 2(conttnuation 12) 



ra 


R 1 


R' 


Z 


) 


nitro 


propyl 


4 - chlorophenyl 


\ 


nitro 


propyl 


2, 4 - dichlorophenyl 


1 


nitro 


propyl 


3,4- dichlorophenyl 




nitro 


propyl 


2-broroophenyl 


I 


nitro 


propyl 


3 - broraophenyl 


I 


nitro 


propyl 


4 - bromophenyl 


I 


nitro 


propyl 


2 - methylpbenyl 




nitro 


propyl 


3 - methylphenyl 


j 


nitro 


propyl 


4 - methylphenyl 




nitro 


propyl 


2 - methoxyphenyl 


— j — 


nitro 


propyl 


3 - methoxyphenyl 




nitro 


propyl 


4 - methoxyphenyl 




nitro 


oronvl 


2, 3 - dimethoxyphenyl 


: 


nitro 


dtody! 


2, 4 - dimethoxyphenyl 


— i — 


nitro 

lull \J 




3, 4 — dimethoxyphenyl 


; 


nitro 

UiU u 


oronvl 


3* 5 — dimethoxyphenyl 


: 


nitro 


propyl 


3, 4 - ( methylenedioxy ) phenyl 


: 


nitro 


oronvl 


3, 4 — ( ethylenedioxy ) phenyl 1 


j 


nitro 


nroovl 


2 - hydroxyphenyl 


— i — 


nitro 

LAI VI Ki 


nroovl 


3 — hydroxyphenyl 


j 


tiif m 
111 IT V 


oroovl 
propyl 


4 — h vdroxynhenvl 


J 


nitro 


oronvl 


2 — aminophenyl 


j 


nitro 
1JJU vr 


oronvl 


3 — aminophenyl 


j 


nitro 


nrnnvl 

propyl 


4 — aminonhenvl 





nit m 
111 LIU 


nroovl 


2 — ( methylamino ) phenyl 


1 


nitro 


oronvl 


3 — ( methvlamino ) phenyl 


j 


nitro 


nroovl 
propyl 


4 — ( methylamino ) phenyl 


j 


nitro 


propyl 


2 - ( dimethylamino ) phenyl 




nitro 


propyl 


3 - ( dimethylamino ) phenyl 




nitro 


propyl 


4 - 1 dimethylamino ) phenyl 


j 


nitro 


propyl 


2 - carboxyphenyl 


j 


nitro 


propyl 


3 - carboxyphenyl 




nitro 


propyl 


4 - carboxyphenyl 


j 


nitro 


propyl 


2 - ( methylcarbamoyl ) phenyl 


j 


nitro 


propyl 


3 - ( methylcarbamoyl ) phenyl 


j 


nitro 


propyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


propyl 


2 - ( methoxycarbonyl ) phenyl 




nitro 


propyl 


3 - ( methoxycarbonyl ) phenyl 




nitro 


propyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


propyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


propyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


propyl 


4 - ( ethoxycarbonyl ) phenyl 




nitro 


propyl 


2 - ( acetyloxy ) phenyl 




] nitro 


propyl 


3 - ( acetyloxy ) phenyl 




nitro 


propyl 


4 - ( acetyloxyJj>henyl 




nitro 


propyl 


2 - ( propionyloxy ) phenyl 




nitro 


propyl 


3 - ^propionyloxy )j>henyl 




nitro 


propyl 


4 - ( propionyloxy ) phenyl 
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Table 2(continuation 13) 



m 


R 1 


R 3 


Z 


1 


nitro 


propyl 


2 - trifluoromethylphenyl 


1 


nitro 


propyl 


3 - trifluoromethylphenyl 


1 


nitro 


propyl 


4 - trifluoromethylphenyl 


1 


nitro 


propyl 


2 - thienyl 


1 


nitro 


propyl 


3 - thienyl 


1 


nitro 


propyl 


2-fiiryl 


1 


nitro 


propyl 


3-furyl 


1 


nitro 


propyl 


2-pyridyl 


1 


nitro 


propyl 


3 -j>yridyl 


1 


nitro 


propyl 


4 - pyridyl 


2 


nitro 


propyl 


phenyl 


2 


nitro 


propyl 


2 - fluorophenyi 


2 


nitro 


propyl 


3 - fluorophenyi 


2 


nitro 


propyl 


4 - fluorophenyi 


2 


nitro 


propyl 


2, 4 -difluorophenyl 


2 


nitro 


propyl 


2, 5 - difluorophenyl 


2 


nitro 


propyl 


2, 6 - difluorophenyl 


2 


nitro 


propyl 


3. 4 -difluorophenyl 


2 


nitro 


propyl 


3,5- difluorophenyl 


2 


nitro 


propyl 


2 - chlorophenyl 


2 


nitro 


propyl 


3 - chlorophenyl 


2 


nitro 


propyl 


4 - chlorophenyl 


2 


nitro 


propyl 


2, 4 - dichlorophcnyl 


2 


nitro 


propyl 


3,4- dichlorophenyl 


2 


nitro 


propyl 


2-bromophenyl 


2 


nitro 


propyl 


3 -bromophenyl 


2 


nitro 


propyl 


4-broraophenyl 


2 


nitro 


propyl 


2 - mcthylphenyl 


2 


nitro 


propyl 


3 - methylphenyl 


2 


nitro 


propyl 


4 - methylphenyl 


2 


nitro 


propyl 


2 - methoxypbenyl 


2 


nitro 


propyl 


3 - methoxypbenyl 


2 


nitro 


propyl 


4 - methoxypbenyl 


2 


nitro 


propyl 


2. 3 - dimethoxyphenyl 


j 2 


nitro 


propyl 


2, 4- dimethoxyphenyl 


" 2 


nitro 


propyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


propyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


propyl 


3. 4 - ( methvlenedioxy ) pbenyl 


2 


nitro 


propyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


propyl 


2 - hydroxypbenyl 


2 


nitro 


propyl 


— hvdroxvohenvl 


2 


nitro 


propyl 


4 -hydroxypbenyl 


2 


nitro 


propyl 


2 - aminophenyl 


2 


nitro 


propyl 


3 - aminophenyl 


2 


nitro 


propyl 


4 - aminophenyl 


2 


nitro 


propyl 


2 - ( methylamino ) phenyl 


2 


nitro 


propyl 


3 - ( methylamino ) phenyl 


2 


nitro 


propyl 


4 - ( methylamino ) phenyl 
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Table 2(continuation 14) 



m 


R 1 


R J 


Z 


2 


nitro 


propyl 


2 - ( dimethylamino ) phenyl 1 


2 


nitro 


propyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


propyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


propyl 


2 - carboxyphenyl 


2 


nitro 


propyl 


3 - carboxyphenyl 


2 


nitro 


propyl 


4 - carboxyphenyl 


2 


nitro 


propyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


2 - ( methoxycarbonyi ) phenyl 


2 


nitro 


propyl 


3 - ( methoxycarbonyi ) phenyl 


2 


nitro 


propyl 


4 - ( methoxycarbonyi ) phenyl 


2 


nitro 


propyl 


2 - ( ethoxycarbonyl ) phenyl 


7 

dm 


nitro 


nroovl 


3 - ( ethoxycarbonyl ) phenyl 


7 


nitro 


nronvl 


4 - ( ethoxycarbonyl ) phenyl 


9 


nitro 


nronvl 


2 - ( acetyloxy ) phenyl 


L 


nitrtt 


nronvl 


3 — ( acetvloxv ^ nhenvl 


7 


mtrn 
umv 


nronvl 


4 — ( acetvloxv ^ nhenvl 


Z 


nitro 


nrnnvl 

propyl 


7 — ( nronionvlox v ^ nhenvl 


7 


nitro 


nronvl 


3 — ( oronionvloxv ) phenyl 


7 


til ft* A 


nronvl 


4 — r oronionvloxv 1 nhenvl 


7 


111 11 V 


nronvl 


2 - trifluoromethylphenyl 


7 


nitro 


nroDvl 


3 - trifluoromethylphenyl 


7 


nitro 


nronvl 


4 - tri flu oro methyl phenyl 


7 


nitro 


nronvl 


2 - thienyl 


7 


nitro 


nronvl 


3 - thienyl 


2 


nitro 


propyl 


2-furyl 


2 


nitro 


propyl 


3-furyl 


2 


nitro 


propyl 


2 - pyridyl 


2 


nitro 


propyl 


3 - pyridyl 


2 


nitro 


propyl 


4 - pyridyl 




nitro 


isopropyl 


phenyl 




nitro 


isopropyl 


2 - fluorophenyl 


I 


nitro 


isopropyl 


1 3 - fluorophenyl 




nitro 


isopropyl 


4 - fluorophenyl 


j 


nitro 


isopropyl 


2, 4 - di fluorophenyl 


j 


nitro 


isopropyl 


2, 5 - di fluorophenyl 




nitro 


isopropyl 


2, 6 - di fluorophenyl 


i 


nitro 


isopropyl 


3,4- di fluorophenyl 


1 


! nitro 


isopropyl 


3, 5 - difluorophenyl 




nitro 


isopropyl 


2 - chlorophcnyl 




nitro 


isopropyl 


3 - chlorophenyl 




nitro 


isopropyl 


4 - chlorophenyl 




nitro 


isopropyl 


2, 4 - dichlorophenyl 




nitro 


isopropyl 


3,4- dichlorophenyl 




nilro 


isopropyl 


2 - bromophenyl 




nitro 


isopropyl 


3 - bromophenyl 




nitro 


isopropyl 


4 - bromophenyl 
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Table 2(continuation 15) 



m 


R 1 


R 3 


Z 


1 


nitro 


isopropyl 


2 - mcthylphenyl 


I 


nitro 


isopropyl 


3 - mcthylphenyl 


1 


nitro 


isopropyl 


4 - mcthylphenyl 


1 


nitro 


isopropyl 


2 - methoxyphenyl 


1 


nitro 


isopropyl 


3 - methoxyphenyl 


1 


nitro 


isopropyl 


4 - methoxyphenyl 


1 | 


nitro 


isopropyl 


2, 3 - dimcthoxyphenyl 


] 


nitro 


isopropyl 


2, A - dimcthoxyphenyl 


I 


nitro 


isopropyl 


3, 4 - dimcthoxyphenyl 


1 


nitro 


isopropyl 


3, 5 - dimcthoxyphenyl 




nitro 


isopropyl 


3, 4 - ( methylcnedioxy ) phenyl 




nitro 


isopropyl 


3, 4 - ( ethylenedioxy ) phenyl 




nitro 


isopropyl 


2 - hydroxyphenyl 




nitro 


isopropyl 


3 - hydroxyphenyl 




nitro 


isopropyl 


4 - hydroxyphenyl 


■ j 


nitro 


isopropyl 


2 - aminophenyl 


1 


nitro 


isopropyl 


3 - aminophenyl 




nitro 


isopropyl 


4 - aminophenyl 




nitro 


isopropyl 


2 - ( methylamino ) phenyl 




nitro 


isopropyl 


3 - ( methylamino ) phenyl 


j 


nitro 


isopropyl 


4 - ( methylamino ) phenyl 




nitro 


isopropyl 


2 - ( dimethylamino ) phenyl 


I 


u nitr0 


isopropyl 


3 - ( dimethylamino ) phenyl 


j 


nitro 


isopropyl 


4 - ( dimethylamino ) phenyl 


j 


nitro 


isopropyl 


2 - carboxyphenyl 


! 


nitro 


isopropyl 


3 - carboxyphenyl 


1 


nitro 


isopropyl 


4 - carboxyphenyl 


1 


nitro 


isopropyl 


2 - ( methylcarbamoyl ) phenyl 


] 


nitro 


isopropyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


isopropyl 


4 - ( methylcarbamoyl ) phenyl 


1 




isopropyl 


2 - ( methoxycaibonyl ) phenyl 


] 


nitro 


isopropyl 


3 - ( methoxycaibonyl ) phenyl 


1 


nitro 


isopropyl 


4 - ( methoxycaibonyl ) phenyl 


1 


nitro 


isopropyl 


2 - ( ethoxycarbonYl ) phenyl 


1 


nitro 


isopropyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


isopropyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


isopropyl 


2 - ( acetyloxy > phenyl 


1 


nitro 


isopropyl 


3 - ( acetyloxy ) phenyl 


! i 


nitro 


isopropyl 


4 - ( acetyloxy ) phenyl 




nitro 


isopropyl 


2 - ( propionyloxy ) phenyl 




nitro 


isopropyl 


3-( propionyloxy j pncnyi 




nitro 


isopropyl 


4 - ( propionyloxy ) phenyl 




nitro 


isopropyl 


! 2 - trifluoromethylpbenyl 




! nitro 


isopropyl 


3 -trifluorornethvlphcnyl 




nitro 


isopropyl 


4 - trifluoromcthylphcnyl 




nitro 


isopropyl 


2-thienyl 




nitro 


isopropyl 


3 - thienyl 




| nitro 


isopropyl 


2-fiiryl 
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Table 2( continuation 16) 



m 


R" 


R* 


Z 


1 


nitro 


isopropyl 


3 - furyl 


1 


nitro 


isocroDvl 


2 -nyridyl 


1 


nitro 


isopropyl 


3 — pyridyl 


1 


nitro 


isopropyl 


4 — nvridvl 


9 


nitrri 
111 n v 




nhenvt 


2 


nitro 


isoDroovl 


2 — fluorophcnyl 


2 


nitro 


isopropyl 


3 — fluorophcnyl 


9 
t* 


nitro 


isonronvl 


d — fluoronhcnvl 


9 


nitro 


* i sonron vl 

lovui w* J 


2. 4 — difluoroohenvl 


Z | 


nitro 


icnnrnnvl 
laupj u Pjr* 


7 S diflnnrnnhenvl 


9 
Z 


nitro 


icnnrnnvl 


7 6 diflunrnrihenvl 


9 

Z 


nitro 




"l 4 HifluoronHen vl 


\ 9 

Z 


nitro 


IMttfANU 1 

isopropyl 


1 difliirtmnHpn vl 

j , ^ — xiillLivii/pLiwujri 


z 


nitro 


isopropyl 


z — cmoropnenyi 


z 


nitro 


isopropyl 


3 — CDioropnenyi 


2 


nitro 


isopropyl 


4 — chloro phenyl 


*> 
z 


nitro 


isopropyl 


9 A fliAniAMntiAnul 

*♦ — uitiiioi opuciiy i 


z 


nitro 


isopropyl 


j, <* — uicmoropnenyi 


2 


nitro 


isopropyl 


2 - bromophenyl 


2 


nitro 


isopropyl 


3 — bromophenyl 


2 


nitro 


isopropyl 


4 - bromophenyl 


2 


nitro 


isopropyl 


2 — methylphenyl 


2 


nitro 


isopropyl 


3 — methylphenyl 


2 


nitro 


isopropyl 


4 - methylphenyl 


2 


nitro 


isopropyl 


2 — methoxyphenyl 


2 


nitro 


isopropyl 


3 — methoxyphenyl 


2 


nitro 


isopropyl 


4 — methoxyphenyl 


2 


nitro 


isopropyl 


z, j — oimeinoxypncnyt 


z 


nitro 


isopropyl 


z, *r — airneiooAypncnyi 


z 


nitro 


isopropyl 


~2 >4 __, HimpthnTvnKpnvl 

«>j *♦ — uirocujUAypncDyi 




111 11 V 


i cAftr An vl 


2 5 — dimethoxvnhetwl 


9 
z 


nitro 


1 (nnrnnul 


1 4 / rnfttKvleneHiox v ^ nhenvl 


9 

St 


nitro 


i>V|'i "VJ * 


2 4 f ethvlcnedioxv ^ r>h envl 

^ I t \ vuijtvuvuivAj / )/uvuji 


9 


111 11 v 


isnnmovl 


2 — hy droxypheny 1 


z 


UlUO 


icnnrrtiwl 


2 — h vdrox vnhen vl 


9 


nitro 


isopropyl 


4 — HvdroxvnHen vl 

~ UTUI VATU1IVU T* 


2 


nitro 


isonronvl 


2 — aminophenyl 


7 


mtro 


i cr\T>rr*T% vl 


1 — jtminnnnpnvl 
j Aim iw|)imij i 


2 


nitro 


isonronvl 

i«*v w* wpj ■ 


4 — aminophenyl 


2 


nitro 


isopropyl 


2 — ( tnethylamino ) phenyl 


2 


nitro 


isopropyl 


3 - ( methylamino ) phenyl 


2 


nitro 


isopropyl 


4 - ( methylamino ) phenyl 


2 


nitro 


isopropyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


isopropyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


isopropyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


isopropyl 


2-carboxypbenyl 


2 


nitro 


isopropyl 


3 - carboxypheny! 


2 


nitro 


isopropyl 


4-carboxyphenyl 
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Tabic 2(continuation 17) 



m 


R' 


R 3 


Z 


2 


nitro 


isopropyl 


2 - { methylcarbamoyl ) phenyl 


2 


nitro 


isopropyl 


3 - ( methylcarbamoyl ) phenyl 


2 


ailro 


isopropyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


isopropyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


2 - ( acetyloxv ) phenyl 


2 


nitro 


isopropyl 


3 - ( acetvloxy ) phenyl 


2 


nitro 


isopropyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


isopropyl 


2 - ( pronionyloxy ) phenyl 


2 


nitro 


isopropyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


isopropyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


isopropyl 


2 - trifluoromethylphenyl 


2 


nitro 


isopropyl 


3 - trifluoromethylphenyl 


2 


nitro 


isopropyl 


4 - trifluoromethylphenyl } 


2 


nitro 


isopropyl 


2 - thienyl 


2 


nitro 


isopropyl 


3 - thienyl j 


2 


nitro 


isopropyl 


2-furyl 


2 


nitro 


isopropyl 


3-furyl 


2 


nitro 


isopropyl 


2 - pyridyl 


2 


nitro 


isopropyl 


3 - pyridyl ^ 


2 


nitro 


isopropyl 


f 4 - pyridyl 




nitro 


butyl 


phenyl 




nitro 


butyl 


2 - fluorophenyl 


j 


nitro 


butyl 


3 - fluorophenyl 


j 


nitro 


butyl 


4 - fluorophenyl 


' t 


nitro 


butyl 


2, 4 -difluorophenyl 


j 


nitro 


butyl 


2, 5 - difluorophenyl 


j 


nitro 


butyl 


2, 6 - difluorophenyl 


j 


nitro 


butyl 


| 3, 4-difluorophenyl 


j 


nitro 


butyl 


3,5- difluorophenyl 


1 


nitro 


butyl 


2 - chlorophenyl 


1 


nitro 


butyl 


3 - chlorophenyl 


1 


nitro 


butyl 


4 - chlorophenyl 


1 


nitro 


butyl 


2, 4 - dichlorophenyl 


1 


nitro 


butyl 


1 3, 4 - dichlorophenyl 




nitro 


butyl 


2 - bromophenyl 




nitro 


butyl 


i — oromopnenyi 




nitro 


butyl 


4 - bromophenyl 




nitro 


butyl 


2 - methylphenyl 




nitro 


1 butyl 


3 - methylphenyl 




nitro 


butyl 


4 - methylphenyl 




nitro 


butyl 


2-methoxypbenyl 




nitro 


butyl 


3-methoxyphenyl 




nitro 


butyl 


4-rnethoxyphenyl 
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Table 2(continuation 1 8) 



m 


D 1 

K 


tv 


•7 
z. 


1 


nitro 


butyl 


2, 3 - diraethoxyphenyl 


1 


nitro 


butyl 


2, 4 - dimcthoxyphenyl 


1 


nitro 


butyl 


3, 4 - dimethoxypbenyl 




nitro 


butyl 


3,5- dimcthoxyphenyl 




nitro 


butyl 


3, 4 - ( mcthylencdioxy ) phenyl 


1 


nitro 


butyl 


3, 4 - ( cthylcncdioxy ) phenyl 


1 


nitro 


butyl 


2 - hydroxyphenyl 


1 


nitro 


butyl 


3 - hydroxyphenyl 


1 


nitro 


butyl 


4 - hydroxyphenyl 


1 


nitro 


butyl 


2 - aminophenyl 


1 


nitro 


butyl 


3 - aminophenyl 


1 


nitro 


butyl 


4 - aminophenyl 


1 


nitro 


butyl 


2 - ( raetoylamino ) phenyl 


1 


nitro 


butyl 


3 - ( methylamino ) phenyl 


1 


nitro 


butyl 


4 - ( methylamino ) phenyl 


1 


nitro 


butyl 


2 - ( dimethylamino ) phenyl 


1 


nitro 


butyl 


3 - ( dimethylamino ) phenyl 


1 


nitro 


butyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


butyl 


2 - carboxyphenyl 


1 


nitro 


butyl 


3 - carboxyphenyl 


1 


nitro 


butyl 


4 - carboxyphenyl 


1 


nitro 


butyl 


2 - C methylcarbamoyl ) phenyl 


I 


nitro 


butyl 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


butyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


butyl 


2 - ( methoxycarbonyl ) phenyl 


] 


nitro 


butyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


butyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


butyl 


2 - ( ethoxycarbonyl ) phenyl 


• 1 


nitro 


butyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


butyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


butyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


butyl 


3 - ( acetyloxy )i>henyl 


1 


nitro 


butyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


butyl 


2 - ( propionyloxy } phenyl 


1 


nitro 


butyl 


3 - ( propionyloxy ) phenyl 


1 


nitro 


butyl 


1 4 - ( propionyloxy ) phenyl 




nitro 


butyl 


2 - trifluoromethylphenyl 




nitro 


butyl 


3 - trifluoromethylphenyl 


1 


nitro 


butyl 


4 - trifluoromethylphenyl 


1 


nitro 


butyl 


2 - thienyl 




nitro 


ouiyi 


j micnyi 




nitro 


butyl 


2-furyl 




nitro 


butyl 


3-furyl 




nitro 


butyl 


2 - pyridyl 




nitro 


butyl 


3 - pyridyl 




nitro 


butyl 


4 - pyridyl 


2 


nitro 


butyl 


phenyl 


2 


nitro 


butyl 


2 - fluorophenyl 
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Table 2(continuation 19) 



m 


R 1 


R 3 


L 


2 


nitro 


butyl 


3 — fluorophenyl 


2 


nitro 


butyl 


4 - fluorophenyl 


2 


nitro 


butyl 


2, 4 - difluorophenyl 


2 


nitro 


butyl 


2, 5 - difluorophenyl 


2 


nitro 


butyl 


2, 6 - difluorophenyl 


2 


nitro 


butyl 


3, 4 - difluorophenyl 


2 


nitro 


butyl 


3. 5 - difluorophenyl 


2 


nitro 


butyl 


2 - chlorophenyl 


2 


nitro 


butyl 


3 - chlorophenyl 


2 


nitro 


butyl 


4 - chlorophenyl 


2 


nitro 


butyl 


2, 4 - dichlorophenyl 


2 


nitro 


butyl 


3, 4 - dichlorophenyl 


2 


nitro 


butyl 


2 - bromophenyl 


2 


nitro 


butyl 


3 - bromophenyl 


2 


nitro 


butyl 


4 - bromophenyl 


2 


nitro 


butyl 


2 - rnethylphenyl 


2 


nitro 


butyl 


3 -rnethylphenyl 


2 


nitro 


butyl 


4 - rnethylphenyl 


2 


nitro 


butyl 


2 - methoxyphenyl 


2 


nitro 


butyl 


3 - methoxyphenyl 


2 


nitro 


butyl 


4 - methoxyphenyl j 


2 


nitro 


butyl 


2.3- dimethoxyphenyl 


2 


nitro 


butyl 


2.4- dimethoxyphenyl 


2 


nitro 


butyl 


3 r 4 - dimethoxyphenyi 


2 


nitro 


butyl 


3,5- dimethoxyphenyl 


2 


nitro 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


butyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


butyl 


2 - hydroxyphenyl 


2 


nitro 


butyl 


3 - hydroxyphenyl 


2 


nitro 


butyl 


^ 4 - hydroxyphenyl 


2 


nitro 


butyl 


2 - aminophenyl 


2 


ji nitro 


butyl 


3 - aminophenyl 


2 


nitro 


butyl 


4 - aminophenyl 


2 


nitro 


butyl 


2 - ( methylamino ) phenyl 


2 


nitro 


butyl 


3 - ( methylamino ) phenyl 


2 


nitro 


butyl 


4 - ( methylamino ) phenyl | 


2 


nitro 


butyl 


2 - ( dimethylaraino ) phenyl 


2 


nitro 


butyl 


3 - ( dimcthylamino ) phenyl 


2 


nitro 


butyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


butyl 


2-carboxyphcnyl 


2 


nitro 


butyl 


*X — i**rhAY vnliCTiVi 
j Lr4i vvAy |/uwu j * 


2 


nitro 


butyl 


4-carboxyphcnyl 


2 


nitro 


butyl 


2 - ( mcthylcarbamoyl ) phenyl 


2 


nitro 


butyl 


3 - ( mcthylcarbamoyl ) phenyl 


2 


I nitro 


butyl 


4 - { methylcarbamoyl ) phenyl 


2 


nitro 


butyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


butyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


butyl 


4 - ( methoxycarbonyl ) phenyl 
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Table 2(continuation 20) 



01 


R 1 


R 3 


Z 


2 


nitro 


butyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


butyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


butyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro i 


butyl 


2 - ( acctyloxy ) phenyl 


2 


nitro 


butyl 


3 _ ( acetyloxy ) phenyl 


2 


nitro 


butyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


butyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


butyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


butyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


butyl 


2 - trifluoromethylphenyl 


2 


nitro 


butyl 


3 - trifluoromethylphenyl 


2 


nitro 


butyl 


4 - trifluoromethylphenyl 


2 


nitro 


butyl 


2-thienyl 


2 


nitro 


butyl 


3-thienyl 


2 


nitro 


butyl 


2- fury 1 


2 


nitro 


butyl 


3-furyl 


2 


nitro 


butyl 


2 - pyridyl 


2 


nitro 


butyl 


3 - pyridyl 


2 


nitro 


butyl 


4 - pyridyl 




nitro 


hydroxyethyl 


phenyl 


. 


nitro 


hydroxyethyl 


2 - fluorophenyl 




nitro 


hydroxyethyl 


3 - fluorophenyl 




nitro 


hydroxyethyl 


4 - fluorophenyl 




nitro 


hydroxyethyl 


2, 4 - difluorophenyl 


— i — 


nitro 


nvdroxvethvl 


2. 5 - difluorophenyl 


: 


nitro 


hydroxyethyl 


2, 6 - difluorophenyl 


r 


nitro 


hydroxyethyl 


3,4- difluorophenyl 




nitro 


hydroxyethyl 


3, 5 - difluorophenyl 


1 


nitro 


hydroxyethyl 


2 - chlorophenyl 


1 


nitro 


hydroxyethyl 


3 - chlorophenyl 




nitro 


hydroxyethyl 


4 -chlorophenyl 


I 


nitro 


hydroxyethyl 


2, 4 - dichlorophenyl 




nitro 


hydroxyethyl 


3, 4 - dichlorophenyl 




nitro 


hydroxyethyl 


2 - bromophenyl 


I 


nitro 


hydroxyethyl 


3 - bromophenyl 


I 


nitro 


hydroxyethyl 


4 -bromophenyl 




nitro 


hydroxyethyl 


2 - metbylphenyl 


1 


nitro 


hydroxyethyl 


3 - metbylphenyl 


1 


nitro 


hydroxyethyl 


4 - methylphenyl 1 


I 


nitro 


hydroxyethyl 


2 - methoxyphenyl 


I 


nitro 


hydroxyethyl 


3 - methoxyphenyl 




nitro 


hydroxyethyl 


4 — methoxyphenyl 




nitro 


hydroxyethyl 


2, 3 - dimethoxyphenyl 




nitro 


hydroxyethyl 


2,4- dimethoxyphenyl 




nitro 


hydroxyethyl 


3,4- dimethoxyphenyl 




nitro 


hydroxyethyl 


3,5- dimethoxyphenyl 




nitro 


hydroxyethyl 


3, 4 - ( methylene dioxy ) phenyl 




j nitro hydroxyethyl 


3 t 4 - ( ethylenedioxy ) phenyl 
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Table 2(continuation 21) 



m 


R 1 


R 3 


Z 




nitro 


hydroxyethyl 


2 - hydroxyphenyl 


1 


nitio 


hydroxycthyl 


3 - hydroxyphenyl 


— i 


nitto 


hydroxyethyl 


4 - hydroxyphenyl 


— j 


nttrA 


hydroxycthyl 


2 - aminophenyl 


— i 


nitrA 


hydroxycthyl 


3 — aminophenyl 


— i 


nttrA 


hvdroxvcthvl 


4 — aminophenyl 


— - — 

— ! — 


nitro 


h vdrfi x veth vl 


2 — ( methylaxnino ) phenyl 


— ! — 


nitio 


Vi vHrrtX VCth vl 
uyui \jA,y\*iLM j i 


3 — ( methylamino ) phenyl 




nitro 


nyaruxycuiyi 


4— ( methvlamtno ^ ohenvl 


— - — 


nitro 


nyoroxyeuiyi 


9 — ( Aimflnvlamino ^ Tihenvl 
X i oiiiiviiiy icuiiiuvs j (juvtiyi 


1 


nitro 


hydroxycthyl 


j — ^ Girneuiy laniiiivs ) pavujrJ 




nitro 


nyoroxy ei ny i 


A _ ( Himpthvlaminn ^ nhenvl 


V 


nitro 


hy d roxy ethyl 


x wai uuAypnviiyi 


1 


nitro 


hydroxyethyl 


"1 rarKnvvnkcnvl 

J — WOl UU A/ piiGi) Yl 


1 


nitro 


hydroxyethyl 


*\ — carooxypuenyi 


1 


nitro 


hydroxyethyl 


2. — \ iriCuiyicaroanioyi j pnenyi 


1 


nitro 


hydroxyethyl 


o — ^ roeuiyicaroarnoyi j pnenyi 


* 


nitro 


hydroxyethyl 


** — i rnctnyicaroamoyi j pnenyi 


1 


nitro 


hydroxyethyl 


z — ( mcinoxycaroonyi j pnenyi 




nitro 


hydroxyethyl 


3 — I metnoxycaroonyi j pnenyi 




nitro 


hydroxyethyl 


4 — ( roethoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


O / iT n_i_ i i _r> in lii in ill 1 

Z — ( etnoxycaroonyi j pnenyi 




nitro 


hydroxyethyl 


o —\ etnoxycaroonyi j pnenyi 




nitro 


hydroxyethyl 


4 — ( ethoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


z — \ acctyioxy j pnenyi 


1 


nitro 


hydroxyethyl 


3 — t accxyioxy f pnenyi | 


. 1 


* nitro 


hydroxyethyl 


4 — ( acetyioxy j pnenyi 


... 1 


nitro 


nyaroxyeinyi 


z. — ^ propionyiOAy / pnciijri 


J 


nitro 


nyaTOxyeinyi 


\ / nrnninnvlnvv ^ nhenvl 

j ^ piopiunyiuA j ) piicupri 


1 — 


nitro 


nyoroxyeinyi 


*f — ^ propionyiOAy / pnenyi i 


— 1 — 


nitro 


nyaroxyeinyi 


*) - triflnnrnm^th vlnhenvt 


— 1 — 


nitro 


nyaroxyeinyi 


1 _ 4nf1imrnm^tli vlffihenvl 
J - IIIUUUI UU1CU1 Jlptlwl Yft 






Viv/r? v*»t tl vl 
liyuiUAy viuyi 


4 - irifluoromethvlohcnvl 


— - — 
— ! — 


nitro 


u y ar u a y v ui y i 


2 — thicnvl 






hvHrAYv^tfivl 
11 y ui w a j vr ui y a 


3 — thicnvl 


— J — 


nitro 


hvdroxvethvl 


2-furyl 


: 


nitro 


hydroxyethyl 


3- fury 1 


j 


uiuu 


hvdroxvethvl 


2 — Dvridvl 


1 


nitro 


hydroxyethyl 


3 — pyridyl 





nitro 


hydroxyethyl 


4-pyridyl 


2 


nitro 


hydroxyethyl 


phenyl 


2 


nitro 


hydroxyethyl 


2 - fluorophenyl 


2 


nitro 


hydroxycthyl 


3 - fluorophenyl 


2 


nitro 


hydroxyethyl 


4 - fluorophenyl ! 


2 


nitro 


hydroxyethyl 


2, 4 - di fluorophenyl 


2 


nitro 


hydroxyethyl 


2, 5 - difluorophenyl 


2 


! nitro 


hydroxycthyl 


2, 6 - difluorophenyl 


2 


nitro 


hydroxycthyl 


3, 4 - difluorophenyl 



30 



EP 1 229 025 A1 



Table 2(continuation 22) 



rn 


R ; ! 


R J 


2 


2 


nitro 


hydroxyethyl 


3, 5 - difluorophenyl 


z. 


nitro 


hvdrox vethvl 


2 — chloropbenyl 


2 


nitfo 


h yd roxy cthy 1 


3 — chloropbenyl 


L 


nitro 


ii jr ui va yciujr l 


4 ehloronhenvl 


L 


nitro 


\\ \iA m v vr^th m 1 

nyoiOAycuiyi 


mm,y *f Ul Vlll V I VJJIUdjy I 


•> 


nitro 


nyviiUAyciiiyi 


j) » liiwiiiuiupuciiy i 


*> 
2 


nitro 


nyoroxycinyr 


z — oruiuupncuyi 


*> 
2 


nitro 


nyaroxycinyi 


"X _ nf Ant Annp n vi 

j — oruiuupncuyi 


2 


nitro 


hydroxyethyl 


*i — orornopnenyi 


2 


nitro 


hydroxyethyl 


z — metnyipnenyi 


2 


nitro 


hydroxyethyl 


3 — methylphenyl 


2 


nitro 


hydroxyethyl 


4 — methylphenyl 


2 


nitro 


hydroxyethyl 


2 — methoxyphenyl 


2 


nitro 


hydroxyethyl 


3 — methoxyphenyl 


2 


nitro 


hydroxyethyl 


4 — methoxyphenyl 


2 


nitro 


hydroxyethyl 


2,3— dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


2,4 — dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


3,4 — dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


3, 4 - ( methyl enedioxy ) phenyl 


2 


nitro 


hydroxyethyl 


3 ( 4 - ( ethylenedioxy )j>henyl 


2 


nitro 


hydroxyethyl 


2 - hydroxyphenyl 


2 


nitro 


hydroxyethyl 


3 - hydroxyphenyl 


2 


nitro 


hydroxyethyl 


4 - hydroxyphenyl 


2 


nitro 


hydroxyethyl 


2 - aminophenyl 


2 


nitro 


hydroxyethyl 


3 - aminophenyl 


2 


nitro 


hydroxyethyl 


4 - aminophenyl 


2 


nitro 


hydroxyethyl 


2 - ( methylamino ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( methylamino ) phenyl 


2 


nitro 


hydroxyethyl 


4 — ( methylamino ) phenyl 


2 


nitro 


hydroxyethyl 


2 — ( dimethylamino ) phenyl 


2 


nitro 


hydroxyethyl 


3 — ( dimethylamino ) phenyl 


2 


nitro 


hydroxyethyl 


*t — \ oimcuiyiamujo ) pncnyi 


2 


nitro 


hydroxyethyl 


x — Cat uuAypDcuyi 


2 


nitro 


oyoroxyeuiyi 


j — caruoxypnenyi 




nitro 


hv/trnvvftlivl 
U y V I \I A jr w t U jr 1 


4 earbox vnhenvl 

— vim uv/Ajr puviij i 


9 


nitro 


hvHrn Wftfhvl 


7 — f mcthvlcarhamovl ) nhenvl 


z 


nitro 


nvHrnYV^fnul 

nyuiuAycin yi 


T / m^th vlcarfiflrnrwl \ riH^nvl 




nitro 


h vHrf>x veth vl 
ii y s*» w a jr vtu y i 


4 — f methvlcarbamovl ^ ohenvl 






hvHroxvethvl 


2 — f methoxvcarbonvl ^ ohenvl 


2 


nitro 


hvdroxvethvl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


' 2 - ( cthoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


4 — ( ethoxyearbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( acctyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( acctyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( acctyloxy ) phenyl 
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Table 2(continuation 23) 



m 


R' 


R 3 


2 


2 


nitro 


hydroxyethyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


2 - trifluoromethylphenyl 


2 


nitro 


hydroxyethyl 


3 - trifluoromethylphenyl 


2 


nitro 


hydroxyethyl 


4 - trifluoromethylphenyl 


2 


nitro 


hydroxyethyl 


2 - thienyl 


2 


nitro 


hydroxyethyl 


3 - thienyl 


2 


nitro 


hydroxyethyl 


2-furyl 


2 


nitro 


hydroxyethyl 


3-furyl 


2 


nitro 


hydroxyethyl 


2 - pyridyl 


2 


nitro 


hydroxyethyl 


3 - pyridyl 


2 


nitro 


hydroxyethyl 


4 - pyridyl 




nitro 


methoxyethyl 


phenyl 





nitro 
11 J ii %j 


mpthoxvethvl 


2 — fluorophenyl 


j 


nitro 


methoxyethyl 


3 - fluorophenyl 


: 


nitro 


methoxyethyl 


4 - fluorophenyl 





nitro 

II1U V 


mpth a x vet h v 1 

lllvlUUATwUII X 


2, 4 — difluorophenyl 





111U V 


methoxvethvl 


2^5 — difluorophenyl 


— i — 


ii ■ fro 


methoxvethvl 

lUWUIVA JvlilJI 


2, 6 — difluorophenyl 


— i — 


nitro 

111 U U 


methoxvethvl 


3,4 — difluorophenyl 


: 


nitro 


methoxyethyl 


3,5- difluorophenyl 


: 


nitro 

UlUV 


methoxvethvl 


2 - chlorophenyl 


— i — 


111 U vl 


methoxvethvl 


3 — chlorophenyl 


— i — 


nitro 


methoxyethyl 


4 — chlorophenyl 


: 


1UU v 


m e th ox veth vl 

UlVUIVA J will J m 


2, 4 — dichlorophenyl 


: 


nitro 


methoxvethvl 


3 ? 4 — dichlorophenyl 


— i — 




methoxyethyl 


2 - bromophenyl 




nitro 

UIUU 


methoxvethvl 


3 - bromophenyl 


— j — 1 


nitro 


methoxyethyl 


4 - bromophenyl 


- j 


nitro 


methoxyethyl 


2 - methylphenyl 




nitro 


methoxyethyl 


3 - methylphenyl 


I 


nitro 


methoxyethyl 


4 - methylphenyl 


I 


nitro 


methoxyethyl 


2 — methoxyphenyl 


I 


nitro 


methoxyethyl 


3 — methoxyphenyl 


I 


nitro 


methoxyethyl 


4 - methoxyphenyl 


\ 


nitro 


methoxyethyl 


2, 3 -dimethoxyphenyl 




nitro 


methoxyethyl 


2, 4 - dimethoxyphenyl 


I 


nitro 


methoxyethyl 


3,4- dimethoxyphenyl 


1 


nitro 


methoxyethyl 


3,5- dimethoxyphenyl 


1 


nitro 


methoxyethyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


methoxyethyl 


3, 4 - ( ethylenedioxy ) phenyl 




nitro 


methoxyethyl 


2 - hydroxyphenyl 




nitro 


methoxyethyl 


3 - hydroxyphenyl 




nitro 


methoxyethyl 


4 — hydroxyphenyl 




nitro 


methoxyethyl 


2 - aminophenyl 




nitro 


methoxyethyl 


3 - aminophenyl 




nitro 


methoxyethyl 


4 - aminophenyl 
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Table 2(continuation 24) 



m 


R' 


R J 


Z i 




nitro 


methoxvethvl 


2 — ( methylamino ) phenyl 


i 


nifrn 
111 ITU 


FnptVinY vpthvl 
II icuivAjC in jr i 


7 ( rn £fhvl a rn inn i 1 nhenvl 


i 


nitro 


Tnptnnyvptkvl 
HlCUlUAjrCtUjf 1 


.A f mptkvt ftminA 1 nnpiw/l 

** ^ lUvuijr ittiiiiiiVF j |/iiviijr* 


j 

j 


nitro 


II1CUIUA Yw UJYI 


0 i flimpttivlaminn \ nVi pnvl 
A ^ UlLLivlXljrlaiililiU j l^ilwlljr l 




mix U 


mpth A YVfpf h vl 
lUvlUUA jvvil j l 


\ — ( Himpthvlamtnf* ^ nVipnvl 





nitro 


mAthrt y vpthvl 
U Iw lUUAjv ul y J 


4. r Himpfhvl aminn ^ nHenvl 


\ 

1 


nitro 


matkrtVirAtnvl 

rneujOAyeinyi 


L valOOAypnCQYl 


— ! — 


nitro 


m c in o Ay c in y i 


"X _ PunMYvnnpnxil 

o — vdiouAypocayi 




nitro 


methoxy ethyl 


4 — carboxyphenyl 


— ! — 


nitro 


methoxyethyl 


2 — ( methyl carbamoyl ) phenyl 


1 


nitro 


methoxyethyl 


3 — ( methyl carbamoyl ) phenyl 


1 


nilro 


methoxyethyl 


4 — ( tnethylcarbamoyl ) phenyl 


1 


nitro 


methoxyethyl 


2 - ( methoxycarbonyl ) phenyl 


1 


nitro 


methoxyethyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nilro 


methoxyethyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


methoxyethyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


methoxyethyl 


3 — ( ethoxycarbonyl ) phenyl 


1 


nitro 


methoxyethyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


methoxyethyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


methoxyethyl 


3 - ( acetyloxy ) phenyl ! 


1 


nitro 


methoxyethyl 


4 - ( acetyloxy ) phenyl 




nitro 


methoxyethyl 


2 - ( propionyloxy ) phenyl 




nitro 


methoxyethyl 


3 - ( propionyloxy ) phenyl 




nitro 


methoxyethyl 


4 - ( propionyloxy ) phenyl 




nitro 


methoxyethyl 


2 - trifluoromethylphenyl 


1 


nitro 


methoxyethyl 


3 - trifluoromethylphenyl 


1 


nitro 


methoxyethyl 


4 - trifluoromethylphenyl 


1 


nitro 


methoxyethyl 


2 - thienyl 


1 


nitro 


methoxyethyl 


3 - thienyl 


— 1 — 


nitro 


methoxyethyl 


2 — ruryj 


1 , 


nitro 


methoxyethyl 


1 A. ml 

i — turyi 


— 1 — 


nitro 


methoxyethyl 


2 — pyndyi 


1 


nitro 


methoxyethyl 


j — pyriuyi 




nitro 


methoxyethyl 


4 — pyndyi 


2 


nitro 


methoxyethyl 


pnenyi 


2 


nitro 


metnoxyeinyi 


z. — iiuoi opncuyi 


I 


nitro 


mcuioAycuiyj 


J llUUIUpUvUy 1 


2 


nitro 


meinoxyeinyi 


A _ flimrftWHpnt/l 

*r ~ iiuorupucnyi 


L 


nitro 


m t* tVi n Y VP t Vi\/1 
UlCUIUA jrwUIjrl 


*y A — ■ Hiflimrnnhpn vl 

d,^ "T Ul 1 1 U vll Vj-* 14 tf 11 Jr A 




n i fro 

UK II V 


methoxvethvl 


2 5 — difluoronhenvl 

mm j mmf UlllllVl v^UWll Jl 


2 


nitro 


methoxyethyl 


2, 6 - difluorophenyl 


2 


nitro 


methoxyethyl 


3,4- difluorophenyl 


2 


nitro 


methoxyethyl 


3, 5 - difluorophenyl 


2 


nitro 


methoxyethyl 


2 - chlorophenyl 


2 


nitro 


methoxyethyl 


3 - chlorophenyl 


2 


nitro 


methoxyethyl 


4 - chlorophenyl 


2 


nitro 


methoxyethyl 


2, 4 — dichlorophenyl 


2 


nitro 


methoxyethyl 


3, 4 - dichlorophenyl 
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Table 2(continuation 25) 



m 


R 1 ! 


K 


z 


2 


nitro 


raetboxyctbyl 


i» — UI\J(I1U|/UC*11 j 1 


2 


nitro 


mcthoxycthyl 


j oroiuopncnyi i 


2 


nitro 


mcthoxycthyl 


t — uruinupuwuyi j 


2 


nitro 


mcthoxycthyl 


I — meinyi pnenyi 


2 


nitro 


mcthoxycthyl 


j — mcinyipnciryi 


2 


nitro 


mcthoxycthyl 


h — mcinyipncnyi 


2 


nitro 


mcthoxyethyl 


/ — metnoxypnenyi j 


2 


nitro 


mctboxyethyl 


3 — methoxyphenyl 


2 


nitro 


metboxyethyl 


4 - methoxyphenyl 


2 


nitro 


methoxyethyl 


2, 3 - di methoxyphenyl 


2 


nitro 


metboxyethyl 


2 7 4 — dimethoxyphenyl 


2 


nitro 


metboxyethyl 


3,4- dimethoxyphenyl 


2 


nitro 


mcthoxyethyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


mcthoxyethyl 


3, 4 - ( mcthylcncdioxy ) phenyl 


2 


nitro 


methoxyethyl 


3, 4 - ( ethylencdioxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - hydroxyphenyl 


2 


nitro 


mcthoxyethyl 


3 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


4 - hydroxyphenyl 


2 


nitro 


mcthoxyethyl 


2 - aminophenyl 


2 


nitro 


methoxyethyl 


3 - aminophenyl 


2 


nitro 


methoxyethyl 


4 - aminophenyl 


2 


nitro 


methoxyethyl 


2 - ( methylamino ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( methylamino ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( methylamino ) phenyl 


2 


| nitro 


methoxyethyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


methoxyethyl 


4 — ( dimethylamino ) phenyl 


2 


nitro 


methoxyethyl 


2 - carboxyphenyl 


2 


nitro 


methoxyethyl 


3 - carboxyphenyl 


2 


nitro 


methoxyethyl 


4 — carboxyphenyl 


2 


nitro 


methoxyethyl 


| 2 - ( methylcarbaraoyl ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( methylcarbamovl ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( mcthylcarbamoyl ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( methoxycaibonyl ) phenyl 


2 


nitro 


methoxyethyl 


*n f _ j "I r_i_r ■ 1 ■ Lljl \ MIlAlltfl 

3-( metnoxycaroonyi ) pnenyi 


2 


nitro 


methoxyethyl 


4 — ( metnoxycan>onyi j pnenyi 


2 


nitro 


methoxyethyl 


2 — \ etnoxycaroonyi f pnenyi 


2 


nitro 


methoxyethyl 


i 3 — ( etnoxycaroonyi ) pnenyi 


2 


nitro 


methoxyethyl 


4 — i ctnoxycaruunyi j pnenyi 


2 


nitro 


methoxyethyl 


c — ^ acciyiuAy j puvuyi 


I, 


UIUV 


methoxye thyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


metboxyethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


methoxyethyl 


j 2 - ( propionyloxy ) phenyl \ 


2 


nitro 


methoxyethyL 


3 - ( propionyloxy ) phenyl 


2 


nitio 


methoxyethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


mcthoxycthyl 


i 2 - trifluoromcthylphcnyl 


2 


nitro 


methoxyethyl 


3 - trifluoromethylphenyl 


2 


nitro 


methoxyethyl 


4 - trifluoromethylphenyl 
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Table 2(continuation 26) 



m 


R* 


d3 

R J ■ 


♦7 


2 


nitro 


methoxyethyl 


2 -thienyl 


2 


nitro 


methoxyethyl 


3 - thienyl 


2 


nitro 


methoxyethyl 


2 - furyl 


2 


nitro 


methoxyethyl 


3 - furyl 


2 


nitro 


methoxyethyl 


2 - pyridyl 


2 


nitro 


methoxyethyl 


3-nvridyl 


2 


nitro 


methoxyethyl 


4 - pyridyl 


1 


nitro 


aminoethyl 


phenyl 


I 


nitro 


aminoethyl 


2 -fluorophenyl 


1 


nitro 


aminoethyl 


3 - fluorophenyl 


1 


nitro 


aminoethyl 


4 - fluorophenyl 


1 


nitro 


aminoethyl 


2, 4 -difluorophenyl 


1 


nitro 


aminoethyl 


2, 5 - difluorophenyl 


1 


nitro 


aminoethyl 


2, 6 - difluorophenyl 


1 


nitro 


aminoethyl 


3 ? 4 -difluorophenyl 


1 


nitro 


aminoethyl 


3, 5 -difluorophenyl 


1 


nitro 


aminoethyl 


2 - chloropbenyl 


I 


nitro 


aminoethyl 


3 - chloropbenyl 


1 


nitro 


aminoethyl 


4 - chloropbenyl 


1 


nitro 


aminoethyl 


2, 4 - dicblorophenyl 


1 


nitro 


aminoethyl 


3, 4 - dichlorophcnyl 


1 


nitro 


aminoethyl 


2 - bromopbenyl 


1 


nitro 


aminoethyl 


3 - bromopbenyl 


I 


nitro 


aminoethyl 


4 - bromopbenyl 


1 


nitro 


aminoethyl 


2 -methylphenyl 


1 


nitro 


aminoethyl 


3 - methylphenyl 


1 


nitro 


aminoethyl 


4 - methylphenyl 


1 


nitro 


aminoethyl 


2 - methoxypbenyl 


1 


nitro 


aminoethyl 


3 - methoxypbenyl 


1 


nitro 


aminoethyl 


4 - methoxyphenyl 


1 


nitro 


aminoethyl 


2, 3 - dimethoxyphenyl 


1 


nitro 


aminoethyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


aminoethyl 


3 f 4 — dimethoxyphenyl 


1 


nitro 


aminoethyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


aminoethyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


aminoethyl 


3, 4 - ( ethylenedioxy ) phenyl 


1 


nitro 


aminoethyl 


j 2 - hydroxyphenyl 


1 


nitro 


aminoethyl 


3 - hydroxyphenyl 


I 


nitro 


aminoethyl 


4 - hydroxyphenyl 


1 


nitro 


aminoethyl 


2 - aminophenyl 




nitro 


aminoethyl 


j — amino pn cii yi 




nitro 


aminoethyl 


4 — aminophenyl 




nitro 


aminoethyl 


2 — ( methyl amino ) phenyl 




nitro 


aminoethyl 


3 - ( methylamino ) phenyl 




nitro 


aminoethyl 


4 - ( methylamino ) phenyl 




nitro 


aminoethyl 


2 - ( dimethylamino ) phenyl i 




nitro 


aminoethyl 


3 - ( dimethylamino ) pheoyl 




nitro 


aminoethyl 


4 - ( dimethylamino ) phenyl 
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Table 2(continuation 27) 



m 
in 


R 1 


R 3 


Z 




nitro 


aminoethvl 


2 - carboxyphenyl 


— i — 


nitro 


aminoethvl 


3 - carboxyphenyl 


i 


nitr/i 


aminnethvl 

a 111 111 U V HI Jr t 


4 - carboxyphenyl 


■ 




Aminoethvl 

(UlllUUwUlJ 1 


2 — ( methylcarbamoyl ) phenyl 




— ! — 


niiio 


Aminoethvl 

AUIlUUw Ul J 1 


3 — ( methylcarbamoyl ) phenyl 


1 


nitro 


aminoeuiyi 


A ( mpthvlrarhamovl 1 nhenvl 


— 1 — 


nitro 


arninoeuiyi 


( mptKoYVPArnonvl ^ nhenvl 


— ! — 


nitro 


dimnocuiyi 


"\ — f methoYvearhonvl ^ nhenvl 


1 


nitro 


aminoeuiyi 


A ~ ( mpfh OYvrarrionvl ^ nhenvl 




nitro 


ajTunocinyi 


9 — / pthn* vrarhnnvl ^ nhenvl 


— - — 
* 


nilro 


amiDoeiuyi 


"1 / pthnY vrsrHnnvl ^ nhenvl 


\. - 


nitro 


aminocthyl 


*f — \ cinOA.yc<iruonyi ) puvuyi 


\ ,.. 


nitro 


aminocthyl 


Z — • l acetyl oxy J pnenyi 


1 


nitro 


aminocthyl 


j — { acetyioxy ) pnenyi 


1 


nitro 


aminocthyl 


h — ( aceryioxy f pnenyi 


1 


nitro 


aminocthyl 


2 — ( propionyloxy ) phenyl 




nitro 


aminoethyl 


3 — ( propionyloxy ) phenyl 


1 


nitro 


aminocthyl 


4 — ( propionyloxy ) phenyl 


i 


nitro 


aminocthyl 


2 - trifluoromc thyl phenyl 


i 


nitro 


aminocthyl 


3 - trlfluoromethylphenyl 


i 


nitro 


aminoethyl 


4 - trifluoromcthylphenyl 




nitro 


aminocthyl 


2 - tnicny 1 




nitro 


aminoethyl 


3 - thienyl 


i 


nitro 


aminoethyl 


z — turyi 




nitro 


aminoethyl 


3 - furyl 




nitro 


aminocthyl 


2 - pyridyl 


1 


nitro 


aminoethyl 


3 - pyridyl 


1 


nitro 


aminocthyl 


4 — pyridyl 


2 


nitro 


aminocthyl 


phenyl 


2 


nitro 


aminoethyl 


l — nuoropnenyi 


2 


nitro 


aminoethyl 


3 — fluorophenyl 


2 


nitro 


aminoethyl 


A _ flllAfAnhMVI 

«♦ — iiuoropucDyi 


2 


nitro 


aminoeuiyi 


"J A Hiflnoronhenvt 


2 


nitro 


aminoeuiyi 


9 5 — » diflnoronhcnvl 


2. 


nitro 


diiiinuvuiyi 


2, 6 — difluorophenyl 




mnro 


ainiuuc my i 


5 4 — difluoronhenvl 




nitro 


axuinocuiy i 


5 S — difluoronhenvl 


2 


nitro 


iiminrtPtH vl 
<u ii u i i/c um y i 


2 — chlorophenyl 


Z 


muu 


aminoethvl 

(UUiUVvUlj 1 


3 — chlorophenyl 


z 


nitro 


Aminoethvl 


4 — chlorophenyl 


2 


nitro 


aminoethyl 


2, 4 - dichlorophenyl 


2 


nitro 


aminoethyl 


3, 4 -dichlorophenyl 


2 


nitro 


aminoethyl 


2 - bromophenyl 


2 


nitro 


aminoethyl 


3 - bromophenyl 


2 


nitro 


aminoethyl 


4 - bromophenyl 


2 


nitro 


aminoethyl 


2 - methylphenyl 


2 


nitro 


aminoethyl 


3 - methylphenyl 


2 


nitro 


aminoethyl 


4 - methylphenyl 



36 



EP 1 229 025 A1 



Table 2(continuation 28) 



m 


R 1 


R 3 


Z 


2 


nitro 


aminoethyl 


2 - methoxyphenyl 


2 


nitro 


aminoethyl 


3 - methoxyphenyl 


2 


nitro 


aminoethyl 


4 - methoxyphenyl 


! 2 


nitro 


aminoethyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


aminoethyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


aminoethyl 


3,4- dimethoxyphenyl 


2 


nitro 


aminoethyl 


3,5- dimethoxyphenyl 


2 


nitro 


aminoethyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


aminoethyl 


3, 4 - ( ethyl enedioxy ) phenyl 


2 


nitro 


aminoethyl 


2 - hydroxyphenyl 


2 


nitro 


aminoethyl 


3 — hydroxyphenyl 


2 


nitro 


aminoethvl 


4 — hydroxyphenyl 


2 


nitro 


aminoethyl 


2 — aminophenyl 


z 


nitro 


aminoethvl 


3 — aminophenyl 




nitro 


aminopthvl 


4 — aminophenyl 


2 


nitro 


aminoethyl 


2 — ( methylamino } phenyl 


z 


nitro 


a m i n f\t* th vl 
auiiiiuv i*i y i 


"X ( mpthvlamino ^ nhenvl 


z 


IIIUU 


Aminoethvl 


4 •— ( methvlamino ^ nhenvl 


Z 


nitrn 


aminoethvl 


2 — ( dimethvlamino \ nhenvl 


Z 


nitro 


q minru>tVi\yl 
a uimuG hi y i 


^ — . ( Himpthvlsminn ^ nhenvl 
J ^ Uliuwiiiy laiiiiuu j ^riiwujri 


z 


UllIO 


all li uucui y i 


A ( <iimpthvt Amino ^ nhenvl 

*r \ U luibuijr i dill ixi u J \t iivii jr i 


-1 
z 


nitro 

11 ill u 


aminoethvl 


2 — carhox vohenvl 


9 
z 


nitro 


a mirtfYf»tH\/f 
alUlUUG my I 


^ — rarhovvnhpnvl 
J vai uviAjr|iiidi y m. 


z 


T\*tTt\ 

UlllU 


A mi tn\PT h vl 


4 rarhnx vnhenvl 


1 9 

! * 


nitro 


aminociuyi 


9 ( m**th vlrarhamnvl ^ nhpnvl 

L — \ IllClOyivol Uallllf y\ ) (/UCliyi 


z 


nitro 


9 wi i Tirv*th vl 
«llliiui#diiy i 


/ mpthvlrarhamovl i nhpnvl 

j \ liibiiiy i vai uaiiivjr i j puvuvi 




nitrn 


aminopthvl 


4 — ( methvlcarhamovl ^ nhenvl 


z 


11 111 u 


aminopthvl 
a i u 1 1 1 \i w lli y i 


2 — / methox vcarbonvl ^ nhenvl 


2 


nitro 


aminoethvl 


3 — ( roethoxycarbony 1 ) phenyl 


9 


nitro 


aminoethvl 

OU1114UWUI T 1 


4 — ( rn ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethvl 


2 — ( ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


2 — ( accrvtoxy ) phenyl 


2 


nitro 


aminoethyl 


3 - ( aceryloxy ) phenyl 


2 


nitro 


aminoethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


2 - trifluoromethylphenyl 


2 


nitro 


aminoethyl 


3 - trifluoromethylphenyl 


2 


nitro 


aminoethyl 


4 - trifluoromethylphenyl 


2 


nitro 


aminoethyl 


2 - thienyl 


2 


nitro 


aminoethyl 


3 - thienyl 


2 


nitro 


aminoethyl 


2-furyl 


2 


ni:ro 


aminoethyl 


3-ftiryl 


2 


nitro 


aminoethyl 


2 - pyridyl 


2 


nitro 


aminoethyl 


3 - pyridyl 
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Tabic 2(continuation 29) 



m 


R» 


R J 


Z 


2 


nitro 


aminocthyl 


4 - pyridyl 




nitro 


formyl 


phenyl 




nitro 


formyl 


2 - fluorophenyl 


I 


nitro 


formyl 


3 - fluorophenyl 


I 


nitro 


formyl 


4 - fluorophenyl 


j 


nitro 


formyl 


2, 4 - difluorophenyl 


j 


nitro 


formyl 


2, 5 - di fluorophenyl 




nitro 


formyl 


2, 6 — difluorophenyl 




nitro 


formyl 


3,4 — difluorophenyl 




nitro 


formyl 


3, 5 — difluorophenyl 


j 


nitro 


formyl 


2 - chlorophenyl 


• 


nitro 


formyl 


3 — chloroohenvl 

•J vU(vlvJ/UvUJ » 




nitro 


formyl 


4 — chloroohenvl 




nitro 

Lit U \J 


formvl 

i v#i hi y i 


1 A — Hirhlnronhenvl 

^ V1V111V1V(/uV>I1jT1 


: 


nitrn 

111 LI V/ 


formyl 


'X A dirhtomnhenvl 

J j " viviiivi VL/iivijjri 


: 


nitro 


formyl 


2 — bromonhenvl 

*• V* viUV|/ UW1JT 4 


1 


i\itrA 

iiiiru 


fnrmvl 

iVlllllj 1 


% — hrAiTiAnhpnv] 
■j vi viiivuiiuu y i 


— i — 


nitro 


formyl 


4 bromophenyl 


. 


HI 11 V 


form vl 
ivi iiijrl 


*} —- mpthvlnfw*n vl 
«• iiiv-iu jr iwiiviiy i 





nitro 


TAmnvl 


j iiicuiyipncnyi 


i 


nitro 


fnrmvl 


4 rrn» tfivl r» Virrivl 

t iuv uijr ij/iiwujr i 





nitro 


fnrmvl 

ivi m ji 


O _ mftKmrvnKpnvl 
4. LUuUIVAjr Ullvll jl 


• 


nitro 


fV\rm vl 


J IXlCulUAypLlCil j 1 


i 


nitro 


fVirmvl 

1 Villi jrl 


4 mrtr*ATrvnkf*nvl 

^ Ul&UlvA jr|/UVUjrA 


: 

1 


nitro 


lormyi 


j uimcuioxypocnyi 




UI 111/ 


fWrmvl 


7 4. — HimpthnrvnKpnvl 
t*y r viiuicuiVAj v'liviijr i 


: 


nitro 

111 U VP 


formyl 


3 4 Hinnetnov vnhenvl 


j 


111 U VI 


ffirmvl 

i villi jr 1 


3 S — HimplhnY vnhpnvl 

j j +J uiutc uiUA jpii viijr 1 


— i — 


nitro 


formyl 


3, 4 — ( methylenedioxy ) phenyl 


j 


nitro 


formyl 


3* 4 — f ethvlenedioxv ^ nhenvl 


: 


ntlro 
uiuv 


formyl 


2 hvHrox vnhen vl 


j 


nitro 


formyl 


3 — hydro xyphenyl 




nitro 


formyl 


4 — hydroxyph enyl 


1 


nitro 


formyl 


2 — aminophenyl 


j 


nitro 


formyl 


3 - aminophenyl ! 




nitro 


formyl 


4 - aminophenyl 


I 


nitro 


formyl 


2 — ( methylamino ) phenyl 


1 


nitro 


formyl 


3 - ( methylamino ) phenyl 


1 


nitro 


formyl 


4 - ( methylamino ) phenyl 


1 


nitro 


formyl 


2 - ( dimethylamino ) phenyl 


1 


l 


formyl 


3 - ( dimethylamino ) phenyl 




nitro 


formyl 


4 - ( dimethylamino ) phenyl 




nitro 


formyl 


2 - carboxyphenyl 




nitro 


formyl 


3 - carboxyphenyl 




nitro 


formyl 


4 - carboxyphenyl 




nitro 


formyl 


2 - ( methylcarbamoy 1 ) phenyl 




nitro 


formyl 


3 - ( methylcarbamoy 1 ) phenyl 




nitro 


formyl 


4 - ( methylcarbamoy! ) phenyl 
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Table 2(contiouation 30) 



m 


Dl 

IV 


rv. 


2 


I 


nitro 


iormyi 


2. — ^ iDCinoA.jr waj vjuuyi j pnwijjri 


— ! — 


oitro 


formyl 


*X ( m^t(iAwrAfftnnvi i nnpnvl 

j ^ iDCinoxycaicujuyi / pucnyi 


1 


nitro 


iormyi 


— { mcinoxycaxoonyi j pocnyi 


L 


nitro 


forrnyl 


z — I cinoxycaroonyi ) pncnyi 


1 


nitro 


fonriyi 


j — ^ ctrioxycaruonyi j pncnyi 


1 


nitro 


forrnyl 


4 — ( cthoxycarbonyl ) phenyl 


1 


nitro 


forrnyl 


2 - ( acctyloxy ) phenyl 


i 


nitro 


forrnyl 


3 - ( acetyloxy ) phenyl 




nitro 


forrnyl 


4 - ( acetyloxy ) phenyl 




nitro 


forrnyl 


2 - ( propionyloxy ) phenyl 


l 


nitro 


fomayl 


3 - ( propionyloxy ) phenyl 


i 


nitro 


forrnyl 


4 - ( propionyloxy ) phenyl 


i 


nitro 


forrnyl 


2 - trifluoromcthylphcnyl 


l 


nitro 


forrnyl 


3 - trifluoromcthylphcnyl 


! i 


nitro 


formyl 


4 - trifluoromcthylphcnyl 


l 


nitro 


formyl 


2 - thicnyl 


i 


nitro 


formyl 


3 - thicnyl 


l 


nitro 


formyl 


2-furyl 


l 


nitro 


formyl 


3 - furyl 


i 


nitro 


formyl 


2 - pyridyl 


i 


nitro 


formyl 


3 - pyridyl 


l 


nitro 


formyl 


4 - pyridyl 


2 


nitro 


formyl 


phenyl 


2 


nitro 


formyl 


2 - fluorophenyl 


2 


nitro 


formyl 


3 — fluorophenyl 


2 


nitro 


formyl 


4 — fluorophenyl 


2 


nitro 


formyl 


2, 4 - difluorophenyl 


2 


nitro 


formyl 


2, 5 - difluorophenyl 


2 


nitro 


formyl 


2, 6 - difluorophenyl 


2 


nitro 


formyl 


3, 4 - difluorophenyl 


2 


nitro 


formyl 


3, 5 - difluorophenyl 


2 


nitro 


formyl 


2 - chlorophenyl 


2 


nitro 


formyl 


3 - chlorophenyl 


2 


nitro 


formyl 


4 - chlorophenyl 


2 


nitro 


formyl 


2,4- dicnlorophenyl 


2 


nitro 


formyl 


3,4 — dicnloropoenyi 


2 


nitro 


r ...1 

iormyi 


L — oromopocnyi 


2 


nitro 


r __ ... ..I 

formyl 


b — oromopnenyi 


2 


nitro 


f> LLli i 
formyl 


4 — bromo phenyl 


2 


nitro 


formyl 


z ~~ mcinyipncnyi 


z 


I11U \9 


formyl 


3 — me thy I phenyl 


2 


nitro 


formyl 


4 - methylpbenyl 


2 


nitro 


formyl 


2 - methoxyphenyl 


2 


nitro 


formyl 


3 - methoxyphenyl 


2 


nitro 


fonnyl 


4 - methoxyphenyl 


2 


nitro 


formyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


formyl 


| 2,4- dimethoxyphenyl 


2 


nitro 


formyl 


3, 4 - dimethoxyphenyl 
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Tabic 2(continuation 31) 



m 


R 1 


R 3 


z ! 


2 


nitro 


formyl 


3,5- dimethoxyphenyl 


2 


nitro 


formyl 


3, 4 - ( mcthylcnedioxy ) phenyl 


2 


nitro 


formyl 


3 , 4 - ( ethy lenedioxy ) phenyl 


2 


nitro 


formyl 


2 - hydroxyphcnyl 


2 


nitro 


formyl 


3 - hydroxyphcnyl 


2 


nitro 


formyl 


4 — hydroxyphcnyl 


2 


nitro 


formyl 


2 — aminophenyl 


2 


nitro 


formyl 


3 - aminophenyl 


2 


nitro 


formyl 


4 - aminophenyl 


2 


nitro 


formyl 


2 - ( methylamino ) phenyl 


2 


nitro 


formyl 


3 — ( methvlamino ) nhenvl 


2 


nitro 


formyl 


4 — ( methvlamino ) nhenvl 


2 


nitro 


formyl 


2 — ( di methvlamino ^ nhenvl 


2 


nitro 


formyl 


3 — / di methvlamino ^ nhenvl 


2 


nitro 


formyl 


4 — ( dimethvlamino ^ nhenvl 


? 


nitro 

Ulll V 


formyl 


7 — rarhnY vnhrn vl 
v>»i WAy piiwiy i 




nitrA 
UJU u 


■formvl 
M\n my i 


^ — carnAwnKAtwl 
j v«u(s\/Aypiiciiyi 


2 


nitro 


formyl 


4 — parhov vnh^n vl 






formvl 

lift iXlj 1 


7 — 1 m^tn vlrarham avI \ nhenvl 
£» \ illwul jlL«U UaJLUVjl j puvuyi 




nitro 


Tftrmwl 
iUl 111 jr 1 


j v lucui yjc<u oaniuyi j pncnyi 


7 




■formvl 

*U1 Mil j 1 


A — ( m^tli vlparhamnvl \ nhpnvl 
*v ^ lUdJuyiVAi uawvjJ j puvliyi 


7 


nitro 


formvl 
LVJi ixiyi 


7—1 mPtnnwrjlrKAnx/l \ nKonul 

a. ^ lucuiuAycai ux/iiy t / pncnyi 


7 


nttro 

111111/ 


formvl 


"\ — f mrthftY ur arKflnvl ^ rtH^rwl 
y iuvuiuAjfviu miuj i y puwuyi 


7 


nitro 


■formvl 
iui illy i 


*r ^ LUviuuAywtruuiiyi ^ piicnyi 


7 


nitro 


iui myi 


z — ^ ciuoxycaiuonyi 7 pncnyi 


7 
** 




firirmvl 


■j \ vUlVA jwaJ 1/UlXyi y jJllGUjl 


7 
*. 


nitm 

11 J 14 KJ 


iui uuy i 


4 f pthnwrarKnnvl A nhenvl 

~ \ cuiuAywaii/uiiyi j pocnyi 


7 


nitro 
11111U 


■formvl 
luiiuy j 


*m — v wcciyioxy ) pncnyi 


2 


nitro 


formyl 


^ ( arptvlftw ^ nVi**nvl 

•j \ flvvi y ivAjr y puvuyj 


2 


nitro 


formyl 


A ^ aretvloxv ^ nhenvl 

~ \ fluvi/ivAj / piiviiyt 


2 


nitro 


formyl 


1 — ( nronionvlox v ^ nhenvl 


2 


nitro 


formyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


formyl 


4 - ( propionvloxv ) nhenvl 


2 


nitro 


formyl 


2 - trifluoromethylphenyl 


2 


nitro 


formyl 


3 - trifluoromethylphenyl 


2 


nitro 


formyl 


4 - trifluoromethylphenyl 


2 


nitro 


formyl 


2 - thienyl 


2 


nitro 


formyl 


3 - thienyl 


2 


nitro 


formyl 


2- fury 1 


2 


nitro 


formyl 


3-furyl 


2 


nitro 


formyl 


2 - pyridyl 


2 


nitro 


formyl 


3 - pyridyl 


2 


nitro 


formyl 


4 - pyridyl 




nitro 


acetyl 


phenyl 




nitro 


acetyl 


2 - fluorophenyl 




nitro 


acetyl 


3 - fluorophenyl 




nitro 


acetyl 


4 - fluorophenyl 




nitro 


acetyl 


2, 4 - difluorophenyl 
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Table 2(continuation 32) 









7 
L 


— i 


nitro 


acetyl 


amuoropnenyi 


— ! 


nitro 


acetyl 


2, 6 - difluorophenyl j 




nitro 


acetyl 


3,4- difluorophenyl 


— " 1 

— ! — 


nitro 


acetyl 


3,5 — difluorophenyl 


— ! — 


nitro 


acetyl 


2 - chlorophenyl 


1 


nitro 


acetyl 


3 - chlorophenyl j 


1 


nitro 


acetyl 


4 - chlorophenyl 


1 


nitro 


acetyl 


2, 4 - di chlorophenyl 


1 - 


nitro 


acetyl 


3,4- dichlorophenyl 


1 


nitro 


acetyl 


2 - bromophenyl 


i 


nitro 


acetyl 


3 - bromophenyl 


1 


nitro 


acetyl 


4 - bromophenyl 


i 


nitro 


acetyl 


2 - methylphenyl 


i 


nitro 


acetyl 


3 - methylphenyl 


i 


nitro 


acetyl 


4 - methylphenyl 


i 


nitro 


acetyl 


2 - methoxyphenyl 


i 


nitro 


acetyl 


3 - methoxyphenyl 


i 


nitro 


acetyl 


4 - methoxyphenyl 


i 


nitro 


acetyl 


2, 3 - dimethoxyphenyl 


i 


nitro 


acetyl 


2, 4 - dimethoxyphenyl 


l 


nitro 


acetyl 


3,4- dimethoxyphenyl 


l 


nitro 


acetyl 


3,5- dimethoxyphenyl 


i 


nitro 


acetyl 


3, 4 - ( metbylenedioxy ) phenyl 


i 


nitro 


acetyl 


3, 4 - ( ethylenedioxy ) phenyl 


i 


nitro 


acetyl 


2 - hydroxyphenyl 


i 


nitro 


acetyl 


3 — hydroxyphenyl 


i 


nitro 


acetyl 


4 - hydroxyphenyl 


i 


nitro 


acetyl 


2 - aminophenyl 


i 


nitro 


acetyl 


3 - aminophenyl 


i 


nitro 


acetyl 


4 - aminophenyl 


1 


nitro 


acetyl 


2 - ( rnethylamino ) phenyl 


1 


nitro 


acetyl 


3 - ( rnethylamino ) phenyl 


1 


nitro 


acetyl 


4 - ( rnethylamino ) phenyl 


1 


nitro 


acetyl 


2 - ( dimethy lamino ) phenyl 


* 


nitro 


acetyl 


3 - ( dimcthylammo ) phenyl 


1 


nitro 


acetyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


acetyl 


2 - carboxyphenyl 


1 


nitro 


acetyl 


3 - carboxyphenyl 


1 


nitro 


acetyl 


4 - carboxyphenyl 




nitro 


acetyl 


2 — ( methylcarbamoyl ) phenyl 


— i — 


nitro 




j \ luciii yicdruauiuy i ) pncnyi 




nitro 


acetyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


acetyl 


2 - ( methoxycarbonyl ) phenyl 




nitro 


acetyl 


3 - ( methoxycarbonyl ) phenyl 




nitro 


acetyl 


4 - ( methoxycarbonyl ) phenyl 




nitro 


acetyl 


2 - ( ethoxycarbonyl ) phenyl 




nitro 


acetyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


acetyl 


4 - ( ethoxycarbonyl ) phenyl 
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Table 2(continuation 33) 



m 


R 1 


R> 


Z 


I 


nitro 


acetyl 


2 — ( acetyloxy ) phenyl 


] 


nitro 


acetyl 


3 - { acetyloxy ) phenyl 


j 


nitro 


acetyl 


4 — ( acetyloxy ) phenyl 


j 


nitro 


acetyl 


2 -( propionyloxy ) phenyl 


j 


nitro 


acetyl 


3 - ( propionyloxy ) phenyl 




nitro 


acetyl 


4 — ( propionyloxy ) phenyl 


j ' 


nitro 


acetyl 


2 - trifluoromethylphenyl 


j ■ 


nitro 


acetyl 


3 - trifluoromethylphenyl 


j 


nitro 


acetyl 


4 - trifluoromethylphenyl 




nitro 


acetyl 


2 — thienvl 


: 


nitro 


acetyl 


3 thienvl 


1 


tiitrn 
uiuv 


acetyl 


X 1UJ jf 1 


— i — 


nifrA 
Dill v 


acetyl 


-> iui yi 





nitro 


JM*Atvl 

acetyl 


x — pyi my i 


j 


nitro 


a\«Cl.yj 


1 — fivnriHI\iI 

■3 — pyiiuyi 





nitro 


acetyl 


*♦ — pynuyi 


2 


nitro 


acetyl 


pnenyi 


2 


nitro 


acetyl 


2 — fluorophenyl 


I 


nitro 


acetyl 


3 — fluorophenyl 


2 


nitro 


acetyl 


4 — fluorophenyl 


2 


nitro 


acetyl 


2, 4 — di fluorophenyl 


2 


nitro 


acetyl 


2, j — aitluoropnenyl 


2 


nitro 


acetyl 


2, 6 — difluorophenyl 


2 


nitro 


acetyl 


j, 4 — aitluoropnenyl 


2 


nitro 


acetyl 


3,5" difluorophenyl 


2 


nitro 


acetyl 


2 — chloro phenyl 


9 

X 


nitro 


acetyl 


4. ralnrnnnan u 1 

j — vniQiopucnyi 


X 


IllilU 


acetyl 


*♦ uuui ujMicuy t 


X 


niti*n 

HI llll 




9 d Hirhlnrnr*hf*nvl 

x 9 *i uiuiitiiiu|/ixwuyi 


X 




<iv<ciy i 


" — iiiuxiiui upucuyi 


7 

X 


nitro. 

Hill \J 




7 hrntnnnhpn vl 


2 


nitro 


acetyl 


3 — bromoohenvl 


2 


nitro 


acetyl 


4 — hromonhenvl 


2 


nitro 


acetyl 


2 — methylphenyl 


2 


nitro 


acetyl 


3 — methvlohcnvl 


2 


nitro 


acetyl 


4 — methylphenyl 


2 


nitro 


acetyl 


2 — methoxyphenyl 


2 


nitro 


acetyl 


3 — methoxyphenyl 


2 


nitro 


acetyl 


4 - methoxyphenyl 


2 


nitro 


acetyl 


2, 3 - dimethoxyphenyi 


2 


nitro 


acetyl 


2, 4 - dimethoxyphenyi 


2 


nitro 


acetyl 


3, 4 - dimethoxyphenyi 


2 


nitro 


acetyl 


3,5- dimethoxyphenyi \ 


2 


nitro 


acetyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


acetyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


acetyl 


2 - hydroxyphenyl 


2 


nitro 


acetyl 


3 - hydroxyphenyl 


2 


nitro 


acetyl 


4 - hydroxyphenyl 
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Table 2(continuatioo 34) 



m 
III 


R 1 


R 3 


Z 1 


2 


nitro 


acetyl 


2 — aminophenyl 


Mm 


nilro 


acetyl 


3 — aminonhenvl 

m* uniHivpuvn J 1 


7 I 

mm 


nitro 


acetyl 


4 — aminonhcnvl 






acetyl 


9 ( methvlamino ^ ohcnvl 


J. 


nitro 


<ivviyi 


j \ iiiwiuy lauuiiv ) jjiituyi 


L 


nitro 


acetyl 


A „ ( tnfthulnmino 1 nn^nvl 
*t ^ UlvUijr lull nil v / puvujrt 


*> 
2 


nitro 


acetyl 


z I aiuiCuiyiainmu ) pucayi 


2 


nitro 


acetyl 


j v Gimemyianiino j pnenyi 


2 


nitro 


acetyl 


4 — ( d i me thy la mici o ) phenyl 


2 


nitro 


acetyl 


2 — carboxyphenyl 


2 


nitro 


acetyl 


3 — carboxyphenyl 


2 


nitro 


acetyl 


4 — carboxyphenyl 


2 


nitro 


acetyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


acetyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


acetyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


acetyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


4 — ( ethoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


3 — ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


2 - trifluoromcthylphcnyl 


2 


nitro 


acetyl 


3 - tnfluororaethylphenyl 


2 


nitro 


acetyl 


4 - trifluoromethylphenyl 


2 


1 nitro 


acetyl 


2 - thienyl 


2 


nitro 


acetyl 


3 — thienyl 


2 


nitro 


acetyl 


Ainil 

z — turyi 


2 


nitro 


acetyl 


1 Ami] 

3 — iuryi 


2 


nitro 


acetyl 


2 — pyndyl 


1 


nitro 


acetyl 


j — pyriuyi 


Z 


uiuu 




4 nvririvl 




n itrA 
I11UV/ 


nroniorwl 


phenyl 


■ 


nitro 


nrnni fmvl 


7 — flimmnlipnvl 

mm llUUl \J\JH^Uj ft 


J 


nitro 


propionyl 


3 — fluorophenyl 




nitro 


propionyl 


4 - fluorophenyl 




nilro 


propionyl 


2, 4 — difluorophenyl 




nitro 


propionyl 


2,5- difluorophenyl 




nitro 


propionyl 


2, 6 - difluorophenyl 




nitro 


propionyl 


3, 4 — difluorophenyl 




nitro 


propionyl 


3, 5 - difluorophenyl 




nitro 


propionyl 


2 - chlorophenyl 




nitro 


propionyl 


3 - chlorophenyl 
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Table 2(continuation 35) 



rn 


R 1 


R J 


Z 




nitro 


propionyl 


4 - chlorophenyl 




nitro 


nronionvl 


2,4 — dichlorophcnyl 


• 


nitro 


nronionvl 


3.4 — dichloroDhcnvl 




nitro 


nronionvl 


2 — hrnmonhenvl 





nitro 

lit u \J 


nronionvl 

pi vrpi vltjr I 


3 hromnnHenvl 


; 


n i trn 
UIU u 


nrftnirtnv! 
pi vpiuu jr i 


4 — KrAinonVi^nvI 
~ vi viuvpjiwuy i 





nitro 


nm tii nnvl 
piupivuyj 


Xi uiviuyipuvnyi 


■ 

j 


lUUU 


nrnninnvl 
pi vpiuuy i 


^ — mf*tVi vlnhpn vl 
■j uicuuy ipuviiyi 


1 


nitro 


piupiouyi 


^ — mptnvlnnp n vl 
*t • iiicuiyipuciiyi 


1 


nitro 


piupiUuyi 


l — > rn#tnAvvnnonvl 

£ iiiv uiu Aypn coy i 


1 


nitro 


nrAtiiAnul 

propionyl 


"X rnpfnAvvnkpnui 

j — rncujuAypucuyi 


1 


nitro 


propionyi 


*t — roeinoxypneriyi 




nitro 


propionyl 


2, 3 — dimethoxyphenyl 




1 


nitro 


propionyl 


2,4 — dimethoxyphenyl 


1 


nitro 


propionyl 


3,4 — dimethoxyphenyl 


1 


nitro 


propionyl 


3,5 — dimethoxyphenyl 


1 


nitro 


propionyl 


3, 4 - ( methylenedioxy ) phenyl 


, J. 


nitro 


propionyl 


3, 4 - ( ethyl cncdioxy ) phenyl 


1 


nitro 


propionyl 


2 - hydroxyphenyl 


} 


nitro 


propionyl 


3 - hydroxyphenyl 


} 


nitro 


propionyl 


4 - hydroxyphenyl 


1 


nitro 


• * 
propionyl 


2 - arninopbcnyl 




nitro 


propionyl 


3 - aminophenyl 


1 


nitro 


propionyl 


4 - aminophenyl 


1 


nitro 


propionyl 


2 - ( mcthylamino ) phenyl 


.. 1 _ 


nitro 


propionyl 


3 - ( methylamino ) phenyl 


— L — - 


nitro 


propionyl 


4 - ( methylamino ) phenyl 




nitro 


propionyl 


2 — ( dimethylaroino ) phenyl 


— 1 — 


nitro 


propionyl 


3 — ( dimethylamino ) phenyl 


— J — 


nitro 


propionyl 


4 — ( dimethylamino ) phenyl 




nitro 


propionyi 


jl — caruoxypnenyi 


— j — 


nitro 


nrnnmnvl 
piupivu y i 


j varuuAypucoyi 


— i — 


nitro 


nrnnmnvl 

piupjuuyi 


h tojiHixypiJCuyj 


— j — 


nitro 


nfAm An vt 


\ mcuiyicai udiuuyi j pucuyi 


— - — 


nitro 


piupiouyi 


j — y inciflyicarnainoyi j pocuyi 


— - — 


nitro 


nronionvl 


4 — / mcihvlcarbamovl ) nhenvl 


: 


nitro 


nronionvl 


2 — ( methoxvcarfconvl ^ nhenvl 


— : 


nitro 


propionyl 


3 — ( methoxvcarbonvl ^ nhenvl 


: 


mfro 
uiuv 


nronionvl 

l/JV|IIVII T m 


4 — f* mfithoxvearhnnvl ^ nhenvl 


1 


nitro 


propionyl 


2 - ( etboxycarbonyl ) phenyl 




nitro 


propionyl 


3 - ( etboxycarbonyl ) phenyl 




nitro 


propionyl 


4 - ( ethoxycarbonyl ) phenyl 




nitro 


propionyl 


2 - ( acetyloxy ) phenyl 




nitro 


propionyl 


3 - ( acetyloxy ) phenyl 




nitro 


propionyl 


4 — ( acetyloxy ) phenyl 




nitro 


propionyl 


2 - ( propionyloxy ) phenyl 




nitro 


propionyl 


3 - ( propionyloxy ) phenyl 




nitro 


propionyl 


4 - ( propionyloxy ) phenyl 
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Table 2(continuation 36) 



in 


R 1 


R> 


Z 


1 


nitro 


propionyl 


2 - trifluoromethylphenyl 


I 


nitro 


propionyl 


3 - trifluoromethylphenyl 


j 


nitro 


propionyl 


4 - trifluoromethylphenyl 


j 


nitro 


propionyl 


2 - thienyl 


1 


nitro 


propionyl 


3 - thienyl 




nitro 


propionyl 


2 - furyl | 




nitro 


propionyl 


3-furyl 


: 


nitro 


propionyl 


2 — Dvridvl 





nttm 
11IUU 


nrnnmnvl 


1 nvri/lvl 


5 


nitro 


nrnninnvl 


*» pynayi 


J. 


nitro 


|ji o yt i y> ii y i 


nhpftvl 


2. 


nitro 


nrnninnvl 


9 — flimrnnhpnvl 


2 


nitro 


propionyl 


"2 __ flimfAfinAttvl 

j — iiuoropjjcDyi 


2 


nitro 


propionyl 


it _ fliinrAMPnvi 

■* uuuropncny i 


2 


nitro 


propionyl 


h~ uiiiuor opncuyi 


2 


nitro 


propionyl 


z, j — amuoropncnyi 


2 


nitro 


propionyl 


x t o uiiiuoropucnyi 


2 


nitro 


propionyi 


j, *f •* uiiiuoropociryi 


2 


nitro 


propionyl 


j — omuoropnenyi 


2 


nitro 


propionyl 


z — cnioropncnvi 


*> 
2 


nitro 


propionyi 




2 


nitro * 


propionyl 


** — cmoropnenyi 


2 


nitro 


propionyl 


z, h — uicnioropnen^i 


2 


nitro 


propionyl 


3,4 — dichlorophenyl 


2 


nitro 


propionyl 


x — oromopnenyi 


2 


nitro 


propionyi 


j — oromopnenyi 


2 


nitro 


nrAnmnvl 
piupiutiyi 


A _ hrnmnnhpn vl 


Z. 


nitro 


nrAn i on v/1 
piouiuuyi 


7 m<*tlv\/Inhf*nvl 

x mciuy luiiviiy i 


2 


nitro 


propionyi 


«> njcmyipucoy i 


2 


nitro 


nrAAinnvl 
propiuuyi 


*♦ liJvlliy »|/iicujri 




nitro 


nronionvl 


2 — methoxvnhenvl 




riitno 

IUUV 


nronionvl 


3 — methoxvnhenvl 




nifrrt 

UIUV 


nronionvl 


4 — methoxvnhenvl 




nitro 


nronionvl 


2, 3 — dimethoxyphenyl 




nitro 


nronionvl 


2, 4 — dimethoxyphenyl 


2 


nitro 


propionyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


propionyl 


3, 5 — dimethoxyphenyl 


2 


nitro 


propionyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


propionyl 


3, 4 - ( ethyl encdioxy ) phenyl 


2 


nitro 


propionyl 


2 - hydroxyphenyl 


2 


nitro 


propionyl 


3 - hydroxyphenyl 


2 


nitro 


propionyl 


4 -hydroxyphenyl j 


2 


nitro 


propionyl 


2 - aminophenyl 


2 


nitro 


propionyl 


3 - aminophenyl 


2 


nitro 


propionyl 


4 - aminophenyl 


2 


nitro 


propionyl 


2 - ( methylamino ) phenyl 


2 


nitro 


propionyl 


3 - ( methylamino ) phenyl 


2 


nitro 


propionyl 


4 - ( methylamino ) phenyl 
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Tabic 2(continuation 37) 



m 


n 1 
R 


K 


z 


2 


nitro 


propionyi 


2 — ( dimethvl amino 1 phenyl 


2 


nitro 


propionyl 


'X — ( /timpthvl Am inn ^ nHenvl 

j — \ U 1 ill till Jl alii IXIW f l/iiwuja 


2 


nitro 


propionyi 


A ( Himf»thvl amino ^ chcnvl 


2 


nitro 


propionyi 


0 — oarhnx vnhenvl 

X VCU vvAj J 1 


2 


nitro 


propionyi 


j — carouAypncnyi 


2 


nitro 


propionyi 


*t caruoxypncnyi 


2 


nitro 


propionyi 


L — \ meinyicaroauiuyi / piicuyi 


2 


nitro 


propionyi 


j — \ mctnyicarDanioyi ) pncnyi 


2 


nitro 


propionyi 


4 — ( methylcarbamoyl ) phenyl 


2 


nitro 


propionyi 


2 — ( metnoxycaroonyi ) pncnyi 


2 


nitro 


propionyi 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


4 — ( mctnoxycaroonyi > pncnyi 


2 


nitro 


propionyi 


2 - ( cthoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


3 - ( cthoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


4 - ( ethoxycarbonyl ) pncnyi 


2 


nitro 


propionyi 


2 - ( acetyloxy ) phenyl 


2 


nitro 


propionyi 


3 - (acetyloxy ) phenyl 


2 


nitro 


propionyi 


m A} * • V \_ \ 

4 - ( acetyloxy ) phenyl 


2 


nitro 


propionyi 


2 - ( propionyloxy ) phenyl 


2 


nitro 


propionyi 


3 - ( propionyloxy ) phenyl 


2 


nitro 


propionyi 


4 - ( propionyloxy ) phenyl 


2 


nitro 


propionyi 


2 - trifluorornethylphenyl 


2 


nitro 


propionyi 


3 - trifluorornethylphenyl 


2 


nitro 


propionyi 


4 - trifluorornethylphenyl 


2 


nitro 


propionyi 


2 - thienyl 


2 


nitro 


propionyi 


3 - thienyl 


2 


nitro 


propionyi 


! 2 - furyl 


2 


nitro 


propionyi 


3 - furyl 


2 


nitro 


propionyi 


2 - pyridyl 


2 


nitro 


propionyi 


3 -pyridyl 


2 


nitro 


propionyi 


4 - pyridyl 


1 


nitro 


cthoxycarbonyl 


phenyl 


1 


nitro 


ethoxycarbonyl 


L — truoropnenyi 


1 


nitro 


cthoxycarbonyl 


3 — fluorophenyl 


1 


i nitro 


cthoxycarbonyl 


4 — fluorophenyl 


1 


nitro 


cthoxycarbonyl 


z, «t — aiiiuoropnenyi 


1 


nitro 


A4liA«ifn«3rKAnl/l 


9 S — difluoroohenvl 


1 


nitro 


cthoxycarbonyl 


0 A — /liflimronVlPTlvl 


1 


1 nitro 


cthoxycarbonyl 


1 A. «lif1imrnnYipnvl 




nitro 


cthoxycarbonyl 


^ ^ — rliflnornnhcnvl 


1 


nitro 


cthoxycarbonyl 


2 - chloropheny 1 




nitro 


cthoxycarbonyl 


3 - chlorophenyl 




nitro 


cthoxycarbonyl 


| 4 - chlorophenyl 




nitro 


cthoxycarbonyl 


2,4- dichloropbenyl 




nitro 


cthoxycarbonyl 


3, 4- dichlorophenyl 




nitro 


cthoxycarbonyl 


2 - bromophenyl 




nitro 


ethoxycarbonyl 


3 - bromophenyl 




nitro 


cthoxycarbonyl 


4 - bromophenyl 
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Table 2(continuation 38) 



m 


R' 


R 3 


Z 


1 


nitro 


etboxycarbonyl 


2 - methylphenyl 


1 


nitro 


ethoxycarbonyl 


3 - methylphenyl 


1 


nitro 


etboxycarbonyl 


4 - methylphenyl 


1 


nitro 


etboxycarbonyl 


2 - methoxyphenyl 


1 


nitro 


ethoxycarbonyl 


3 - methoxyphenyl 


1 


nitro 


ethoxycarbonyl 


4 - methoxyphenyl 


1 


nitro 


ethoxycarbonyl 


2, 3 - dimethoxyphenyl 


1 1 


nitro 


ethoxycarbonyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


ethoxycarbonyl 


3,4- dimethoxyphenyl 


1 


nitro 


ethoxycarbonyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


ethoxycarbonyl 


3, 4 - ( mcthylencdioxy ) phenyl 




nitro 


ethoxycarbonyl 


3, 4 - ( ethylcnedioxy ) phenyl 




nitro 


ethoxycarbonyl 


2 - hydroxyphenyl 


1 


nitro 


ethoxycarbonyl 


3 - hydroxyphenyl 


1 


nitro 


ethoxycarbonyl 


4 -hydroxyphenyl 


j 


nitro 


ethoxycarbonyl 


2 - aminophenyl 




nitro 


ethoxycarbonyl 


3 - aminophenyl 




nitro 


ethoxycarbonyl 


4 - aminophenyl 




nitro 


ethoxycarbonyl 


2 — ( methylamioo ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 — ( metbylaroino ) phenyl 


I 


nitro 


ethoxycarbonyl 


4 - ( methylamino ) phenyl 




nitro 


ethoxycarbonyl 


2 - ( dimethylamino ) phenyl 


j 


nitro 


ethoxycarbonyl 


3 - ( dimethylamino ) phenyl 


j 


nitro 


ethoxycarbonyl 


4 — ( dimethylamino ) phenyl 


I 


nitro 


ethoxycarbonyl 


2 — carboxyphenyl 


I 


nitro 


ethoxycarbonyl 


3 — carboxypbenyl 




nitro 


ethoxycarbonyl 


4 — carboxyphenyl 


j 


nitro 


ethoxycarbonyl 


2 - ( metbylcarbatnoyl ) phenyl 


I 


nitro 


ethoxycarbonyl 


3 - ( raethylcarbamoyl ) phenyl 


I 


nitro 


ethoxycarbonyl 


4 - ( methylcarfoamoyl ) phenyl 


] 


nitro 


ethoxycarbonyl 


2 - ( methoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( acetyloxy ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 — ( propionyloxy ) phenyl 




nitro 


ethoxycarbonyl 


3 — ( propionyloxy ) phenyl 




nitro 


ethoxycarbonyl 


4 — ( propionyloxy ) phenyl 




nitro 


ethoxycarbonyl 


2 - trifluoromethylphenyi 




nitro 


ethoxycarbonyl 


3 - trifluoromethylphenyi 




nitro 


ethoxycarbonyl 


4 - trifluoromethylphenyi 




nitro 


ethoxycarbonyl 


2-thienyl 




nitro 


ethoxycarbonyl 


3 -thienyl 




nitro 


ethoxycarbonyl 


2-furyl 
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Table 2(continuation 39) 



m 


R 1 


R 3 


Z 


1 


nitro 


ethoxycarbonyl 


3-fviryl 


1 


nitro 


ethoxycarbonyl 


2 - pyridyl 


1 


nitro 


ethoxycarbonyl 


3 - pyridyl 


1 


nitro 


ethoxycarbonyl 


4 - pyridyl 


Z 


mtrA 
niu w 


etHoxvcarbonvl 


phenyl 


z 


nitro 


ft t Vi o X vca rho n vl 


2 — fluoronhenvl 


Z 


JlllIU 


eth fix v carbon vl 

V UivA T Mil \j\JU J * 


3 — fluorophenyl 


Z 


nitro 


»tVi ay vca rAATi vl 


4 — fluoronhenvl 


Z 


nitro 


ft tit a y v**» rhon vl 


7 4 - di fluoronhenvl 


*> 
Z 


nitro 


ft tK a y rhivn v 1 


2 5 — di fluoronhenvl 


Z 


nitro 


^tllOYVMfKATI vl 
CLUUA JT vdl l/V/liy 1 


2, 6 — di fluorophenyl 


Z 


nitro 


pf fi nyvra rHnri v i 
emu a y \t€Li uvjuy i 


^ 4 — di fluoronhenvl 


*\ 
Z 


nitro 


»tVi Avvro rnAti vrl 


^ S — di fluoronhenvl 


*> 
Z 


nitro 


^tKrtv vi^5»rKr»n vl 


2 — rhloronhenvl 


z 


nitro 


cmoAycaroonyi 


^ — chlAronhenvl 

J \*Ulvrl V|Jlit»Iljr i 


2 


nitro 


ethoxycarbonyl 


** — cnioropncnyi 


2 


nitro 


ethoxycarbonyl 


z, **• — aicniorupocnyi 


2 


nitro 


ethoxycarbonyl 


J, ** — oicnioropnenyi 


2 ! 


nitro 


ethoxycarbonyl 


z — oromopnenyi 


2 


nitro 


- ethoxycarbonyl 


j — orornopncnyi 


2 


nitro 


ethoxycarbonyl 


** — oromopnenyi 


2 


nitro 


ethoxycarbonyl 


2 — methylphenyl 


2 


nitro 


ethoxycarbonyl 


3 - methylphenyl 


2 


nitro 


ethoxycarbonyl 


4 — methylphenyl 


2 


nitro 


ethoxycarbonyl 


2 — tncthoxyphenyl 


2 


nitro 


ethoxycarbonyl 


3 — mcthoxyphenyl 


2 


nitro 


cthoxycarbonyl 


4 — mcthoxyphenyl 


2 


nitro 


ethoxycarbonyl 


z, i — aimeinoxypnenyi 


2 


nitro 


ethoxycarbonyl 


2, 4 — di mcthoxyphenyl 


2 


nitro 


etnoxycaroonyi 


"2 4 _ /fimAtfiAVVnliftftvl 
j t h — uinicviiuAypiicuy i 


z 


nitro 


ft tV\ nr vra rh An vl 
cuiuAjfuuuuujri 


^ 5 — dimetlioxvnhenvl 


Z 


nitro 


fttKrtY vfurKrtnvl 
cuii/Ay vol uuiiyi 


"X A ( methvlenedioxv 1 nhenvl 


z 


ftttf*A 


fttltox vcarhon vl 


3 4 — ( ethvlenedioxv 1 nhenvl 


z 


uiuu 


eth ox vcarb on vl 


2 — hvdroxvDhenvl 


z 


ntfrA 
mil w 


ftthox vcarbonvl 


3 — hvdroxvDbenvi 


2 


nitro 


cthoxycarbonyl 


4 — hydroxyphenyl 


? 


nitro 


ethoxycarbonyl 


2 — aminophenyl 


z 


nitro 


ethoxvcarbonvl 


3 — aminophenyl 


*• 


nitro 


ethoxycarbonyl 


4 — aminophenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( mcthylamino ) phenyl 


2 


nitro 


cthoxycarbonyl 


3 — ( mcmylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( methylarnino ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - carboxyphenyl 


2 


nitro 


ethoxycarbonyl 


3 -carboxyphenyl 


2 


nitro 


ethoxycarbonyl 


4 -carboxyphenyl 
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Tabic 2(continuation 40) 



m 


R 1 


R 3 


z 


2 


nitro 


e t hox vca rhon vl 


7 f mpthvlfarhamnvl ^ nhenvl 


2 


nitro 


ethox vcarhnnvl 


1 ( mp-thvlcflrhamovl ^ nhenvl 


2 


nitro 


ethoxvcarHonvl 


4 — f rnetli vl rKjamrtvI ^ nhenvl 

t ^ IllvUlJf 1L«<11 LKllllUjf 1 J JsllwUJTl 


2 


nitro 


ethoxvcarbonvl 


2 — ( methoxvcarbonvl 1 nhenvl 


9 


mtm 

Ul 11 V 


ftnnv vp'j* rhnn vl 
viii ua jr vai UK/uy i 


j ^ mt«uiu a ywu ujuj i j puwuyi 


7 


• nitro 


^tnnv vrirnAnvl 


" ^ nicuiOAycaiOunyi ) pncnyi 


z 


nitro 


vuiOAjCaroonyi 


z. — \ cinoxycajTHjnyi ) pocnyi 


2 


nitro 


cthoxycarbonyl 


3 — ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


4-( ethoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( acetyl oxy ) phenyl 


2 


nitro 


cthoxycarbonyl 


3 - ( acctyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 — ( propionyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - trifluoromethylphenyl 


2 


nitro 


ethoxycarbonyl 


3 - trifluoromethylphenyl 


2 


nitro 


ethoxycarbonyl 


4 - trifluoromethylphenyl 


2 


nitro 


ethoxycarbonyl 


2 - thienyl 


2 


nitro 


ethoxycarbonyl 


3 - thienyl 


2 


nitro 


ethoxycarbonyl 


2-furyl 


2 


nitro 


ethoxycarbonyl 


3 - furyl 1 


2 


nitro 


ethoxycarbonyl 


2 - pyridyl 


2 


nitro 


ethoxycarbonyl 


3 - pyridyl 


2 


nitro 


ethoxycarbonyl 


4 - pyridyl 


1 


nitro 


H 


2-methyl- 1 ,3-dioxaindan-5-yl 


1 


nitro 


H 


2-cthyl-l ,3-dioxaindan-5-yl 


1 


nitro 


H 


2-propyl-l,3-dioxaindan-5-yl . 


1 


nitro 


H 


2-butyM > 3-dioxaindan-5-yl 


.. 1 


nitro 


H 


3 p-dimetbyl-4-hydroxypbenyl 


1 


nitro 


rl 


3 f 5-nVtert-outyl-4-nyaroxypnenyl 


1 


nitro 


IT 


3,5-dimethyl-4-metboxyphenyl 




nitro 


H 


4-hydroxy-3-methoxyphenyl 


2 


nitro 


rl 


2 -methyl- 1 ,3-dioxaindan-5-yl 


2 


nitro 


rl 


z-etnyi-i f j-dioxaioaano-yi 


2 


nitro 


n 


•c-propy i- 1 jj-AjiuAainoan^j-yi 


2 


nitro 


n 


x-Duiyi-i, j-aioxainaano-yi 


2 


nitro 


vr 
n 


j^-Qinieinyi-H-nyaruxypncnyi 


*7 
Z 


nitro 


u 

n 


j , j -oi-icri-o u ly i-*t-oyaiOAypiicQyi 


2 


nitro 


H 


3 ,5-dimethyl-4-methoxyphenyl 


2 


nitro 


H 


4-hydroxy-3 -methoxyphenyl 




nitro 


methyl 


2-methyl-l ^-dioxaindan-5-yl 




nitro 


methyl 


2-ethyl-l ,3-dioxaindan-S-yl 




nitro 


methyl 


2-propyl- 1 ,3 -dioxaindan-5-y 1 \ 




nitro 


methyl 


2 -butyl- 1 ,3-dioxaindan-5-yl 




nitro 


methyl 


3^-dimethyl-4-hydroxypbenyl 




nitro 


methyl 


3,5-di-tcrt-butyl-4-hydroxyphenyl 




nitro 


methyl 


3,5-dimethyM-methoxyphenyl 
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Table 2(continuation 41) 



m 


K 


IV 


Z 


1 


nitro 


memyi 


A -VivH r f\ w- 3 -m pt h nt vnhefl v 1 




nitro 


formyl 


z»rncinyi i , j oiuAaiuuaii j jr* 


1 


nitro 


formyl 




1 


nitro 


formyl 


Z •propyl -I t J-UIUAaUlviaiJ-*/ jl 


1 


nitro 


tormyl 


*> Wiitvr1_1 ^_st inY^inrl an-^.vl 

Z*ouryi- 1 f j-uioA<iiiiu4u-j"-jri 


1 


nitro 


formyl 


j,3-cimetnyi-4-nyaroxypaeDyi 


1 


nitro 


formyl 


3,5-ai*tert-outyl-4-nyaroxypnenyi 


1 


nitro 


formyl 


3 t 5-dimethyl-4-methoxyphenyl 




nitro 


H 


benzimidazol-5-yl 


1 


nitro 


H 


1- methylbenzimidazol-5-yl 


1 


nitro 


H 


1- ethylbenzimidazol-5-yl 


1 


nitro 


H 


2-hydroxy-l- methylbenzimidazol-5-yl 


1 


nitro 


H 


1- ethyl-2-hydroxy benzimidazol-5-yl 


1 


nitro 


H 


2-methoxy-l - methylbenzimidazol-5-yl 


1 


nitro 


H 


1- ethyl-2-methoxy benzimidazol-5-yl 


1 


nitro 


H 


benzothiazole-5-yl 


2 


nitro 


H 


benzimidazol-5-yl 


2 


nitro 


H 


1- methylbenzimidazol-5-yi 


2 


nitro 


H 


1- ethylbenziraidazol-5-yl 


2 


nitro 


H 


2-hydroxy-l- methylbcnzimidazol-5-yl 


2 


nitro 


H 


1- ethyl-2-hydroxy benzimidazol-5-yl 


2 


nitro 


H 


2-methoxy-l- metbyibenzimidazol-5-yi 


2 


nitro 


H 


1- ethyl-2-methoxy bcnzimidazol-5-yl 


2 


nitro 


H 


benzothiazole-S-yl 


1 


nitro 


methyl 


benzimidazol-5 ^yl 


1 


nitro 


methyl 


1- methylbenzimidazol-5-yi 


1 


nitro 


methyl 


1- ethylbenzimidazol-5-yl 


1 


nitro 


methyl 


2-hydroxy-l- methylbenzimidazoI-5-yI 


1 


nitro 


methyl 


1- ethyl-2-hydroxy benzimidazol-5-yl 


1 


nitro 


methyl 


2-methoxy-l- raethylbenzimidazoI-5-yl 




nitro 


methyl 


1- ethyl-2-methoxy benzimidazol-5-yl 




nitro 


methyl 


K t»n rntli i n? a 1 e -vl 




nitro 


formyl 


benzimidazol-5-yl 




nitro 


formyl 


1- methylbenzimidazol-5-yl 




nitro 


formyl 


2-hydroxy-l- metbylbenziinidazol-5-yl 




nitro 


formyl 


1- ethyl-2-hydroxy benzimidazol-5-yl 




nitro 


formyl 


2-methoxy-l - methylbenzimidazol-5-yl 




nitro 


formyl 


1- etbyl-2-methoxy benzimidazol-5-yl 




nitro 


formyl 


benzothiazole-5-yl 
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Table 3 



R 3 " 




Each substituent in the formula above is as follows: 



m 


R 1 


R 3 


Z 




nitro 


H 


phenyl 


1 


nitro 


H 


2 - fluorophcnyl 




nitro 


H 


3 - fluorophcnyl 


1 


nitro 


H 


4 - fluorophcnyl 


1 


nitro 


H 


2,4- difluoro phenyl 


1 


nitro 


H 


2, 5 - difluorophenyl 


1 


nitro 


H 


2,6- difluorophenyl 


1 


nitro 


H 


3,4- difluorophenyl 


- 1 . 


nitro 


H 


3,5- difluorophenyl 


L 


nitro 


H 


2 - chlorophenyl 


1 


nitro 


H 


3 - chlorophenyl 


1 


nitro 


H 


4 - chlorophenyl ' 


— | — 


nitro 


u 
xi 


2, 4 — dicnloropnenyl 




nitro 


u 
n 


j, *♦ — uiunioropiicuyi 


— - — 


nitro 


IT 


^ — orouiopncnyi 


— l — 


nitro 


H 


3 — bromo phenyl 




nitro 


H 


4 - bromophenyl 




nitro 


H 


2 - methylphenyl 




nitro 


H 


3 - methylphenyl 




nitro 


H 


4 - methylphenyl 




nitro 


H 


2 — methoxyphenyl 




nitro 


H 


3 - methoxyphenyl 




nitro 


H 


4 - methoxyphenyl 




nitro 


H 


2, 3 - dimethoxyphenyl 




nitro 


H 


2, 4 - dimethoxyphenyl 




nitro 


H 


3, 4 - dimethoxyphenyl 




nitro 


H 


3, 5 - dimethoxyphenyl 




nitro 


H 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


H 


3, 4 -( ethylenedioxy ) phenyl 




nitro 


H 


2 - hydroxyphenyl 




nitro 


H 


3 - hydroxyphenyl 




nitro 


H 


4 - hydroxyphenyl 




nitro ! 


H 


2 - aminophenyl 




nitro 


H 


3 - aminophenyl 




nitro 


H 


4 - aminophenyl 
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Table 3(continuation 1) 



m 


R' 


R 3 


Z 


1 


nitro 


H 


2 - ( methylaraino ) phenyl 


1 


nitro 


H 


3 - ( methylamino ) phenyl 


1 


nitro 


H 


4 - ( methylamino ) phenyl 


1 


nitro 


H 


2 - ( dimethylamino ) phenyl 


1 | 


nitro 


H 


3 - ( dimethylamino ) phenyl 


1 


nitro 


H 


4 - ( dimethylamino ) phenyl 


1 


nitro 


H 


2 - carboxyphenyl 


1 


nitro 


H 


3 — carboxyphenyl 


1 


nitro 


H 


4 - carboxyphenyl 


) 


nitro 


H 


2 - ( methylcarbarnoyl ) phenyl 


] 


nitro j 


H 


3 - ( methylcarbarnoyl ) phenyl 


j 


nitro 


H 


4 - ( methylcarbarnoyl ) phenyl 




nitro 


H 


2 - ( metboxycarbonyl ) phenyl 


j 


nitro 


H 


3 - ( metboxycarbonyl ) phenyl 


j 


nitro 


H 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


H 


2 - ( ethoxycarbonyl ) phenyl 


j 


nitro 


H 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


H 


4 - ( ethoxycarbonyl ) phenyl 


! 


nitro 


H 


2 - ( acetyl oxy ) phenyl 


j 


nitro 


H 


3 - ( acetyloxy ) phenyl 


1 


nitro 


H 


4 - ( acetyloxy ) phenyl 


- ■ j 


nitro 


H 


2 - ( propionyloxy ) phenyl 


j 


nitro 


H 


3 - ( propionyloxy ) phenyl 




nitro 


H 


4 - ( propionyloxy > phenyl 


1 


nitro 


H 


2 - trifluoromethylphcnyl 




nitro 


H 


3 - trifluoromethylphcnyl 


j 


nitro 


H 


4 - trifluoromethylphenyl 




nitro 


H 


2-thienyl 


! 


nitro 


H 


3 - thienyl 


I 


nitro 


H 


2 - furyl 


j 


nitro 


H 


3-fiiryl 


1 


nitro 


H 


2 - pyridyl 


1 


nitro 


H 


3 - pyridyl 




nitro 


H 


t 4 - pyridyl 


2 


nitro 


H 


phenyl 


2 


nitro 


H 


2 - fluorophenyl 


2 


nitro 


H 


3 - fluorophenyl 


2 


nitro 


H 


4 - fluorophenyl 


2 


nitro 


H 


2, 4 - difluorophenyl 


2 


nitro 


H 


2,5- difluorophenyl 


2 


nitro 


H 


2, 6 — difluorophenyl 


2 


nitro 


H 


3, 4 -difluorophenyl 


2 


nitro 


H 


3, 5 - difluorophenyl 


2 


nitro 


H 


2-chlorophenyl 


2 


nitro 


H 


3 - chlorophenyl 


2 


nitro 


H 


4 - chlorophenyl 


2 


nitro 


H 


2, 4 - dichlorophenyl 


2 


nitro 


H 


3,4-dichlorophenyl 
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Table 3(continuation 2) 



m 


R 1 


R 3 


2 


2 


L n * tro 


H 


2 - bromophenyl 


2 


nitro 


H 


3 - bromophenyl 


2 


nitro 


H 


4 - bromophenyl 


2 


nitro I 


H 


2 - methylphenyl 


2 


nitro 


H 


3 - methylphenyl 


. 2 


nitro 


H 


4 - methylphenyl 


2 


nitro 


H 


2 - methoxypbenyl 


2 


nitro 


H 


3 - methoxypbenyl 


2 


nitro 


H 


4 - methoxypbenyl 


2 


nitro 


H 


2 9 3 - dimethoxyphenyl 


2 


nitro 


H 


2, 4 - dimethoxyphenyl 


2 


nitro 


H 


3,4 — dimethoxyphenyl 


2 


nitro 


H 


3, 5 — dimethoxyphenyl 


2 


nitro 


H 


3, 4 — ( metbylenedioxy ) phenyl 


2 

X 


nitro 


H 


3, 4 — ( ethylenedioxy ) phenyl 


X 


nitro 


H 


2 — hydroxyphenyl 


X 


ill II V 


H 


3 — hvdrox vnhenvl 


*) 
x 


nttro 


H 


4 — \%~\/Atc\x vnhenvl 


X 


nitro 


u 

n 


7 — flmtnrtnhpnvl 




nitro 


H 


— flminriTihenvl 

— j on i mwuiivu w i 


X 


nitro 


u 

n 


4 aminnnli^nvl 

*• aKIJIUU|Jil wU j i 


•J 


nitro 


u 
n 


X ^ luwUljlaUllUU y pilCIljrl 


"5 
X 


nitro 


u 
n 


*1 f «n Atn vl A m t nn 1 nnpnvi 

J — ^ nicLUyiallllilvj ^ pilCUjl 


X 


nitro 


14 

n 


4 — f mftf hvlaTninrt ^ nhenvl 

"t ^ UlvUI J 1 <U UilHI J pjikrU J J 


*} 
X 


nitro 


H 
** 


7 — ( dimethvlamino ^ nhenvl 


X 


111 III) 


H 


3 — f dimethvlamino V nhenvl 


9 

X 


nitro 


H 


4 — f dimethvlamino ^ nhenvl i 


X 


UIUU 


H 


2 — carbox vnhenvl 


2 


nitro 


H 


3 — carboxyphenyl 


2 


nitro 


H 


4 — carboxyphenyl 


2 


nitro 


H 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


H 


3 — ( methylcarbamoyl ) phenyl 


2 


nitro 


H 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


H 


2 — ( methoxy carbony I ) phenyl 


\ 2 


nttro 


H 


3 — ( methoxycarbonyl ) phenyl 


2 


nitro 


H 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


H 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


H 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


H 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


H 


2 - ( acetyloxy ) phenyl 


2 


nitro 


H 


3 - ( acetyloxy ) phenyl 


2 


nitro 


H 


4 - ( acetyloxy ) phenyl 


2 


nitro 


H 


2 - ( propionyloxy ) phenyl 


2 


nitro 


H 


3 - ( propionyloxy ) phenyl 


2 


nitro 


H 


4 - ( propionyloxy ) phenyl 


2 


nitro 


H 


2 - trifluorometbylphenyl 


I 2 


nitro 


H 


3 - trifluoromethylphenyl 


2 


nitro 


H 


4 - trifluoromethylphenyl 
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Table 3(continuation 3) 



rn 


R 




L \ 


2 


nitro 


H 


2 — thienyl 


2 


nitro 


H 


3 — thienyl 


2 


nitro 


H 


2 - fury! 


2 


nitro 


H 


3 - furyl 


2 


nitro 


H 


2 - pyridyl 


2 


nitro 


H 


3 - pyridyl 


2 I 


nitro 


H 


4 - pyridyl 


1 


fluoro 


H 


phenyl 


1 


fluoro 


H 


2 - fluorophcnyl 


1 


fluoro 


H 


3 - fluorophenyl 


1 


fluoro 


H 


4 - fluorophenyl 


1 


fluoro 


H 


2, 4-difluorophenyl 


1 


fluoro 


H 


2, 5 -difluorophenyl 


1 


fluoro 


H 


2, 6 -difluorophenyl 


1 


fluoro | 


H 


3,4— difluorophenyl 


1 


fluoro 


H 


3, 5 - difluorophenyl 


1 


fluoro 


H 


2 - chlorophenyl 




fluoro 


H 


3 - chlorophenyl 


1 


fluoro 


H 


4 - chlorophenyl | 


1 


fluoro 


H 


2 f 4 - dichloropbcnyl 


1 


fluoro 


H 


3,4- dichloropbcnyl 


1 


fluoro 


H 


2 - bromophenyl 




fluoro 


H 


3 - bromophenyl 


1 


fluoro 


H 


4 - bromophenyl 


1 


fluoro 


H 


2 - methylphenyl 


1 


fluoro 


H 


3 - methylphenyl 


1 


fluoro 


H 


4 - methylphenyl 


1 


fluoro 


H 


2 - methoxyphenyl 


] 


i fluoro 


H 


3 - methoxyphenyl 


1 


fluoro 


H 


■ 4 - methoxyphenyl 


1 


fluoro 


H 


2, 3 - dimethoxyphenyl 


1 . 


fluoro 


H 


2, 4 - dimethoxyphenyl 


1 


fluoro 


H 


3, 4 - dimethoxyphenyl 


1 


fluoro 


H 


3,5- dimethoxyphenyl 


* 


fluoro 


H 


3, 4 - ( methylcnedioxy ) phenyl 




fluoro 


H 


3, 4 - { ethylenedioxy ) phenyl 




fluoro 


H 


2 - hydroxyphenyl 


1 


fluoro 


H 


3 — hydroxyphenyl 


1 


fluoro 


H 


4 - hydroxyphenyl 




fluoro 


u 
n 


") AmirtAnhcnvl 

£ — flUUUvpllvUjl 




fluoro 


H 


3 - aminophenyl 




fluoro 


H 


4 - aminophenyl 




fluoro 


H 


2 - ( methylamino ) phenyl 




fluoro 


H 


3 - ( methylamino ) phenyl 




fluoro 


H 


4 - ( methylamino ) phenyl 




fluoro 


H 


2 - ( dimethylamino ) phenyl 




fluoro 


H 


3 - ( dimethylamino ) phenyl 




fluoro 


H 


4 - ( dimethylamino ) phenyl 
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Tabic 3(coQtinuation 4) 



m 


R 1 


R 3 


Z 




fluoro 


H 


2 - carboxyphenyl 


I 


fluoro 


H 


3 - carboxyphenyl 


1 


fluoro 


H 


4 - carboxyphenyl 


1 


fluoro 


H 


2 - ( methylcarbamoyl ) phenyl 


1 


fluoro 


H 


3 - ( methylcarbamoyl ) phenyl 


1 


fluoro 


H 


4 - ( methylcarbamoyl ) phenyl 


1 


fluoro 


H 


2 - ( methoxycarbonyl ) phenyl 


1 


fluoro 


H 


3 - ( methoxycarbonyl ) phenyl 


] 


fluoro 


H 


4 - ( methoxycarbonyl ) phenyl 


1 


fluoro 


H 


2 - ( ethoxycarbonyl ) phenyl 


1 


fluoro 


H 


3 - ( ethoxycarbonyl ) phenyl 


1 


fluoro 


H 


4 - ( ethoxycarbonyl ) phenyl 


1 


fluoro 


H 


2 - ( acetyloxy ) phenyl 


] 


fluoro 


H 


3 - ( acetyloxy ) phenyl 


1 


fluoro 


H 


4 - ( acetyloxy ) phenyl 


] 


fluoro 


H 


2 - ( propionyloxy ) phenyl 




fluoro 


H 


3 - ( propionyloxy ) phenyl 


1 


fluoro 


H 


L 4 - ( propionyloxy ) phenyl 


1 


fluoro 


H 


2 -trifluoromethylphenyl 




fluoro 


H 


3 - trifluoromethylphenyl 


1 


fluoro 


H 


4 - trifluoromethylphenyl 


1 


fluoro 


H 


2 - thienyl 




fluoro 


H 


3 — thienyl 


1 i 


fluoro 


H 


2 -fury I 


1 


fluoro 


H 


3-furyl 


1 


fluoro 


H 


2 - pyridyl 


1 


fluoro 


H 


3 - pyridyl 


1 


fluoro 


H 


4 -pyridyl 


1 


chloro 


H 


phenyl 


1 


chloro 


H 


2 - fluorophenyl 


1 


chloro 


H 


3 - fluorophenyl 


1 


chloro 


H 


4 — fluorophenyl 


1 


chloro 


H 


2, 4 - difluorophenyl 


1 


chloro 


H 


2, 5 — difluorophenyl 


1 


i chloro 


H 


2, 6- difluorophenyl 


• 1 


chloro 


H 


3, 4 -difluorophenyl 


1 


chloro 


H 


3,5- difluorophenyl 


1 


chloro 


H 


2 - chlorophenyl 


1 


chloro 


H 


3 - chlorophenyl 




chloro 


H 


4 - chlorophenyl 




chloro 


H 


2, 4 - dichlorophenyl 




chloro 


H 


3,4- dichlorophenyl 




chloro 


H 


2 - bromopheny I 




chloro 


H 


3 - bromopheny! 




chloro 


H 


4 - bromopheny I 




chloro 


H 


2 - methylpbenyl 




chloro 


H 


3 - niethylphenyl 




chloro 


H 


4 - methylphenyl 
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Table 3(cominuation 5) 



m 


pi 

A. 


R 3 
rv 


z 




cnloro 


rt 


O — m t Vi r» y vrvVi f»n v 1 

£ — - iuciaoA. jpucuyi 


— - — 


chloro 


u 

n \ 


"X — m^thn vvrth^n vrl 
j IIIvUiUA yyWZlljl 


— - — 


chloro 


M 


*T — lllClJlOAjrpUCHjl 


1 


chloro 


H 


2, 3 — dimethoxyphenyl 


1 


chloro 


H 


2,4— dimethoxy phenyl 


1 


chloro 


H 


3,4 — dimethoxyphenyl 


1 


chloro 


H 


3, 5 — dimethoxyphenyl 


1 


chloro 


H 


3, 4 - ( methylene dioxy ) phenyl 


1 


chloro 


H 


3 t 4 - ( etbylenedioxy ) phenyl 


1 


chloro 


H 


2 - hydroxypbenyl 


1 


chloro 


H 


3 - bydroxyphenyl 


1 


cbloro 


H 


4 - hydroxypbenyl 


1 


chloro 


H 


2 - aminophenyl 


1 


chloro 


H 


3 - aminophenyl 


1 


chloro 


H 


2 - ( methylamino ) phenyl 


1 


chloro 


H 


3 - (methylamino ) phenyl 


1 


chloro 


H 


4 - ( methylamino ) phenyl 


1 


chloro 


H 


2 - ( dirnethylamino ) phenyl 


1 


chloro 


H 


3 - ( dirnethylamino ) phenyl 


1 


chloro 


H 


4 - ( dirnethylamino ) phenyl 


1 


chloro 


H 


2 - carboxyphenyl 


1 


chloro 


H 


3 - carboxyphenyl 


1 


chloro 


H 


4 - carboxyphenyl 


1 


chloro 


H 


2 - ( methylcarbamoyl ) phenyl 


1 


chloro 


H 


3 - ( methylcarbamoyl ) phenyl 


1 


chloro 


H 


4 - ( methylcarbamoyl ) phenyl 


1 


chloro 


H 


2 - ( methoxycarbonyl ) phenyl 


1 


chloro 


H 


3 - ( methoxycarbonyl ) phenyl 


1 


chloro 


H 


4 - ( methoxycarbonyl ) phenyl 


1 


chloro 


H 


2 - ( ethoxycarbonyl ) phenyl 


1 


chloro 


H 


3 - ( ethoxycarbonyl ) phenyl 




chloro 


H 


4 - ( ethoxycarbonyl ) phenyl 


1 


chloro 


H 


2 - ( acetyloxy ) phenyl 


1 


chloro 


H 


3 - ( acetyloxy ) phenyl 


1 


chloro 


H 


4 — ( acetyloxy ) phenyl 


* 


chloro 


H 


*• \ propionyioxy ) pnenyi 


1 


chloro 


H 


3 — ( propionyioxy ) phenyl 


1 


! chloro 


H 


4 - ( propionyioxy ) phenyl 




chloro 


n 


I - tniiuoromeuiyipnenyi 


— - — 


chloro 

VUlviV 


H 


3 - trifluoromethylphenyl 




chloro 


H 


4 - trifluoromethylphenyl 




chloro 


H 


2-thienyl 




chloro 


H 


1 3 - thienyl 




chloro 


H 


2-furyl 




chloro 


H 


3-furyl 




cbloro 


H 


2 -pyridyl 




chloro 


H 


3 - pyridyl 




chloro 


H 


4 - pyridyl 
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Table 3(continuation 6) 



m 


K 


R. 


Z 


1 


nitro 


methyl 


phenyl 


— 1 


nitro 


methyl 


2 — fluorophenyl 


— ! — . 


nitro 


methyl 


3 - fluorophenyl 


1 . 


nitro 


methyl 


4 - fluorophenyl 


1 


nitro 


methyl 


2, 4 - difluorophenyl 


1 


nitro 


methyl 


2, 5 - difluorophenyl 


1 


nitro 


methyl 


2,6- difluorophenyl 




nitro 


methyl 


3, 4 - difluorophenyl 


i 


nitro 


methyl 


3, 5 - difluorophenyl 


i 


nitro 


methyl 


2 - chlorophenyl 


i 


nitro 


methyl 


3 - chlorophenyl | 


i 


nitro 


methyl 


4 - chlorophenyl 


i 


nitro 


methyl 


2, 4 - dichlorophenyl 


l 


nitro 


methyl 


3,4- dichlorophenyl 


l 


nitro 


methyl 


2 - bromophenyl 


l 


nitro 


methyl 


3 - bromophenyl 


i 


nitro 


methyl 


4 — bromophenyl 


l 


nitro 


methyl 


2 - metby Iphenyl 


i 


nitro 


methyl 


3 - methylphenyl 


i 


nitro 


methyl 


4-methylphcnyl 


l 


nitro 


methyl 


2 - methoxyphenyl 


i 


nitro 


methyl 


3 - methoxyphenyl 


l 


nitro 


methyl 


4 - methoxyphenyl 


l 


nitro 


methyl 


2, 3 - diraethoxyphenyl 


i 


nitro 


methyl 


2, 4 - dimethoxyphenyl 


l 


nitro 


methyl 


3, 4 - dimethoxyphenyl 


i 


nitro 


methyl 


3,5- dimethoxyphenyl 


i 


nitro 


methyl 


3, 4 - ( methylenedioxy ) phenyl 


i 


nitro 


methyl 


3, 4 - ( ethylenedioxy ) phenyl 


i 


nitro 


methyl 


2 - hydroxypheoyl 


i 


nitro 


methyl 


3 - hydroxyphcnyl 1 


1 


nitro 


methyl 


4 - hydroxyphcnyl 




nitro 


methyl 


2 - arainophenyl 




nitro 


methyl 


3 - arainophenyl 


1 


nitro 


methyl 


4 - arainophenyl 


1 


nitro 


methyl 


2 - ( methylamino ) phenyl 


* 


nitro 


methyl 


3 - ( methylamino ) phenyl 


1 . 


nitro 


methyl 


4 - ( methylamino ) phenyl 


1 


nitro 


methyl 


2 - ( dimethylaroino ) phenyl 




nitro 


meinyi 


3 — ( dimethyl amino ) phenyl 




nitro 


methyl 


4 - ( dimethylamino ) phenyl 




nitro 


methyl 


2 - carboxyphenyl 




nitro 


methyl 


3 - carboxyphenyl j 




nitro 


methyl 


4 - carboxyphenyl 




nitro 


methyl 


2 - ( methylcarbamoyl ) phenyl 




nitro 


methyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


methyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


methyl 


2 - ( mcthoxycarbonyl ) phenyl 
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Table 3 (continuation 7) 



m 


R 1 


R 3 


Z 


1 


nitro 


methyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


methyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


methyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


methyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


methyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


methyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


methyl 


3 - ( acetyloxy ) phenyl 


1 


nitro 


methyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


methyl 


2 - ( propionyloxy ) phenyl 


1 


nitro 


methyl 


3 - ( propionyloxy ) phenyl 




nitro 


methyl 


4 - ( propionyloxy ) phenyl 


1 


nitro 


methyl 


2 - trifluoromethylphenyl 


I 


nitro 


methyl 


3 - trifluoromethylphenyl 


I 


nitro 


methyl 


4 - trifluoromethylphenyl 


1 


nitro 


methyl 


2-thienyl 


y 


nitro 


methyl 


3 - thienyl 


I 


nitro 


methyl 


2-furyl 




nitro 


methyl 


3-furyl 




nitro 


methyl 


2 - pyridyl 




nitro 


methyl 


3 - pyridyl 




nitro 


methyl 


4 - pyridyl 


2 


nitro 


methyl 


phenyl 


2 


nitro 


methyl 


2 - fluorophenyl 


2 


nitro 


methyl 


3 - fluorophenyl 


2 


nitro 


methyl 


4 -fluorophenyl 


2 


nitro | 


methyl 


2, 4 - difluorophcnyl 


2 


nitro 


methyl 


2, 5 - difluorophenyl 


2 


nitro 


methyl 


i 2, 6 - difluorophenyl 


2 


nitro 


methyl 


3, 4 - difluorophcnyl 


2 


nitro 


methyl 


! 3,5- difluorophenyl 


2 


nitro 


methyl 


2 - chlorophenyl 


2 


nitro 


methyl 


3 - chlorophenyl 


2 


nitro 


methyl 


4 - chlorophenyl 


2 


nitro 


methyl 


2, 4 -dichlorophenyl 


2 


nitro 


methyl 


3,4- dichlorophenyl 


2 


nitro 


methyl 


| 2 - bromophenyl 


2 


nitro 


methyl 


3 - bromophenyl 


2 


nitro 


methyl 


4 - bromophenyl 


2 


nitro 


methyl 


2 - mcthylphenyl 


2 


nitro 


methyl 


j — meinyipnenyi 


2 


nitro 


methyl 


4 - methylphenyl 


2 


nitro 


methyl 


2 - methoxypbenyl 


2 


nitro 


methyl 


3 - methoxyphenyl 


2 


nitro 


methyl 


4 - methoxyphenyl 


2 


nitro 


methyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


methyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


methyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


methyl 


3, 5 - dimethoxyphenyl 
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Table 3(continuation 8) 



tn 


K 


K 


c 


*> 

2 


nitro 


methyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


methyl 


3, 4 — ( ethylenedioxy ) phenyl 


2 


nitro 


methyl 


2 - hydroxyphenyl 


2 


nitro 


methyl 


3 - hydroxyphenyl 


2 


nitro 


methyl 


4 - hydroxyphenyl 


2 


nitro 


methyl 


2 - aminophenyl 


2 


nitro 


methyl 


3 - aminophenyl 


2 


nitro 


methyl 


4 — aminophenyl 


2 


nitro 


methyl 


2 - ( methylamino ) phenyl 


2 


nitro 


methyl 


3 - ( methylamino ) phenyl 


2 


nitro 


methyl 


4 - ( methylamino ) phenyl 


2 


nitro 


methyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


methyl 


3 -( dimethylamino ) phenyl 


2 


nitro 


methyl 


4 -( dimethylamino ) phenyl 


2 


nitro 


methyl 


2 - carboxyphenyl 


2 


nitro 


methyl 


3 - carboxyphenyl 


2 


nitro 


methyl 


4 - carboxyphenyl 


2 


nitro 


methyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


methyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


methyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


methyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


methyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


methyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


methyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


methyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


methyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


methyl 


2 - ( acetytoxy ) phenyl 


2 


nitro 


methyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


methyl 


4 - ( acetyloxy ^phenyl 


2 


nitro 


methyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


methyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


methyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


methyl 


2 * trifluoromethylphcnyl 


2 


nitro 


methyl 


3 - trifluoromethylphcnyl 


2 


nitro 


methyl 


4 - trifluoromethylphcnyl 


2 


nitro 


methyl 


2-thienyl 


2 ! 


nitro 


methyl 


3 - thienyl 


2 


nitro 


methyl 


2 -furyl 


2 


nitro 


methyl 


3 - furyl 




nitro 


methyl 


i — pynay l 


2 


nitro 


methyl 


3 - pyridyl 


2 


nitro 


methyl 


4 - pyridyl 




nitro 


ethyl 


phenyl 




nitro 


ethyl 


2 - fluorophenyl 




nitro 


ethyl 


3 - fluorophenyl 




nitro 


ethyl 


4 - fluorophenyl 




nitro 


ethyl 


2, 4 - difluorophenyl 




nitro 


ethyl 


2, 5 - difluorophenyl ij 
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Tabic 3(coatinuation 9) 



m 


n 1 


K 


7 




nitro 


etnyi 






nitro 


ethyl 


4 — aitiuoropnenyi 




nitro 


ethyl 


3, 5 — difluorophcnyl 


1 


nitro 


ethyl 


2 — chlorophenyl 


1 


nitro 


ethyl 


3 — chlorophenyl 


1 


nitro 


ethyl 


4 - chlorophenyl 


1 


nitro 


ethyl 


2, 4 - di chlorophenyl 


1 


nitro 


ethyl 


3,4- dichlorophenyl 


1 


nitro 


ethyl 


2 - bromophenyl 


1 


nitro 


ethyl 


3 - bromophenyl 


1 


nilro 


ethyl 


4 - bromophenyl 


1 


nitro 


ethyl 


2 - methylphenyl 


1 


nitro 


ethyl 


3 - methylphenyl 


1 


nitro 


ethyl 


4 - methylphenyl 


1 


nitro 


ethyl 


2 - methoxyphenyl 


1 


nitro 


ethyl 


3 — methoxyphenyl 


1 


nitro 


ethyl 


4 - methoxyphenyl 


1 


nitro 


ethyl 


2 f 3 - dimethoxyphenyl 


1 


nitro 


ethyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


ethyl 


3, 4 - dimethoxyphenyl 


1 


nitro 


ethyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


ethyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


ethyl 


3, 4 - ( ethylenedioxy ) phenyl 1 


1 


nitro 


ethyl 


2 - hydroxyphenyl 


1 


nitro 


ethyl 


3 - hydroxyphenyl 


1 


nitro 


ethyl 


4 - hydroxyphenyl 


1 


nitro 


ethyl 


2 - aminophenyl 


1 


nitro 


ethyl 


3 - aminophenyl 


1 


nitro 


ethyl 


4 - aminophenyl 


1 


nitro 


ethyl 


2 - ( mcthylamino ) phenyl 


1 


nitro 


ethyl 


3 - ( methylamino ) phenyl 


1 


nitro 


ethyl 


4 - ( methylamino ) phenyl 




nitro 


ethyl 


2 - ( dimethylamino ) phenyl 


1 


. nitro 


ethyl 


3 - ( dimethylamino ) phenyl 


1 


nitro 


ethyl 


4 - { dimethylamino ) phenyl \ 


1 


nitro 


ethyl 


2 — caxboxyphenyl 


1 


nitro 


ethyl 


3 — carboxyphenyl 


1 


nitro 


ethyl 


4 — carboxyphenyl 


— ! — 


nitro 


ethyl 


2 — ( metnylcarDamoyi ) pnenyi 




nitro 


ethyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


ethyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


ethyl 


2 - f methoxvcarbonyl ) phenyl 




nitro 


ethyl 


3 - ( methoxycarbonyl ) phenyl 




nitro 


ethyl 


4 - ( methoxycarbonyl ) phenyl 




nitro 


ethyl 


2 - ( ethoxycarbonyl ) phenyl 




nitro 


| ethyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


ethyl 


4 - ( ethoxycarbonyl ) phenyl 




nitro 


ethyl 


2 - ( acetyloxy ) phenyl 
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Table 3 (continuation 10) 





pi 


P 3 


7 
u 


— ! — 


nitro 


einyi 


j — i acetyl oxy ) pncnyi 


— 1 — 


nitro 


einyi 


*t — \ aceiyioxy j pncnyi 


— ? — 


nitro I 


einyi 


l — \ propionyioxy ) pncnyi 




nitro 


einyi 


3 — { propionyioxy } phenyl j 


— - — 


nitro 


ethyl 


4 — ( propionyioxy ) phenyl 


— - — 
* 


nitro 


ethyl 


/ - tniiuoromeinyipuenyi 




nitro 


ethyl 


3 - trifluoromethylphenyl 


- ... 1 


nitro 


ethyl 


4 - trifluoromethylphenyl 




nitro 


ethyl 


2 — thicnyl 


1 


nitro 


ethyl 


3 - thienyl 


1 


nitro 


ethyl 


2 - furyl 


1 


nitro 


ethyl 


3 - furyl 




nitro 


ethyl 


2 - pyridyl 


1 


nitro 


ethyl 


3 - pyridyl 


1 


nitro 


ethyl 


4 - pyridyl 


2 


nitro 


ethyl 


phenyl 


2 


nitro 


ethyl 


2 - fluorophenyl 


2 


nitro 


ethyl 


3 - fluorophenyl 


2 


nitro 


ethyl 


4 - fluorophenyl 


2 


nitro 


ethyl 


2, 4 - difluorophenyl 


2 


nitro 


ethyl 


2, 5 - difluorophenyl 


2 


nitro 


ethyl 


2, 6 - difluorophenyl 


2 


nitro 


ethyl 


3,4- difluorophenyl 


2 


nitro 


ethyl 


3, 5 - difluorophenyl 


2 


nitro 


ethyl 


2 - chloropbeny 1 


2 


nitro 


ethyl 


3 — chlorophenyl * 


2 


nitro 


ethyl 


4 - chlorophenyl 


2 


nitro 


ethyl 


2, 4 - dichlorophenyl 


2 


nitro 


ethyl 


3,4- dichlorophenyl 


2 


nitro 


ethyl 


2 - bromophenyl 


2 


nitro 


ethyl 


3 - bromophenyl 


2 


nitro 


ethyl 


4 — bromophenyl 


2 


nitro 


ethyl 


2 - methylphenyl 


2 


nitro 


ethyl 


3 - methylphenyl 


2 


nitro 


ethyl 


4 - methylphenyl 


2 


nitro 


etnyi 


2 — methoxyphenyl 


2 


nitro 


ethyl 


3 — methoxyphenyl 


2 


nitro 


etnyl 


4 — methoxyphenyl 


2 


nitro 


ethyl 


j — ainieuioxypncnyi 




nit rrt 


ethyl 


2 4 — diniethoxvnhenvl 


2 


nitro 


ethyl 


3,4- dirnethoxyphenyi 


2 


nitro 


ethyl 


3,5- dirnethoxyphenyl 


2 


nitro 


ethyl 


3, 4 - ( methylenedtoxy ) phenyl 


2 


nitro 


ethyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


ethyl 


2 - hycroxyphenyl 


2 


nitro 


ethyl 


3 - hydroxyphenyl 


2 


nitro 


ethyl 


4 - hydroxyphenyl 


2 


nitro 


ethyl 


2 - arninophenyl 
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Table 3 (continuation 11) 



m 


R 1 


R 3 


Z 


2 


nitro 


ethyl 


3 - aminophenyl 


2 


nitro 


ethyl 


4 - aminophenyl 


2 


nitro 


ethyl 


2 -( methylamino ) phenyl 


2 


nitro 


ethyl 


3 - ( methylamino ) phenyl 


2 


nitro 


ethyl 


4 - ( methylamino ) phenyl 


2 


nitro 


ethyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


ethyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


ethyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


ethyl 


2 - carboxyphenyl 


2 


nitro 


ethyl 


3 - carboxyphenyl 


2 


nitro 


ethyl 


4 - carboxyphenyl 


2 


nitro 


ethyl 


2 - ( methylcaibamoyl ) phenyl 


2 


nitro 


ethyl 


3 - ( methyl carbamoyl ) phenyl 


2 


nitro 


ethyl | 


4 - ( methylcaibamoyl ) phenyl 


2 


nitro 


ethyl 


2 - ( metboxycarbonyl ) phenyl 


2 


nitro 


ethyl 


3 - ( metboxycarbonyl ) phenyl 


2 


nitro 


ethyl 


4 - ( metboxycarbonyl ) phenyl 


2 


nitro 


ethyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


ethyl 


3 — ( propionyloxy ) phenyl 


2 


nitro 


ethyl 


4 - f propionyloxy ) phenyl 


2 


nitro 


ethyl 


2 - trifluoromethylphenyl 


2 


nttro 


ethyl 


3 - trifluoromethylphenyl 


2 


nitro. 


ethyl 


4 - trifluoromethylphenyl 


2 


nitro 


ethyl 


2 - thienyl 


2 


nitro 


ethyl 


3 - thienyl 


2 


nitro 


ethyl 


2-furyl 


2 


nitro 


ethyl 


3- fury 1 


2 


nitro 


ethyl 


2-pyridyl 


2 


nitro 


ethyl 


3 - pyridyl 


2 


nitro 


ethyl 


4 -pyridyl 


1 


nitro 


propyl 


phenyl 


1 


nitro 


propyl 


2 - fluorophenyl 


1 


nitro 


propyl 


3 - fluorophenyl 




nitro 


propyl 


4 - fluorophenyl 




nitro 


propyl 


2, 4 - difluorophenyl 




nitro 


propyl 


2, 5 - difluorophenyl 




nitro 


propyl 


2, 6 - difluorophenyl 




nitro 


propyl 


3, 4 - difluorophenyl 




nitro 


propyl 


3, 5 - difluorophenyl 




nitro 


propyl 


2 - chlorophenyl 




nitro 


propyl 


3 - chlorophenyl 




nitro 


propyl 


4 - chlorophenyl 
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Table 3 (continuation 12) 



ra 


R 1 




Z 


1 


nitro 


propyl 


2, 4 - dichlorophenyl 




nitro 


propyl 


3,4- dichlorophenyl 


1 


nitro 


propyl 


2 - brornophenyl 


1 


nitro 


propyl 


3 - brornophenyl 


1 


nitro 


propyl 


4 - brornophenyl 


1 


nitro 


propyl 


2 - methylphenyl 


1 


nitro 


propyl 


3 - methylphenyl 


1 


nitro 


propyl 


4 - methylphenyl 


I 1 


nitro 


propyl 


2 - methoxyphenyl 


1 


nitro 


propyl 


3 - methoxyphenyl 


] 


nitro 


propyl 


4 - methoxyphenyl 


1 


nitro 


propyl 


2, 3 - dimethoxyphenyl 


1 


nitro 


propyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


propyl 


3, 4 - dimethoxyphenyl j 


1 


nitro 


propyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


propyl 


3 , 4 - ( me thy lened ioxy ) phenyl 1 


\ 


nitro 


propyl 


3, 4 - ( ethylenedioxy ) phenyl 


1 


nitro 


propyl 


2 - hydrbxyphenyl 


1 


nitro 


propyl 


3 - hydroxyphenyl 




nitro 


propyl 


4 - hydroxyphenyl 


1 


nitro 


propyl 


2 - arainophenyl 


t 


nitro 


propyl 


3 - aminophenyl 


1 


nitro 


propyl 


4 - aminophenyl 


j 


nitro 


propyl 


2 - ( methylamino ) phenyl 


1 


nitro 


propyl 


3 - ( methylamino ) phenyl 


1 


nitro 


propyl 


4 — ( methylamino ) phenyl 


1 


nitro 


propyl 


2 - ( dimethyiamino ) phenyl 


1 


nitro 


propyl 


3 - ( dimethyiamino ) phenyl 


1 


nitro 


propyl 


4 - ( dimethyiamino ) phenyl 


1 


nitro 


propyl 


2 - carboxyphenyl 


1 


nitro 


propyl 


3 - carboxyphenyl 


1 


nitro 


propyl 


4 - carboxyphenyl 


I 


nitro 


propyl 


2 - ( melhy Icarbamoyl ) phenyl 


1 


nitro 


propyl 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


propyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


propyl 


2 - ( methoxycarbonyl ) phenyl 


1 


nitro 


propyl 


3 - ( methoxycarbonyl ) phenyl 


i 


nitro 


propyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


propyl 


2 - ( ethoxycarbonyl ) phenyl 




nitro 


propyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


propyl 


4 - ( ethoxycarbonyl ) phenyl 




nitro 


propyl 


2 - ( acetyloxy ) phenyl 




nitro 


propyl 


3 - ( acetyloxy ) phenyl 




nitro 


propyl 


4 - ( acetyloxy ) phenyl 




nitro 


propyl 


2 - ( propionyloxy ) phenyl 




nitro 


propyl 


3 - ( propionyloxy ) phenyl 




nitro 


propyl 


4 - ( propionyloxy ) phenyl 




nitro 


propyl 


2 - trifluoromethylphenyl 
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Table 3(continuation 13) 



tn 
in 


R 1 


R 3 


I 




nitro 


propyl 


\ - trifln nrAm^thvlnli^nvl 
J ii i iiuuiumwLujf ijjiJGriiy i 


" 


nitro 


propyl 


A _ tri fliiAmTTiPtKvlnh^nvl 


i 


nitro 


nrnnul 

propyl 


z — micuyi 





nitro 


propyl 


j liiiciiyi 


1 

1 


nitro 


propyl 


7 — fiirul 
l — luryi 


1 


nitro 


propyl 


j — ruryi ! 


.J 


nitro 


propyl 


2 - pyndyl 


1 


nitro 


propyl 


3 —pyndyl 




nitro 


propyl 


4 — pyndyl 


2 


nitro 


propyl 


phenyl 


2 


nitro 


propyl 


2 - fluorophenyl 


2 


nitro 


propyl 


3 - fluorophenyl 


2 


nitro 


propyl 


4 - fluorophenyl 


2 


nitro 


propyl 


2, 4 - di fluorophenyl 


2 


nitro 


propyl 


2, 5 - difluorophenyl 


2 


nitro 


propyl 


2, 6 - difluorophenyl 


2 


nitro 


propyl 


3, 4 - difluorophenyl 


2 


nitro 


propyl 


3, 5 — difluorophenyl 


2 


nitro • 


propyl 


2 - chlorophcnyl 


2 


nitro 


propyl 


3 - chlorophenyl 


2 


nitro 


propyl 


4 - chlorophenyl 


2 


nitro 


propyl 


2, 4 - di chlorophenyl 


2 


nitro 


propyl 


3, 4 - di chlorophenyl 


2 


nitro 


propyl 


2 - bromophcnyl 


2 


nitro 


propyl 


3 - bromopheayl 


2 


nitro 


propyl 


4 - bromophenyl 


2 


nitro 


propyl 


2 - raethylphenyl 


2 


nitro 


propyl 


3 - raethylphenyl 


2 


nitro 


propyl 


4 - methylphenyl 


2 


nitro 


propyl 


2 - methoxyphenyl 


2 


nitro 


propyl 


3 - methoxyphenyl 


2 


nitro 


propyl 


! 4 — methoxyphenyl 


2 


nitro 


propyl 


2, 3 — dimethoxyphenyl 


2 


nitro 


propyl 


2,4- dimethoxyphenyl 


2 


nitro 


propyl 


3, 4 - dimethoxyphenyl 


- Z 


nitro 


propyl 


3, 5 — dimethoxyphenyl 


*> 
z 


nitro 


propyl 


3, 4 — ( methylenedioxy ) phenyl 


z 


nitro 


propyl 


jj • I euiyiencuioxy ) poenyi 


z 


nitro 


nrAnvl 
pi upyi 


c. — tiyar OAypjiciiyi 


2 


nitro 


Droovl 


3 — hydroxyphenyl 


2 


nitro 


propyl 


4 - hydroxyphenyl 


2 


nitro 


propyl 


2 - aminophenyl 


2 


nitro 


propyl 


3 - aminophenyl 


2 


nitro 


propyl 


4 - aminophenyl 


2 


nitro 


propyl 


2 - ( methylamino ) phenyl 


2 


nitro 


propyl 


3 - ( methylamino ) phenyl 


2 


nitro 


propyl 


4 - ( methylamino ) phenyl 


2 


nitro 


propyl 


2 - ( dimethylamino ) phenyl 
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Table 3(continuation 14) 



m 


K 


K 


Z 


2 


nitro 


propyl 


3 - ( dimethylarnino ) phenyl 


2 


nitro 


propyl 


4 - ( dimethylaraino ) phenyl 


2 


nitro 


propyl 


2 - carboxyphenyl 


2 


nitro 


propyl 


3 - carboxyphenyl 


2 


nitro 


propyl 


4 - carboxyphenyl 


2 


nitro 


propyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


propyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


propyl 


4 * ( ethoxycarbonyl ) phenyl 


2 


nitro 


propyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


propyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


propyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


propyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


propyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


propyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


propyl 


2 - trifluoromethylphenyl 


2 


nitro 


propyl 


3 - trifluoromethylphenyl 


2 


nitro 


propyl 


4 - trifluoromethylphenyl 


2 


nitro 


propyl 


2 - thicnyt 


2 


nitro 


propyl 


3 — thienyl 


2 


nitro 


propyl 


2-furyl 


2 


nitro 


propyl 


3-furyl 


2 


nitro 


propyl 


2 - pyridyl 


2 


nitro 


propyl 


3 - pyridyl 


2 


nitro 


propyl 


4 - pyridyl 




nitro 


isopropyl 


phenyl 




nitro 


isopropyl 


2 - fluorophenyl 


1 


nitro 


isopropyl 


3 — fluorophenyl 


1 


nitro 


isopropyl 


4 - fluorophenyl 


1 


nitro 


isopropyl 


2, 4 - difluorophenyl 


1 


nitro 


isopropyl 


2, 5 — difluorophenyl 


. V... 


nitro 


isopropyl 


2, 6 - difluorophenyl 




nitro 


isopropyl 


3,4- difluorophenyl 


— J — 


nitro 


isopropyl 


3,5- difluorophenyl 




nttrn 


ic nntnnvl 

i»u propyl 


l — cmoropnenyi 




nitro 


isopropyl 


3 - chlorophenyl 




nitro 


isopropyl 


4 — chlorophenyl 




nitro 


isopropyl 


2, 4 - dichlorophenyl 




nitro 


isopropyl 


3, 4 - dichlorophenyl 




nitro 


isopropyl 


2 - bromophenyl 




nitro 


isopropyl 


3 - bromophenyl 




nitro 


isopropyl 


4 - bromophenyl 




nitro 


isopropyl 


2 - methylphenyl 
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Table 3(continuation 15) 



m 


Ax 








nitro 


isopropyi 


j — * mcinyipncnyi 


: 


nitro 


isopropyi 


4 — mcthylphenyl 


J 


nitro 


i sop ropy i 


2 mc th ox yphcny 1 


: 

— ! — 


nitro 


isopropyi 


j — meinoxypnenyj 




nitro 


isopropyl 


4 - mcthoxyphcnyl 


— - — 
— ! — 


nitro 


isopropyi 


2, 3 —di mcthoxyphcnyl 


— ! — 


nitro 


isopropyl 


2, 4 — di mcthoxyphcnyl 


— 1 — 


nitro 


isopropyi 


3, 4 — di mcthoxyphcnyl 




nitro 


isopropyl 


3,5- diraethoxyphenyl 




nitro 


isopropyl 


3 f 4 - ( methylencdioxy ) phenyl 


1 


nitro 


isopropyl 


3, 4 - ( cthylcnedioxy ) phenyl 




nitro 


isopropyl 


2 - hydroxypheny I 


i 


nitro 


isopropyl 


3 — hydroxyphenyl 


1 


nitro 


isopropyl 


4 - hydroxyphenyl 


i 


nitro 


isopropyl 


2 - aminophenyl 


i 


nitro 


isopropyl 


3 - aminophenyl 


i 


nitro 


isopropyl 


4 - aminophenyl 


i 


nitro 


isopropyl 


2 - ( methyl amino ) phenyl 




nitro 


isopropyl 


3 - ( methylamino ) phenyl 


i 


nitro 


isopropyl 


4 - ( methylamino ) phenyl 


1 


nitro 


isopropyl 


2 - ( dimethylamino ) phenyl 


i 


nitro 


isopropyl 


3 — ( dimethylamino ) phenyl 


i 


nitro 


isopropyl 


4 — ( dimethylamino ) phenyl 


i 


nitro 


isopropyl 


2 - carboxyphenyl 


i 


nitro 


isopropyl 


3 - carboxyphenyl 




nitro 


isopropyl 


4 - carboxyphenyl 


i 


nitro 


isopropyl 


2 - ( methylcarbamoyl ) phenyl 


i 


nitro 


isopropyl 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


isopropyl 


4 — ( methylcarbamoyl ) phenyl 


1 


nitro 


isopropyl 


2 - ( mcthoxycarbonyl ) phenyl 


1 


nitro 


isopropyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


isopropyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


isopropyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


isopropyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


• • 
isopropyl 


4 - ( ethoxycarbonyl ) phenyl 


— J — 


nitro 


isopropyl 


2 — y acetyloxy ) phenyl 


— 1 — 


nitro 


isopropyl 


3 ~ ( acetyloxy ) phenyl 


— I — 


nitro 


isopropyl 


4 — ( acetyloxy ) phenyl 


— | — 


nitro 


isopropyl 


2 - ( propionyloxy ) phenyl 




nitro 


i^anronvl 


*\ ( rimni finvlnirv ^ r»hf»n\/l 
j y \ii vpiuujfivA j j puvUjri 




nitro 


isopropyl 


4 - ( propionyloxy ) phenyl 




nitro 


isopropyl 


2 - trifluoromcthylphenyl 




nitro 


isopropyl 


3 - trifluoromethylphenyl 




nitro 


isopropyl 


4 - trifluoromethylphenyl 




nitro 


isopropyl 


2 - thienyl 




nitro 


isopropyl 


3 - thienyl 




nitro 


isopropyl 


2-furyl ! 




nitro 


isopropyl 


3- fury 1 
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Table 3 (continuation 16) 



m 


R 1 


R J 


Z 


1 


nitro 


isopropyl 


2 -pyridyl 


1 


nitro 


isopropyl 


{ 3 - pyridyl 


1 


nitro 


isopropyl 


4 - pyridyl 


2 


nitro 


isopropyl 


phenyl 


2 


nitro 


isopropyl 


2 - fluorophcnyl 


2 


nitro 


isopropyl 


3 - fluorophcnyl 


2 


nitro 


isopropyl 


4 - fluorophcnyl 


2 


nitro 


isopropyl 


2, 4 - difluorophenyl 


2 


nitro 


isopropyl 


2, 5 - difluorophenyl 


2 


nitro 


isopropyl 


2, 6 - difluorophenyl 


2 


nitro 


isopropyl 


3,4- difluorophenyl 


2 


nitro 


isopropyl 


3 f 5 - difluorophenyl 


2 


nitro 


isopropyl 


2 - chlorophcnyl 


2 


nitro 


isopropyl 


3 - chlorophcnyl i 


2 


nitro 


isopropyl 


4 - chlorophenyl 


2 


nitro 


isopropyl 


2,4- dichlorophenyl 


2 


nitro 


isopropyl 


3, 4 - dichlorophenyl 


2 


nitro 


isopropyl 


2 - bromopheny I 


2 


nitro 


isopropyl 


3 - bromophenyl 


2 


nitro 


isopropyl 


4 - bromophenyl 


2 


nitro 


isopropyl 


2 - mcthylphcnyl 


2 


nitro 


isopropyl 


3 - methylphcnyl 


2 


nitro 


isopropyl 


4 - methylphenyl 


2 


nitro 


isopropyl 


2 - methoxyphenyl 


2 


nitro 


isopropyl 


3 - methoxyphenyl 


2 


nitro 


isopropyl 


4 - methoxyphenyl 


2 


nitro 


isopropyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


isopropyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


isopropyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


isopropyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


isopropyl 


3, 4 - ( methylencdioxy ) phenyl 


2 


nitro 


isopropyl 


3, 4 - ( ethylcnedioxy ) phenyl 


2 


nitro 


isopropyl 


2 - hydroxyphenyl 


2 


nitro 


isopropyl 


3 - hydroxyphenyl 


2 


nitro 


isopropyl 


4 — hydroxyphenyl 


2 


nitro 


isopropyl 


2 - aminophenyl 


2 


nitro 


isopropyl 


3 - aminophenyl 


2 


nitro 


isopropyl 


4 - aminophenyl 


2 


nitro 


isopropyl 


2 - ( methyiamino ) phenyl 


2 


nitro 


isopropyl 


3 - ( methyiamino ) phenyl \ 


2 


nitro 


isopropyl 


4 - ( methyiamino ) phenyl 


2 


nitro 


isopropyl 


2 * ( dimethyl amino ) phenyl 


2 


nitro 


isopropyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


isopropyl 


4 - ( dimethylaminoJj>henyl 


2 


nitro 


isopropyl 


2 - carboxypheayl 


2 


nitro 


isopropyl 


3 - carboxypheayl 


2 


nitro 


isopropyl 


4 - carboxyphenyl 


2 


nitro 


isopropyl 


2 - ( methyicarbamoyl | phenyl 
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Table 3 (continuation 1 7) 



m 


R 1 


R 3 


Z 


2 


nitro 


isopropyl 


3 - ( mcthylcaxbamoyl ) phenyl 


2 


nitro 


isopropyl 


4 - ( roethylcarbamoyl ) phenyl 


2 


nitro 


isopropyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


isopropyl 


2 — ( acetyloxy ) phenyl 


2 


nitro 


isopropyl 


3 — ( acetyloxy ) phenyl 


2 


nitro 


isoproovl 


4 — ( acetyloxy ) phenyl 


2 


nitro 


isopropyl 


2 — ( propionyloxy ) phenyl 


2 


nitro 


isopropyl 


3 — ( nronionvloxv ) chenvl 


2 


nitro 


isopropyl 


4 — ( Dromon vl ox v 1 nhenvl 


2 


nitro 


isonronvl 


2 - trifluoromethylphenyl 


2 


nitro 


isopropyl 


3 - trifluoromethylphenyl 


2 


nitro 


isoproDvl 


4 - trifluoromethylphenyl 


2 


nitro 


isopropyl 


2 — thienyl 


2 


nitro 


isooroDvl 


3 — thienvl 


2 


nitro 


isonronvl 


2 — fiirvl 


2 


nitro 


isonronvl 


3 — fiirvl 


2 


nitro 


isopropyl 


2 nvridvl 


2 


nitro 


isonronvl 


H — nvnHvl 
j ^ \f y * juy i 


2 


nitro 


isonronvl 


4 — nvridvl 




nitro 


burvl 


nhenvl 


j 


nitro 


butvl 


2 — fltioronHenvl 


j 


nitro 


butyl 


3 — fluoropheny] 


j 


nitro 


butyl 


4 — fluoronhenvl 




nitro 


butyl 


2,4 — di fluoropheny 1 




nitro 


butyl 


2, 5 — di fluoropheny 1 


j 


nitro 


butyl 


2, 6 - difluorophenyl 


1 


nitro 


butyl 


3, 4 - difluorophenyl 


1 


nitro 


butyl 


3, 5 - difluorophenyl 


1 E 


nitro 


butyl 


2 - chlorophenyi 


1 


nitro 


butyl 


3 -chlorophenyi 


1 


nitro 


butyl 


4 - chlorophenyi 


1 


nitro 


butyl 


2, 4 - dichlorophcnyl 


1 


nitro 


butyl j 


3,4- dichlorophenyl 


1 


nitro 


butyl 


2 - bromophenyl 




nitro 


butyl 


3 - bromophenyl 




nitro 


butyl 


4 -bromophenyl 




nitro 


butyl 


2 - methylpheny! 




nitro 


butyl 


3 - methylphenyl 




nitro 


butyl 


4 - methylphenyl 




nitro 


butyl 


2 - methoxyphenyl 




nitro 


butyl 


3 - methoxyphenyl 




nitro 


butyl 


4 - methoxyphenyl 




nitro | butyl 


2, 3 - dimethoxyphenyl 
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Tabic 3(continuation 18) 



m 


R 1 


R 1 


Z 


1 


nitro 


butyl 


2, A - dimethoxypheny! 


1 


nitro 


butyl 


3, 4 - dimethoxyphenyl 


1 


nitro 


butyl 


3,5- dimethoxyphenyl 


! 


nitro 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


butyl 


3, 4 - ( ethylenedioxy ) phenyl 


1 


nitro 


butyl 


2 - hydroxyphenyl 


1 


nitro 


butyl 


3 - hydroxyphenyl 


1 


nitro 


butyl 


4 - hydroxyphenyl 


) 


nitro 


butyl 


2 — aminophenyl 


1 


nitro 


butyl 


3 - aminophenyl 


j 


nitro 


butyl 


4 - aminophenyl 




nitro 


butyl 


2 - ( methylamino ) phenyl 


I 


nitro 


butyl 


3 - ( methylamino ) phenyl 


! 


nitro 


butyl 


4 - ( methylamino ) phenyl 




nitro 


butyl 


2 — ( dimethylamino ) phenyl 




nitro 


butyl 


3 - (dimethylamino ) phenyl 




nitro 


butyl 


4 — ( dimethylamino ) phenyl 




nitro 


butyl 


2 — carboxyphenyl 


- 


nitro 


butyl 


3 — carboxyphenyl 




nitro 


butyl 


4 — carboxyphenyl 




nitro 


butyl 


2 — ( methylcarbamoyl ) phenyl 




nitro 


butyl 


3 — ( methylcarbamoyl ) phenyl 




nitro 


butyl 


4 — ( methylcarbamoyl ) phenyl 




nitro 


butyl 


2 - ( methoxycarbonyl ) phenyl 




nitro 


butyl 


3 - ( methoxycarbonyl ) phenyl 




nitro 


butyl 


4 - ( methoxycarbonyl ) phenyl 




nitro 


butyl 


2 - ( ethoxycarbonyl ) phenyl 


j 


nitro 


butyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


butyl 


4 — ( ethoxycarbonyl ) phenyl 




nitro 


butyl 


2 - ( acetyl oxy ) phenyl 


I 


nitro 


butyl 


3 - ( acctyloxy ) phenyl 


1 


nitro 


butyl 


4 - ( acctyloxy ) phenyl 


1 


nitro 


butyl 


2 - ( propionyloxy ) phenyl 


1 


nitro 


butyl 


3 - ( propionyloxy ) phenyl 


1 


nitro 


butyl 


4 - ( propionyloxy ) phenyl 


1 


nitro 


butyl 


2 - trifluorometbylpbenyl 


1 


nitro 


butyl 


3 - trifluorometbylpbenyl 


1 


nitro 


butyl 


4 - trifluoromethylphenyl 


1 


nitro 


butyl 


2 - thienyl 




nitro 


butyl 


3 - thienyl 




nitro 


butyl 


2-furyl 




nitro 


butyl 


3- fury 1 




nitro 


butyl 


2 - pyridyl 




nitro 


butyl 


3 - pyridyl 




nitro 


buryl 


4 - pyridyl 


2 


nitro 


butyl 


phenyl 


2 


nitro 


buryl 


2 - fluorophenyl 


2 


nitro 


butyl 


3 - fluorophenyl 
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Tabic 3(continuaiion 19) 



m 


P 1 

K 


IV 


7 

Lb 


*> 
2 


nitro 


Wit 

ouiyi 


4 — fluorophenyl 


2 


nitro 


butyl 


z t 4 — diuuoropaenyi 


2 


nitTO 


butyl 


2, 5 - difluoropbenyl 


2 


nitro 


butyl 


2, 6 - difluoropbenyl 


2 


nitro 


butyl 


3,4- difluorophcnyl 


- 2 


nitro 


butyl 


3, 5 - difluorophcnyl 


2 


nitro 


butyl 


2 -chlorophenyl 


2 


nitro 


butyl 


3 - chlorophenyl 


2 


nitro 


butyl 


4 - chlorophenyl 


2 


nitro 


butyl 


2, 4 - dichlorophenyl 


2 


nitro 


butyl 


3, 4 - dichlorophenyl 


2 


nitro 


butyl 


2 - bromophenyl 


2 


nitro 


butyl 


• 3 -bromophenyl 


2 


nitro 


butyl 


4 -bromophenyl 


2 


nitro 


butyl 


2 - mcthylphenyl 


2 


nitro 


butyl 


3 -methylphenyl 


2 


nitro 


butyl 


4 - methylphenyl 


2 


nitro 


butyl 


2 — methoxyphenyt 


2 


nitro 


butyl 


3 - methoxyphenyl 


2 


nitro 


butyl 


.4 - methoxyphenyl 


2 


nitro 


butyl 


2, 3 - di methoxyphenyl 


2 


nitro 


butyl 


2, 4- dirnethoxyphenyl 


2 


nitro 


butyl 


3, 4 - dirnethoxyphenyl 


2 


nitro 


butyl 


3,5- dirnethoxyphenyl 


2 


nitro 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


butyl 


3,4- Methylenedioxy ) phenyl 


2 


nitro 


butyl 


2 — hydroxyphenyl 


2 


nitro 


butyl 


3 - hydroxyphenyl 


2 


nitro 


butyl 


4 - hydroxyphenyl 


2 


nitro 


butyl 


2 - aminophenyl 


2 


nitro 


butyl 


3 - aminophenyl 


2 


nitro 


butyl 


4 - aminophenyl 


2 


nitro 


butyl 


2 - ( methylamino ) phenyl 


2 


nitro 


butyl 


3 — ( methylamino ) phenyl 


2 


nitro 


butyl 


4 - ( methylamino ) phenyl 


2 


nitro 


butyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


butyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


butyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


butyl 


2 - carboxyphenyl 


7 


nifm 
IllUv 


hutvl 


"\ rarhnif vnhtTivl 

•J vaiUUAj^UwUjl 


2 


nitro 


butyl 


4 -carboxyphenyl 


2 


nitro 


butyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


butyl 


3 - { methylcarbamoyl ) phenyl 


2 


nitro 


butyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


butyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


butyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


butyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


butyl 


2 - ( ethoxycarbonyl ) phenyl 
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Table 3(continuation 20) 



IB 


R 1 


R 3 


Z 


2 


nitro 


butyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


butyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


butyl 


2 - ( acetyl oxy ) phenyl 


2 


nitro 


butyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


butyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


butyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


butyl 


3 - ( propionyloxy ) phenyl 


! 2 


nitro 


butyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


butyl 


2 - trifluoromethylphenyl 


2 


nitro 


butyl 


3 - trifluoromethylphenyl 


2 


nitro 


butyl 


4 - trifluoromethylphenyl 


2 


nitro 


butyl 


2 — thienyl 


. 2 


nitro 


butyl 


3 - thienyl 


2 


nitro 


butyl 


2- fury 1 


2 


nitro 


butyl 


3-furyl 


2 


nitro 


butyl 


2 - pyridyl 


2 


nitro 


butyl 


3 - pyridyl 


2 


nitro 


butyl 


4 - pyridyl 




nitro 


hydroxyethyl 


phenyl 


j 


nitro 


hydroxyethyl 


2 - fluorophenyl 


j 


nitro 


hydroxyethyl 


3 - fluorophenyl 


1 


nitro 


hydroxyethyl 


4 - fluorophenyl 




nitro 


hydroxyethyl 


2,4- difluorophenyl 


j 


nitro 


hydroxyethyl 


2, 5 - difluorophenyl 




nitro 


hydroxyethyl 


2, 6 — difluorophenyl 




nitro 


hydroxyethyl 


3,4- difluorophenyl 




nitro 


hydroxyethyl 


3,5- difluorophenyl 


1 


nitro 


hydroxyethyl 


2 — chlorophenyl 


1 


nitro 


hydroxyethyl 


3 - chlorophenyl 


1 


nitro 


hydroxyethyl 


4 — chlorophenyl 


1 


nitro 


hydroxyethyl 


2, 4 - dichlorophenyl 


1 


nitro 


hydroxyethyl 


3,4- dichlorophenyl 


1 


nitro 


hydroxyethyl 


2 - bromophenyl 


1 


nitro 


hydroxyethyl 


3 - bromophenyl 


1 


nitro 


hydroxyethyl 


4 - bromophenyl 


1 


nitro 


hydroxyethyl 


2 — methylphenyl 


1 


nitro 


hydroxyethyl 


3 -methylphenyl 


1 


nitro 


hydroxyethyl 


4 — methylphenyl 


1 


nitro 


hydroxyethyl 


2 - methoxyphenyl 




nitro 


hydroxyethyl 


3 - methoxyphenyl 




nitro 


hydroxyethyl 


4 - methoxyphenyl 




nitro 


hydroxyethyl 


2, 3 - dimethoxyphenyl 




nitro 


hydroxyethyl 


2, 4 - dimethoxyphenyl 




nitro 


hydroxyethyl 


3,4- dimethoxyphenyl 




nitro 


hydroxyethyl 


3, 5 - dimethoxyphenyl 




nitro 


hydroxyethyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


hydroxyethyl 


3, 4 - ( ethylenedioxy ) phenyl 




nitro 


hydroxyethyl 


2 - hydroxyphenyl 
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Tabic 3(continuation 21) 



m 
111 


R 1 

IV 


rv 


7 




nitrn 


hvdrnx vethvl 

11 Jf UIUAJ wlLlJf i 


j uyoiUAypiicnyi 


: 




nifrn 

111 11 V/ 


hvfirn* thvl 

11 jUIUAj vlil y 1 


/t flu/irAvtmnAiii/l 

*r — nyuroxypnenyi 


- 


nitr/i 

uiiru 


n y u i OAy v lii y i 


2 — aminophenyl 




111 11 U 


jiyuiuAyviuyi 


j — aminopnenyi 


1 

1 


nitro 


nyaroxyeuiyi 


4 — aminophenyl 




nitro 


nyaroxyeinyi 


2 — ( methylamino ) phenyl 




1 


nitro 


nyaroxyeinyi 


3 — ( methylamino ) phenyl 


I 


nitro 


hydroxyethyl 


4 — ( methylamino ) phenyl 




nitro 


hydroxyethyl 


2 - ( dime thylamino ) phenyl 




nitro 


hydroxyethyl 


3 - ( dimethylamino ) phenyl 


1 


nitro 


hydroxyethyl 


4 - ( dimethylamino ) phenyl 




nitro 


hydroxyethyl 


2 - carboxyphenyl j 


1 


nitro 


hydroxyethyl 


3 - carboxypbenyl 


1 


nitro 


hydroxyethyl 


4 - carboxyphenyl 


1 


nitro 


hydroxyethyl 


2 - ( methylcarbamoyl ) phenyl 




nitro 


hydroxyethyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


hydroxyethyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


hydroxyethyl 


2 - ( methoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


hydroxyethyl 


2 - ( acetyloxy ) phenyl 




nitro 


hydroxyethyl 


3 - ( acetyloxy ) phenyl 


1 


nitro 


hydroxyethyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


hydroxyethyl 


2 - ( propionyloxy ) phenyl 




nitro 


hydroxyethyl 


3 - ( propionyloxy ) phenyl 




nitro 


hydroxyethyl 


4 - ( propionyloxy ) phenyl 


1 


nitro 


hydroxyethyl 


2 - trifluororoethylpbeny] 


1 


nitro 


hydroxyethyl 


3 - trifluoromethylphenyl 


1 


nitro 


hydroxyethyl 


4 - trifluoromethylphenyl 


1 


nitro 


hydroxyethyl 


2-thicnyl 


1 


nitro 


hydroxyethyl 


3 - thienyl 




nitro 


hydroxyethyl 


2 - furyl 


j 

1 


nitro 


nyoroxyecnyi 


•a <;.--«i 




nitro 


h ydroxyethy 1 


2*— pyridyl 


— I — 
— - — 


u in up 


11 j UI UAJCUijl 


pynoyi 




TlitlTk 
11 III LP 


K vrl mv vWhvl 
lijr u* u AjFCiu yi 


— pyrioyi 


2 


nitro 


hydroxyethyl 


phenyl 


2 


nitro 


hydroxyethyl 


2 - tluorophenyl 


2 


nitro 


hydroxyethyl 


3 - tluorophenyl 


2 


nitro 


hydroxyethyl 


4 - fluoropbenyl 


2 


nitro 


hydroxyethyl 


2, 4 - difluorophenyl 


2 


nitro 


hydroxyethyl 


2, 5 - difluorophenyl 


2 


nitro 


hydroxyethyl 


2,6- difluorophenyl 


2 


nitro 


hydroxyethyl 


3, 4 - difluorophenyl 


2 


nitro 


hydroxyethyl 


3, 5 - difluorophenyl 
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Table 3(continuation 22) 



m 


R 1 


R 1 


Z 


2 


nitro 


hydroxyethyl 


2 - chlorophenyl 


2 


nitro 


hydroxyethyl 


3 — chlorophenyl 


2 


nitro 


hydroxyethyl 


4 — chlorophenyl 


2 


nitro 


hydroxyethyl 


2, 4 - dichlorophenyl 


2 


nitro 


hydroxyethyl 


3, 4 — dichlorophenyl 


2 


nitro 


hydroxyethyl 


2 - bromophenyl 


2 


nitro 


hydroxyethyl 


3 - bromophenyl 


2 


nitro 


hydroxyethyl 


4 - bromophenyl 


2 


nitro 


hydroxyethyl 


2- methylphenyl 


2 


nitro 


hydroxyethyl 


3 - methylphenyl 


2 


nitro 


hydroxyethyl 


4 - methylphenyl 


2 


nitro 


hydroxyethyl 


2 - rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


3 - rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


4 - rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


2, 3 - di rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


2, 4 — di rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


3,4 — di rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


3, 5 — di rnethoxyphenyl 


2 


nitro 


hydroxyethyl 


3 4 ( rnethvlenefiime v 1 nhenvl 


2 


nitro 


hvdroxvethvl 


3 4 — ( elhvleneHioYV ^ nhenvl 


2 


nitro 


hydroxyethyl 


2 — hvdroxvnhenvl 


2 


nitro 


hydroxyethyl 


3 — hvdroxvnhenvl 


2 


nitro 


hydroxyethyl 


4 — hydroxyphenyl 


2 


nitro 


hydroxyethyl 


2 — aminonhenvl 


2 


nitro 


hydroxyethyl 


3 — aminonhenvl 


2 


nitro 


hydroxyethyl 


4 — aminophenyl 


2 


nitro 


hydroxyethyl 


2 — ( methylaraino ) phenyl 


2 


nitro 


hydroxyethyl 


3 — ( methylamino ) phenyl 


2 


nitro 


hydroxyethyl 


4 — ( methylamino ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


hydroxyethyl 


2 - carboxyphenyi 


2 


nitro 


hydroxyethyl 


3 - carboxyphenyi 


2 


nitro 


hydroxyethyl 


4 - carboxyphenyi 


2 


nitro 


hydroxyethyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( propionyloxy ) phenyl 
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Table 3 (continuation 23) 



m R 1 


K y 


Z 


2 


nitro 


hydroxyethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


2 - trifluoromethylphenyl 


2 


nitro 


hydroxyethyl 


3 - trifluoromethylphenyl 


2 


nitro 


hydroxyethyl 


4 - trifluoromethylphenyl 


2 


nitro 


hydroxyethyl 


2 - thienyl 


2 


nitro 


hydroxyethyl 


3 - thienyl 




nitro 


hydroxyethyl 


2-fiiryl 




nitrn 


hydroxyethyl 


3-furyl 


9 


nitrn 


hydroxyethyl 


2 - pyridyl 


2 


nitro 


hydroxyethyl 


3 - pyridyl 




nitro 


hydroxyethyl 


4 - pyridyl 


— i 


nitro 


methoxyethyl 


phenyl 


— | 


nitro 


methoxy ethyl 


2 - fluorophenyl 


— 

— ! 


nitro 


methoxyethyl 


3 - fluorophenyl 




nitro 


methoxyethyl 


4 — fluorophenyl 


— 1 

— i 


nitro 


methoxyethyl 


2, 4 - difluorophenyl 




nitro 


m ethoxy ethy 1 


2, 5 — difluorophenyl 


— 


nitro 


methoxyethyl 


2, 6 — difluorophenyl 


— i 

— 1 — 


nitro 


methoxyethyl 


3,4- difluorophenyl 




nitro 


methoxyethyl 


3,5- difluorophenyl 


— i — 


nitro 


methoxyethyl 


2 — chlorophenyl 


— - — 


nitro 


methoxyethyl 


3 — chlorophenyl 


- 


nitro 


methoxyethyl 


4 — chlorophenyl 


1 


nitro 


methoxyethyl 


2, 4 - dichlorophenyl 





nitro 


methoxyethyl 


3,4- dichlorophenyl 


J 


r\\trf\ 

muv 


methoxyethyl 


2 — bromophenyl 





nitro 


methoxyethyl 


3 - bromophenyl 


j 

J 


nitro 


methoxyethyl 


4 - bromophenyl 




nitro 


methoxyethyl 


2 - methy lphenyl 


« 


nitro 


methoxyethyl 


3 - methy lphenyl 


r 


U1UU 


methoxyethyl 


4 - methy lphenyl 


j 


nitro 


methoxyethyl 


2 - methoxyphenyl 


j 


I nitro 


methoxyethyl 


3 - methoxyphenyl 


- j 


nitro 


methoxyethyl 


4 - methoxyphenyl 




nitro 


methoxyethyl 


2, 3 - dimethoxyphenyl 




nitro 


methoxyethyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


methoxyethyl 


3,4- dimethoxyphenyl 




nitro 


methoxyethyl 


3, 5 - dimethoxyphenyl 




nitro 


methoxyethyl 


3, 4 - ( metbylenedioxy ) phenyl 




nitro 


methoxyethyl 


3, 4 - ( ethylenedioxy ) phenyl 




nitro 


methoxyethyl 


2 -hydroxyphenyl 




nitro 


methoxyethyl 


3 - hydroxyphenyl 




nitro 


methoxyethyl 


4 - hydroxyphenyl 




nitro 


methoxyethyl 


2 - aminophenyl 




nitro 


methoxyethyl 


3 - aminophenyl 




nitro 


methoxyethyl 


4 - aminophenyl 
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Table 3(continuation 24) 



m 


R 1 


R 3 


Z 


1 


nitro 


methoxyethyl 


2 - ( methylamino ) phenyl 


1 


nitro 


methoxyethyl 


3 - ( methylamino ) phenyl 


] 


nitro 


methoxyethyl 


4 - ( methylamino ) phenyl 


1 


nitro 


methoxyethyl 


2 - ( dimethylamino ) phenyl 


1 


nitro 


methoxyethyl 


3 - ( dimethylamino ) phenyl 


] 


nitro 


methoxyethyl 


4 - ( dimethylamino ) phenyl 


] 


nitro 


methoxyethyl 


2 - carboxyphenyl 




nitro 


methoxyethyl 


3 - carboxyphenyl 


1 


nitro 


methoxyethyl 


! 4 - carboxyphenyl 


] 


nitro 


methoxyethyl 


2 — ( methylcarbamoyl ) phenyl 


I 


nitro 


methoxyethyl 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


methoxyethyl 


4 — ( methylcarbamoyl ) phenyl 


— j — 


nitro 


methoxyethyl 


2 — ( methoxycarbonyl ) phenyl 


- 1 1 


nitro 


methoxyethyl 


3 — ( methoxycarbonyl ) phenyl 


j 


nitro 


methoxyethyl 


4 — ( methoxycarbonyl ) phenyl 




nitro 


methoxyethyl 


2 — ( ethox vcarbonvl ^ nhenvl 


1 


nitro 


methoxyethyl 


3 — ( ethoxycarbonyl ) phenyl 




nitro 


methoxyethyl 


4 — ( ethox vcarbonvl \ nhenvl 





nitro 


methoxvethvl 


1 ( acetvlox v ^ nhenvl \ 


: 


nitro 


methoxvethvl 


"\ ( acetvlox v ^ nhenvl 


j 


nitro 


methoxvethvl 


A ( nrptvlnY v 1 nhenvl 

~ V «n*vtjrnJAjr / y* ti vii jr i 


: 


nitro 


methoxvethvl 


2 — r nronionvloxv ^ nhenvl 


j 


nitm 

Ml LI \J 


methoxvethvl 


^ f nrnninrtvlnyv \ nhenvl 







methoir veth vl 


& — ( nmninnulnvv \ nhpnvl 
•» \ |/JV/piviiiy lUAjf y piiwiiji 


j 


lllllv 


mettinifvethvl 

ftllv UlvA jr will 1 


7 » f riflimmiYieffivl nhenvl 
* it liiuviuixJwUJjripiivUjr J 


: 


nitro 


methoxvethvl 


3 - trifliiorornethvtnhenvl 




nitro 


methoxyethyl 


4 - trifluoromethvlDhenvl 


j 


nitro 


methoxyethyl 


2 — tbienyl 




nitro 


methoxyethyl 


3 — thienyl 


j 


nitro 


methoxyethyl 


2-furyl 




nitro 


methoxyethyl 


3- fury 1 


j 


nitro 


methoxyethyl 


2 - pyridyl 


I 


nitro 


methoxyethyl 


3 - pyridyl 


J 


nitro 


methoxyethyl 


4 - pyridyl 


2 


nitro 


methoxyethyl 


phenyl 


2 


nitro 


methoxyethyl 


2 - fluorophenyl 


2 


nitro 


methoxyethyl 


3 - fluorophenyl ! 


2 


nitro 


methoxyethyl 


4 - fluorophenyl 


2 


nitro 


methoxyethyl 


2, 4 — difluorophenyl 


2 


nitro 


methoxyethyl 


2, 5 — difluorophenyl 


2 


nitro 


methoxyethyl 


2, 6 — difluorophenyl 


2 


nitro 


methoxyethyl 


3, 4 - difluorophenyl 


2 


nitro 


methoxyethyl 


3, 5 — difluorophenyl 


2 


nitro 


methoxyethyl 


2 - chlorophenyl 


2 


nitro 


methoxyethyl 


3 - chlorophenyl 


2 


nitro 


methoxyethyl 


4 - chlorophenyl 


2 


nitro 


methoxyethyl 


2,4- dichlorophenyl 


2 


nitro 


methoxyethyl 


3, 4 - dichlorophenyl | 
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Table 3(continuation 25) 



m 


K 




7 
t+ 


2 


nitro 


methoxyethyl 


2 — bromophenyl 


2 


nitro 


methoxyethyl 


3 — bromophenyl 


2 


nitro 


methoxyethyl 


4 — bromophenyl 


2 


nitro 


methoxyethyl 


2 - methylpheoyl 


2 


nitro 


methoxyethyl 


3 — methylphenyl 


2 


nitro 


methoxyethyl 


4 - methylphenyl 


2 


nitro 


methoxyethyl 


2 - methoxyphenyl 


2 


nitro 


methoxyethyl 


3 - methoxyphenyl 


2 


nitro 


methoxyethyl 


4 - methoxyphenyl 


2 


nitro 


methoxyethyl 


2,3- dimethoxyphenyl 


2 


nitro 


methoxyethyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


methoxyethyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


methoxyethyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


methoxyethyl 


3, 4 - ( raethylencdioxy ) phenyl 


2 


nitro 


methoxyethyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


3 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


4 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


2 - aminopheny! 


2 


nitro 


methoxyethyl 


3 - aminophenyl 


2 


nitro 


methoxyethyl 


4 - aminophenyl 


2 


nitro 


methoxyethyl 


2 - ( methylamino ) phenyl 


2 


nitro 


methoxyethyl 


3 — ( methylamino ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( methylamino ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


methoxyethyl 


3 — ( dimethylamino ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


methoxyethyl 


2 - carboxyphenyl 


2 


nitro 


methoxyethyl 


3 - carboxyphenyl 


2 


nitro 


methoxyethyl 


4 — carboxyphenyl 


2 


nitro 


methoxyethyl 


2 - ( mcthylcarbamoyl ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( mcthylcarbamoyl ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( mcthylcarbamoyl ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


methoxyethyl 


4 — ( ethoxycarbonyl ) phenyl 


2 


nitro 


methoxyethyl 


j 2 — ( acetyloxy ) phenyl 


z 


nitro 


iiicuiUAywuijri 




2 


nitro 


methoxyethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


methoxyethyl . 


4 — ( propionyloxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - trifluorometbylphenyl 


2 


nitro 


methoxyethyl 


3 - trifluoromethylphenyl 


2 


nitro 


methoxyethyl 


4 - trifluoromethylphenyl 
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Table 3(continuation 26) 



m 


R 1 


R J 


Z 


2 


nitro 


methoxvethvl 


2 - thienyl 


2 


nitre 


methoxyethyl 


3 — thienyl 


2 


nitro 


methoxyethyl 


2-furyt 




nitro 


methoxvethvl 


3 - furyl 


7 


nitro 


methoxvethvl 

T VIII T » 


2 — nvridvl 


L 


nttrn 
UIIIU 


m pth riY h vl 
uiwiUiuAy wuijr i 


3 — nvriflvl 


L 


mixu 


mciuuAycuiyi 


it m n\rriHv1 
"r pyi iuy i 




nitrn S 

111 11 V 


aminoethvl 


nhenvl 


j 

1 


nitro 


anunucuiyi 


Z. llUOlvpUCIlYl 




nitro 


aminoeinyi 


1 fliinrnnnanul 

j — iiuoropnenyi 


1 


nitro 


ami noe my i 


*t iiuoropucnyi 


1 

— ! — 


nitro 


aminoethyl 


/, h - ai iiuoropnenyi 


— \ — 


nitro 


• aminoethyl 


z, j — at iiuoropnenyi 


— \ — 


nitro 


aminoetbyl 


2,6 — difluorophenyl 


— ! — 


nitro 


aminoethyl 


3, 4 — difluorophenyl 


— 1 — 


nitro 


aminoethyl 


3, 5 — difluorophenyl 


1 


nitro 


aminoethyl 


^% A Ll A » A 

z — cnioropnenyi 


1 


nitro 


aminoethyl 


3 — chloro phenyl 


J - 


nitro 


aminoethyl 


4 — chlorophenyl 




nitro 


aminoethyl 


2,4- di chlorophenyl 


1 


nitro 


aminoethyl 


3, 4 - dichlorophenyl 


1 


nitro 


aminoethyl 


2 - bromophenyl 




nitro 


aminoethyl 


3 - bromophenyl 




nitro 


aminoethyl 


4 - bromophenyl 


1 


nitro 


aminoethyl 


2 - methylphenyl 




nitro 


aminoethyl 


3 - methylphenyl 




nitro 


aminoethyl 


4 - methylphenyl 


1 


nitro 


aminoethyl 


2 — methoxyphenyl 


1 


nitro 


aminoethyl 


3 — methoxyphenyl 


— \ — 


nitro 


aminoethyl 


4 — methoxyphenyl 


— i — 


nitro 


aminoethyl 


2, 3 — dimethoxyphenyl 


— ! — 


nitro 


aminoethyl 


z, *♦ — aimeinoxypnenyi 


— I — 


nitro 


alUlDOCUiyi 


j, 1 * aimc mo a yp n c ny i 




nitro 


aJHILJUCLLiy I 


J, J — UlUlCUJUAjpilCllj' 1 


— j — 


U1U \J 


aminoetnvl 


3 4 — ( methvlenedicvxv ^ nhenvl 

■J j — ^ UlvUI/twUvUlVAj / pilvlljl 


— - — 




ami n ri/» th vl 


^ 4 — ( ethvleneHioxv \ nhenvl 


— - — 


nitrn 


aminoethvl 


2 — hvdroxvnhenvl 


— - — 


nitro 


ami n oc thy 1 


3 — hydroxyphenyl 


— : 


nitro 


aminoethvl 


4 — hydroxyphenyl 


: 


nitro 


aminoethyl 


2 — aminophenyl 


j 


nitro 


aminoethyl 


3 - aminophenyl 




nitro 


aminoethyl 


4 - aminophenyl 




nitro 


aminoethyl 


2 - ( methylamino ) phenyl 




nitro 


aminoethyl 


3 - ( methylamino ) phenyl 




nitro 


aminoethyl 


4 - ( methylamino ) phenyl 




nitro 


aminoethyl 


2 - ( dimethyl amino ) phenyl 




nitro 


aminoethyl 


3 - ( dimethylamino ) phenyl 




nitro 


aminoethyl 


4 - ( dimethylamino ) phenyl 
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Table 3(continuation 27) 



m 


R l 


R 3 


Z 


1 


nitro 


aminoethyl 


2 - carboxyphenyl 


1 


nitro 


aminoethyl 


3 - carboxyphenyl 




nitro 


aminoethyl 


4 - carboxyphenyl 


I 


nitro 


aminoethyl 


2 - ( methylcarbamoyl ) phenyl 


I 


nitro 


aminoethyl 


3 - ( methylcarbamoyl ) phenyl 


j 


nitro 


aminoethyl 


4 - ( methylcarbamoyl ) phenyl 


! 


nitro 


aminoethyl 


2 - ( methoxycarbonyl ) phenyl 




nitro 


aminoethyl 


3 - ( methoxycarbonyl ) phenyl 




nitro 


aminoethyl 


4 - ( methoxycarbonyl ) phenyl 


j 


nitro 


aminoethyl 


2 — ( ethoxycarbonyl ) phenyl 




nitro 


aminoethyl 


3 — ( ethoxycarbonyl ) phenyl 




nitro 


aminoethyl 


4 — ( ethoxycarbonyl ) phenyl 


j 


nitro 


aminoethyl 


2 — ( acetyloxy ) phenyl 


" « 


nitro 


aminoethyl 


3 — ( acetvloxv ^ nhenvl 


j 


nitro 


aminoethyl 


4 — ( acetvloxv ^ nhenvl 


— i — 


nitro 


aminoethvl 


7 — ^ nronionvlov v "i nli#>nv1 


— - — 


nitro 
11 in 1/ 


am i n th vl 


"X ( nroninnvlow ^ nhenvl 

j \ j/i ujjiuiijf iuAjr / j/iiwiiji 


i 


nitro 


aminoethvl 


4 — f nroninnvlow ^ Tih#*n\/1 


— i 


nitro 
mux* 


aminoethvl 


7 • trttliioromf.tKvlnn^nvl 
*» uHiuui uiuwiujr ijjuvuyi 


— i 

— | — 


nitro 


aminoeinyi 


-> * irinuoronaeinyipnenyi 




nitrrv 
111 u w 


am in nfth\/l 
allliimv* in y i 


A _, tnfltiornmpfhvlnh^nvl 
"r * iiiLiui/iuuiwuijf i|/Uwuyi 


— i — 


nitro 
UlUv 


amino^trivl 
alii ui v w u. i y i 


7 — rhienvl 


— 5 — 


nitro 


aminoi*thv/4 
alii l u vv liljf l 


j uucnyi 


— i — 


nitro 

111 VI V 


aminoethvl 


2-furyl 


— - — 


nitro 


om i r\ rw^th v/1 
ailliUUCUijrl 


1 - ftirvf 
j luiyi 


— - — 


nitro 


Ami'nn^tnvl 
auuiiUviiijrl 


l pyriayi 


— j — 


nitro 


3minnethvl 


\ _ nvrirl vl 


: 


mtrn 

111U v 


aminoethvl 

OUUUUVU1T i 




2 


nitro 


a m in oeth vl 


nhenvl 


2 


nitro 


aminoethyl 


7 — fluoronhenvl 


2 


nitro 


aminoethyl 


3 — fluoronhenvl 


2 


nitro 


aminoethyl 


4 — fluorophenyl 


2 


nitro 


aminoethyl 


2, 4 - difluorophenyl 


2 


nitro 


aminoethyl 


2,5- difluorophenyl 


2 


nitro 


aminoethyl 


2, 6 - difluorophenyl 


2 


nitro 


aminoethyl 


3,4 — difluorophenyl 


2 


nitro 


aminoethyl 


3, 5 - difluorophenyl 


2 


nitro 


aminoethyl 


2 - chloropbenyl 


2 


nitro 


aminoethyl 


3 - chloropbenyl 


2 


nitro 


aminoethyl 


4 -chloropbenyl 


2 


nitro 


aminoethyl 


2, 4 - dichlorophenyl 


2 


nitro 


aminoethyl 


3,4- dichlorophenyl 


2 


nitro 


aminoethyl 


2 -bromophenyl 


2 


nitro 


aminoethyl 


3 - bromophenyl 


2 


nitro 


aminoethyl 


4 -bromophenyl 


2 


nitro 


aminoethyl 


2 - methylphenyj^ 


2 


nitro 


aminoethyl 


3 -methylpbenyl 


2 


nitro 


aminoethyl 


4-methylphcnyi 
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Table 3 (continuation 28) 



m 


R 1 


R 3 


Z 


2 


nitro 


aminoethyl 


2 - methoxyphenyl 


2 


1 nitro 


aminocthyl 


3 - methoxyphenyl 


2 


nitro 


aminoethyl 


4 - methoxyphenyl 


2 


nitro 


aminoethyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


aminoethyl 


2,4- dimethoxyphenyl 


2 


nitro 


aminoethyl 


3,4- dimethoxyphenyl 


2 


nitro 


aminoethyl 


3,5- dimethoxyphenyl 


2 


nitro 


aminoethyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


aminoethyl 


3, 4 - ( ethylenedioxy ) phenyl 


2 


nitro 


aminoethyl 


2 - hydroxyphenyl 


2 


nitro 


aminoethyl 


3 - hydroxyphenyl 


2 


nitro 


aminoethyl 


4 - hydroxyphenyl 


2 


nitro 


aminoethyl 


2 - aminophenyl 


2 


nitro 


aminoethyl 


• 3 - aminophenyl 


2 


nitro 


aminoethyl 


4 — aminophenyl 


2 


nitro 


aminoethyl 


2 — ( methylamino ) phenyl 


2 


nitro 


aminoethyl 


3 - ( methylamino ) phenyl 


2 


nitro 


aminoethyl 


4 - ( methylamino ) phenyl 


2 


nitro 


aminoethyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


aminoethyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


aminoethyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


aminoethyl 


2 - carboxyphenyl 


2 


nitro 


aminoethyl 


3 - carboxyphenyl 


2 


nitro 


aminoethyl 


4 - carboxyphenyl 


2 


nitro 


aminoethyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


aminoethyl 


3 — ( methylcarbamoyl ) phenyl 


2 . 


nitro 


aminoethyl 


4 — ( methylcarbamoyl ) phenyl 


'2 


nitro 


aminoethyl 


2 — ( methoxy carbonyl ) phenyl 


2 


nitro 


aminoethyl 


3 - ( raethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


aminoethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


2 - trifluoromethylphenyl 


2 


nitro 


aminoethyl 


3 - trifluoromethylphenyl 


2 


nitro 


aminoethyl 


4 - trifluoromethylphenyl 


2 


nitro 


aminoethyl 


2 - thienyl 


2 


nitro 


aminoethyl 


3 - thienyl 


2 


nitro 


aminoethyl 


2 - fury! 


2 


nitro 


aminoethyl 


3-furyl 


2 


nitro 


aminoethyl 


2 - pyridyl 


2 


nitro 


aminoethyl 


3 - pyridyl 
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Table 3(continuation 29) 



Tti 


R 1 


R 3 


z 


2 


nitro 


aminoethyl 


4 - nvridyl 




nitro 


fomiyl 


phenyl 




nine 


forroyl 


2 — fluorophenyl 





nitro 


formyl 


3 — fluoroohenvl 


: 


nitro 


TAimvi 

iviiujri 


4 fluoronlienvl 


1 


nitro 




4 — ffiflunrnnVicri vl 


j 


nitro 


irtrmvl 

liJi 111 J k 


L ^ — diflufimnlienvl 

A*) •/ UlUUUIvpUvUJI 




I 


nitro 


formyl 


z, o — uiiiuoropncnyi 




nitro 


formyl 


j, *t — Qiiiuoropncnyi 


j 


nitro 


ionuyi 


j, j — uiiiuutupiivoyi 





nitro 


tormyi 


z — caioropncnyi 




1 


nitro 


formyl 


o — caioropncnyi 


.! 


nitro 


formyl 


4 — cnioropnenyi 


- \ 


nitro 


formyl 


2, 4 - otcnlorophenyl 




nitro 


formyl 


3,4 — dichlorophenyl 


1 


nitro 


formyl 


2 - bromophenyl 




nitro 


formyl 


3 - bromophenyl 




nitro 


formyl 


4 - bromophenyl 




nitro 


formyl 


2 - roethylpbenyl 




nitro 


formyl 


3 - mcthylphenyl 




nitro 


formyl 


4 - methylphenyl 




nitro 


formyl 


2 - mcthoxyphenyl 




nitro 


formyl 


3 - mcthoxyphenyl 




nitro 


formyl 


4 -mcthoxyphenyl 




nitro 


formyl 


2,3- dimethoxyphenyl 


1 


nitro 


formyl 


2,4- dimethoxyphenyl \ 




nitro 


formyl 


3,4- dimethoxyphenyl 


* 


nitro 


formyl 


3, 5 — dimethoxyphenyl 


1 


nitro 


formyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


formyl 


3, 4 — ( ethylenedioxy ) phenyl 


— i — 


nitro 


formyl 


2 — hydroxy phenyl 




nitro 


formyl 


j — nyaroxypnenyi 


— - — 

— i — 


nitro 


formyl 


*f — nyaroxypnenyi 


— J — 


nitro 


lormyl 


2 — aminophenyl 


— i — 


. nitro 


iormyi 


j — aminopneuyi 




nitro 


formyl 


A AfM«nn«inAfi\jl 

*t aminopnenyi 


— I — 


nitTfi 


formyl 


7 — T methvlamino ^ nhenvt 


— - — i 


nitro 


fnrmvl 


— ( tnfthvlartiinn 1 nticnvl 


— j — 


nitro 


fArmvl 
lvIUljrl 


A — ( fYi^tHvlaiTiinft ^ filip.nvl 


— - — 


ftilTA 
IlIUv 


fonnvl 

ivi uiy I 


7 ( dimethvlamino ^ nhenvl 




nitro 


formyl 


3 — ( dimethylamino ) phenyl 




nitro 


formyl 


4 - ( dimethylamino ) phenyl 




nitro 


formyl 


2 - carboxyphenyl 




nitro 


formyl 


3 - carboxyphenyl 




nitro 


formyl 


4 - carboxyphenyl 




nitro 


formyl 


2 - ( methylcarbamoyl ) phenyl 




nitro 


formyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


formyl 


4 - ( methylcarbamoyl ) phenyl 
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Tabic 3 (continuation 30) 



m 


R' 


R 3 

IV 


7 
L 





nitro 


luimyi 


2 — ( methoxycarbonyl ) phenyl 


1 


nitro 


formyl 


3 - ( methoxycarbonyl ) phenyl 


— I 


nitro 


formyl 


4 - ( methoxycarbonyl ) phenyl 


— 5 — 


nitro 


formyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


formyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


formyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


formyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


formyl 


3 - ( acetyloxy ) phenyl 


1 - 


nitro 


formyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


formyl 


2 - ( propionyloxy ) phenyl 


1 


nitro 


formyl 


3 - ( propionyloxy ) phenyl 


1 


nitro 


formyl 


4 - ( propionyloxy ) phenyl 


1 


nitro 


formyl 


2 - trifluoromethy Iphenyl 


i 


nitro 


formyl 


3 - trifluoromethylphenyl ! 


i 


nitro 


formyl 


. 4 - trifluoromethylphenyl 


i 


nitro 


formyl 


2 - thienyl 


l 


nitro 


formyl 


3 - thienyl 


i 


nitro 


formyl 


2-furyl 


l 


nitro 


formyl 


3 - furyl 


i 


nitro 


formyl 


2 - pyridyl 


i 


nitro 


formyl 


3 - pyridyl 


i 


nitro 


formyl 


4 - pyridyl 


2 


nitro 


formyl 


phenyl 


2 


nitro 


formyl 


2 - fluorophenyl 


2 


nitro 


formyl 


3 - fluorophenyl 


2 


nitro 


formyl 


4 - fluorophenyl 


2 


nitro 


formyl 


2, 4 - difluorophenyl 


2 


nitro 


formyl 


2, 5 - difluorophenyl 


2 


nitro 


formyl 


2, 6 - difluorophenyl 


2 


nitro 


formyl 


3, 4 - difluorophenyl 


2 


nitro 


formyl 


3,5- difluorophenyl 


2 


nitro 


formyl 


2 — chlorophenyl 


2 


nitro 


formyl 


3 - chlorophenyl 


2 


nitro 


formyl 


4 - chlorophenyl 


2 


nitro 


formyl 


2, 4 - dichlorophenyl 


2 


nitro 


formyl 


3, 4 - dichlorophenyl 


2 


nitro 


iorroyi 


2 — bromopheny 1 


•* 
2 


nitro 


formyl 


3-bromopbeny] . 


2 


nitro 


C n . .. it 

formyl 


4 — bromophenyl 


*> 


nitro 


formyl 


I — metny lpnenyl 


2 


nilrn 


■formvl 


j iiicui yipucuyi 


2 


nitro 


formyl 


4 - methylphenyl 


2 


nitro 


formyl 


2 - methoxyphenyl 


2 


nitro 


formyl 


3 - methoxyphenyl 


2 


nitro 


formyl 


4 — methoxyphenyl 


2 


nitro 


formyl 


2, 3 - dimetboxyphenyl 


2 


nitro 


formyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


formyl 


3, 4 - dimethoxyphenyl 
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Table 3(continuation 31) 



m 


R 1 


R 3 


Z 


2 


nitro 


formyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


fonnyl 


3, 4 - ( tnethylenedioxy ) phenyl 


2 


nitro 


formyl 


3, 4 - ( ethylencdioxy ) phenyl 


2 


nitro 


formyl 


2 - hydroxyphenyl 


2 


nitro 


formyl 


3 - hydroxyphenyl 


2 


nitro 


formyl 


4 - hydroxyphenyl 


2 


nitro 


formyl 


2 - aminophenyl 


2 


nitro 


formyl 


3 - aminophenyl 


2 


nitro 


formyl 


4 - aminophenyl 


2 


nitro 


formyl 


2 - ( rnethylamino ) phenyl 


2 


nitro 


formyl 


3 - ( rnethylamino ) phenyl 


2 


nitro 


formyl 


4 - ( rnethylamino ) phenyl 


2 


nitro 


fonnyl 


2 — ( dimethylamino ) phenyl 


2 


nitro 


formyl 


3 - ( dimethylamino ) phenyl 


& 


nitro 


formyl 


4 - ( dimethylamino ) phenyl 


X 


UlUU 


formyl 


2 — carboxypheny 1 


X 


nitrA 

UlUv 


formyl 


3 — carboxyphenyl 


X 


11 111 u 


formyl 


4 — carboxyphenyl 


9 


nitrn 

UlUv 


formyl 


2 — ( methylcarbamoyl ) phenyl 


*} 

X 


UlllU 


formyl 


3 — ( methylcarbamoyl ) phenyl 


X 


nitro 


fnrmvl 
iKJi my i 


4 — ( methylcarbamoyl ) phenyl 


X 


njtrfi 

UllLU 


formyl 


2 — ( methoxycarbonyl ) phenyl 


*> 
Z 


nitro 


■flrtrmvl 
my i 


7 / methoxvcarbonvl ^ nhenvl 


*> 

X 


nitro 


lArfnifl 

ioxmyi 


d. — ( mrthftY vcarhonvl \ nhenvl 


X 


nitro 


formyl 


2 — ( ethoxycarbonyl ) phenyl 


X 


nitro 

Mill VJ 


fonnyl 


3 - ( ethoxycarbonyl ) phenyl 


*> 

X 


uitiu 


formyl 


4 — ( ethoxycarbonyl ) phenyl 


*> 

X 


nitro 


formyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


formyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


fonnyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


fonnyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


fonnyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


formyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


formyl 


2 - trifluoromethylphenyl 


2 


nitro 


formyl 


3 - trifluoromethylphenyl 


2 


nitro 


formyl 


4 - trifluoromethylphenyl 


2 


nitro 


formyl 


2 - thienyl \ 


2 


nitro 


fonnyl 


3 - thienyl 


2 


nitro 


formyl 


2- fury 1 


2 


nitro 


formyl 


3-furyl 


2 


nitro 


fonnyl 


2 - pyridyl 


2 


nitro 


formyl 


3 - pyridyl 


2 


nitro 


formyl 


4 - pyridyl 




nitro 


acetyl 


phenyl 




nitro 


acetyl 


2 - fluorophenyl 




nitro 


acetyl 


3 - fluorophenyl 




nitro 


acetyl 


4 - fluorophenyl 




nitro 


acetyl 


2,4-difluorophenyl 
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Table 3 (continuation 32) 



m 


R* 


R J 


Z 


1 


nitro 


acetyl 


2,5- difluorophenyl 


1 


nitro 


acetyl 


2, 6 - difluorophenyl 


1 


nitro 


acetyl 


3,4- difluorophenyl 


1 


nitro 


acetyl 


3,5- difluorophenyl 


1 


nitro 


acetyl 


2 -chlorophenyl 


1 


nitro 


acetyl 


3 - chlorophenyl 


1 


nitro 


acetyl 


4 - chlorophenyl 


1 


nitro 


acetyl 


2, 4 - dichlorophenyl 


1 


nitro 


acetyl 


3,4- dichlorophenyl 


1 


nitro 


acetyl 


2 - bromophenyl 




nitro 


acetyl 


3 - bromophenyl 


I 


nitro 


acetyl 


4 - bromophenyl 




nitro 


acetyl 


2 - methylphenyl 


I 


nitro 


acetyl 


3 - methylphenyl 


1 


nitro 


acetyl 


4 - methylphenyl 


1 


nitro 


acetyl 


2 — methoxyphenyl 


I 


nitro 


acetyl 


3 - methoxyphenyl 


I 


nitro 


acetyl 


4 - methoxyphenyl 


I 


nitro 


acetyl 


2, 3 - dimethoxyphenyL 




nitro 


acetyl 


2, 4 - dimetboxyphenyl 


j 


nitro 


acetyl 


3,4- dimethoxypheny! 


1 


nitro 


acetyl 


3,5 — dimethoxypheny 1 


1 


nitro 


acetyl 


3, 4 — ( methylenedioxy ) phenyl 


j 


nitro 


acetyl 


3, 4 — ( ethylenedioxy ) phenyl 


I 


nitro 


acetyl 


2 — hydroxyphenyl 


j 


nitro 


acetyl 


3 - hydroxyphenyl 


1 


nitro 


acetyl 


4 — hydroxyphenyl 


! 


nitro 


acetyl 


2 — aminophenyl 


1 


nitro 


acetyl 


3 - aminophenyl 




nitro 


acetyl 


4 - aminophenyl 


] 


nitro 


acetyl 


2 - ( methylamino ) phenyl 




nitro 


acetyl 


3 - ( methylamino ) phenyl 


1 


nitro 


acetyl 


4 - ( methylamino ) phenyl 


1 


nitro 


acetyl 


2 - ( dimethylamino ) phenyl 


1 


nitro 


acetyl 


3 - ( dimethylamino ) phenyl 


1 


nitro 


acetyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


acetyl 


2 - carboxyphenyl 


1 


nitro 


acetyl 


3 - carboxyphenyl 


1 


nitro 


acetyl 


4 - carboxyphenyl 




nitro 


acetyl 


2 - ( methylcarbamoyl ) phenyl 




nitro 


acetyl 


3 - ( methylcarbamoyl ) phenyl 




nitro 


acetyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


acetyl 


2 - ( methoxycarbonyl ) phenyl 




nitro 


acetyl 


3 - ( methoxycarbonyl J phenyl 




nitro 


acetyl 


4 - ( methoxycarbonyl ) phenyl 




nitro 


acetyl 


2 - ( ethoxycarbonyl ) phenyl 




nitro 


acetyl 


3 - ( ethoxycarbonyl ) phenyl 




nitro 


acetyl 


4 - ( ethoxycarbonyl ) phenyl 
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Table 3(continuation 33) 



m 


R' 


R J 


Z 


j 


nitro 


acetyl 


2 - ( acetyloxy ) phenyl 


I 


nitro 


acetyl 


3 - ( acetyloxy ) phenyl 


j 


nitro 


acetyl 


4 - ( acetyloxy ) phenyl 


I 


nitro 


acetyl 


2 - ( propionyloxy ) phenyl 




nitro 


acetyl 


3 - ( propionyloxy ) phenyl 


1 


nitro 


acetyl 


4 - ( propionyloxy ) phenyl 


j 


nitro 


acetyl 


2 - trifluoromethylphenyl 




nitro 


acetyl 


3 - trifluoromethylphenyl 




nitro 


acetyl 


4 - trifluoromethylphenyl 




nitro 


acetyl 


2 - thienyl 




nitro 


acetyl 


3 — thienyl 


1 


nitro 


acetyl 


2-fiiryl 


— 5 


IHUU 


acetyl 


3 - furyl 


— : 


nitro 


acetyl 


2 — Dvridvi 


— j 


Hill VJ 


acetyl 


3 — ovridvl 


— i 


nitro 


acetyl 


4 — nvridvl 


Z 


uiuu 


avvljr l 


nhenvl 


*> 
Z 


nitro 




1 — fluoroohenvl 


n 

Z 


nitro 


acetyl 


"\ — fhinronhenvl 


*> 
Z 


nitro 




4 fliinronhpiivl 


*> 

z 


nitro 




*7 A Hiflnomnhenvl 

^1 *r UJllUvlU|IUwUYl 


z 


uiuu 




"2 5 — riifluornnhenvl 


z 


nitro 


acetyl 


7 f\ iHiflnArrtnKmvl 

U UlltUvll/JJUVlij I 


*> 

z 


nitro 


acetyl 


1 4 — Hifliinrrmhenvl 


z 


nitro 




1 5 — difluoroTihenvl 

^^^J^ ^ ViJilUvtV)/llwUJ( 


z 


nitro 


ar'pfvl 


2 chloronhen vl 


z 


nitro 


<iwvi jr i 


3 — ehloroohenvl 


<> 

z 


nitro 


acetyl 


4 — ehloroohenvl 

will VI VUllvH T M 


t» 


111 u v 


acetyl 


2, 4 — dichlorophenyl 




nitro 


acetyl 


3,4 — dichlorophenyl 


7 


nitro 


acetyl 


2 — bromophenyl 


2 


nitro 


acetyl 


3 — bromophenyl 


2 

X- 


nitro 


acetyl 


4 — bromophenyl 


2 


nitro 


acetyl 


2 - methyfphenyl 


2 


nitro 


acetyl 


3 - methylphenyl 


2 


nitro 


acetyl 


4 - methylphenyl 


2 


nitro 


acetyl 


2 - methoxyphenyl 


2 


nitro 


acetyl 


3 - methoxyphenyl 


2 


nitro 


acetyl 


4 - methoxyphenyl 


2 


nitro 


acetyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


acetyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


acetyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


acetyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


acetyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


acetyl 


3, 4 - ( ethylenedioxy ) phenyl n 


2 


nitro 


acetyl 


2-hydroxyphenyl 


2 


nitro 


acetyl 


3 -hydroxypbenyl 


2 


nitro 


acetyl 


4 -hydroxy-phenyl 
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Table 3(continuation 34) 



m 


D 1 

rv 


p 3 


7 


2 


nitro 


acetyl 


2 — aininophenyl 


2 


nitro 


acetyl 


3 - aminophenyl 


2 


. nitro 


acetyl 


4 - aminophenyl 


2 


nitro 


acetyl 


2 - (• methylarmno ) phenyl 


2 


nitro 


acetyl 


3 - ( methylamino ) phenyl 


2 


nitro 


acetyl 


4 - ( methylamino ) phenyl 


2 


nitro 


acetyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


acetyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


acetyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


acetyl 


2 - carboxyphenyl 


2 


nitro 


acetyl 


3 - carboxyphenyl 


2 


nitro 


acetyl 


4 - carboxyphenyl 


2 


nitro 


acetyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


acetyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


acetyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


acetyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


4 - ( methoxycarbonyl ) phenyl 


2 


U n * tro 


acetyl 


2 - { cthoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


3 - ( cthoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


4 - ( cthoxycarbonyl ) phenyl 


2 


nitro 


acetyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


4 - ( acetyloxy ) phenyl 


2 


. nitro 


acetyl 


2 — ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


2 - trifluoromethylphenyl 


2 


nitro 


acetyl 


3 - trifluoromethylphenyl 


2 


nitro 


acetyl 


4 - trifluoromethylphenyl 


2 


nitro 


acetyl 


1 2 - thienyl 


2 


nitro 


acetyl 


3 - thienyl 


2 


nitro 


acetyl 


2-turyl 


2 


nitro 


acetyl 


3 -fury I 


2 


nitro 


acetyl 


2 - pyridyl 


2 


nitro 


acetyl 


3 - pyridyl 


2 


nitro 


acetyl 


4 - pyridyl 


1 


nitro 


propionyl 


phenyl 


1 


nitro 


propionyl 


2 - fluorophenyl 


1 


nitro 


propionyl 


3 - fluorophenyl ! 




nitro 


propiuuyi 


*f — iiuorupnenyr 




nitro 


propionyl 


i 2,4- difluorophenyl 




nitro 


propionyl 


2,5- difluorophenyl 




nitro 


propionyl 


2, 6 -difluorophenyl 




nitro 


propionyl 


3, 4 - difluorophenyl 




nitro 


propionyl 


3, 5 - difluorophenyl 




nitro 


propionyl 


2-chlorophenyl 




nitro 


propionyl 


3 - chlorophenyl 
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Table 3(continuation 35) 



m 


R* 


R 3 


z 


1 


nitro 


propionyl 


4-chlorophenyl 


1 


nitro 


propionyi 


2, 4 - dicblorophcnyl 


1 


nitro 


propionyl 


3, 4 - dichlorophenyl 


1 


nitro 


propionyl 


2-bromophenyl 


1 


nitro 


propionyl 


3 -bromophenyl 


1 


nitro 


propionyl 


4 - bromophenyl 


1 


nitro 


propionyl 


2-ractbylphcnyl 


1 


nitro 


propionyl 


3 - methylphenyl 


1 


nitro 


propionyl 


4-methylphenyl 


1 


nitro 


propionyl 


2 - mcthoxyphenyl 


1 


nitro 


propionyl 


3 - mcthoxyphenyl 


l 


nitro 


propionyl 


4 - methoxyphenyl 


1 


nitro 


propionyl 


2, 3 - dimethoxyphenyl 


1 


nitro 


propionyl 


2 % 4 - dimethoxyphenyl 


l 


nitro 


propionyl 


3, 4 - dimethoxyphenyl 


1 


nitro 


propionyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


propionyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


propionyl 


3, 4 - ( ethylcnedioxy ) phenyl 


1 


nitro 


propionyl 


2 - hydroxypbcnyl 


1 


nitro 


propionyl 


3 - hydroxyphcnyl 


1 


nitro 


propionyl 


4 - hydroxyphenyl 


1 


nitro 


propionyl 


2 — aminophenyl 


I 


nitro 


propionyl 


3 - aminophenyl 




nitro 


propionyl 


4 — aminophenyl 


1 


nitro 


propionyl 


2 - ( methylamino ) phenyl 


1 


nitro 


propionyl 


3 - ( methylamino ) phenyl 


1 


nitro 


propionyl 


4 - ( methylamino ) phenyl 




nitro 


propionyl 


2 - ( dimethylamino ) phenyl 


i 


nitro 


propionyl 


3 — { dimethylamino ) phenyl 


1 


nitro 


propionyl 


4 — ( dimethylamino ) phenyl 


1 


nitro 


propionyl 


2 - carboxyphenyl 


1 


nitro 


propionyl 


3 - carboxypbenyl 


1 


nitro 


propionyl 


4 - carboxypbenyl 


1 


nitro 


propionyl 


2 - ( methylcarbamoyl ) phenyl 


1 


nitro 


propionyl 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


propionyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


propionyl 


2 - ( methoxycarbonyl ) phenyl 


1 


nitro 


propionyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


propionyl 


4 - ( methoxycarbonyl ) phenyl 


1 


nitro 


propionyl 


2 - ( ethoxycarbonyl ) phenyl 




nitro 


propionyl 


3 — ^ ethoxycarbonyl ) phenyl 




nitro 


propionyl 


4 - { ethoxycarbonyl ) phenyl 




nitro 


propionyl 


2 - ( acetyloxy ) phenyl 




nitro 


propionyl 


3 - ( acetyloxy ) phenyl 




nitro 


propionyl 


4 - ( acetyloxy ) phenyl 




nitro 


propionyl 


2 -( propionyloxy ) phenyl 




nitro 


propionyl 


3 - (propionyloxy ) phenyl 




nitro 


propionyl 


4 - ( propionyloxy ) phenyl 
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Table 3(continuation 36) 



m 


D> 

IV 


IV 


7 

Zj 





nitrrt 

hi it yt 


TirAtiinnvl 


iniiuoiouiciiiyipncny i 





nitro 


propionyi 


j cnnuoromeirjyipnenyj 





nitro 


propionyi 


4 - trifluororoethylphenyl 




nitro 


nrnntnnvl 

propionyi 


z — uuenyi 


1 


nitro 


• propionyi 


3 — thienyl 




2 


nitro 


propionyi 


/ — ruryl 




nitro 


propionyi 


i — iuxyi 


- 

1 


nitro 


propionyi 


2 — pyridyl 


— ! — 


nitro 


propionyi 


3 - pyridyl 


1 


nitro 


propionyi 


4 -pyridyl 


2 


nitro 


propionyi 


phenyl 


2 


nitro 


propionyi 


2 - fluorophenyl 


2 


nitro 


propionyi 


3 - fluorophenyl 


2 


nitro 


propionyi 


4 - fluorophenyl 


2 


nitro 


propionyi 


2, 4 - difluorophenyl 


2 


nitro 


propionyi 


2, 5 - difluorophenyl 


2 


nitro 


propionyi 


! 2, 6 - difluorophenyl 


2 


nitro 


propionyi 


3,4- difluorophenyl 


2 


nitro 


propionyi 


3, 5 - difluorophenyl 


2 


nitro 


propionyi 


2 — chloropbenyl 


2 


nitro 


propionyi 


3 — chloropbenyl 


2 


nitro 


propionyi 


4 - chloropbenyl 


2 


nitro 


propionyi 


2, 4 - di chloropbenyl 


2 


nitro 


propionyi 


3,4 — di chloropbenyl 


2 


nitro 


propionyi 


2 - bromopbeny 1 


2 


nitro 


propionyi 


3 - bromophenyl 


2 


nitro 


propionyi 


4 — bromophenyl 


2 


nitro 


propionyi 


2 - methylphenyl 


2 


nitro 


propionyi 


3 - methylphenyl 


2 


nitro 


propionyi 


4 - methylphenyl 


2 


nitro 


propionyi 


2 - methoxyphenyl 


2 


nitro 


propionyi 


3 - methoxyphenyl 


2 


nitro 


propionyi 


4 - methoxyphenyl 


2 


nitro 


propionyi 


2, 3 - di methoxyphenyl 


*> 

2 I 


nitro 


propionyi 


2, 4 - dimethoxyphenyl 


2 


nitro 


propionyi 


3,4- dimethoxyphenyl 




nitro 


nfnni t\n v/l 
pi upiuuyi 


3, j — oimcinoxypnenyi 


z 


nitro 


propionyi 


3, 4 — ( methylenedioxy ) phenyl \ 


z 


nitro 


propionyi 


3, 4 — ( ethylenedioxy ) phenyl 


2 


llilJU 




"7 — - hvHmwnhpnvil 
BjrUiUJvypiicuyi 


2 


nitro 


propionyi 


3 — hvdroxvnhenvl 

IIJU1VAJ |/UVIIJ t 


2 


nitro 


propionyi 


4 - hydroxyphenyl 


2 


nitro 


propionyi 


2 - aminophenyl 


2 


nitro 


propionyi 


3 - aminophenyl 


2 


nitro 


propionyi 


4 - aminophenyl 


2 


nitro 


propionyi 


2 - ( methylamino ) phenyl 


2 


nitro 


propionyi 


3 - ( methylamino ) phenyl 


2 


nitro 


propionyi 


4 - ( methylamino ) phenyl 
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Tabic 3(continuation 37) 



m 


lv 


IV 


7 


*> 


nitro 


propiunyi 


*} / H tmpfViv/1 3mir\rv ^ oh^nvl 

it — \ UlUJCiuyjaiiiluu / fJUwitji 


2 \ 


nitro 


propionyi 


j — ^ uitncujyiaiiiinu ) pncuyi 


2 


nitro 


propionyi 


h — t Qimeinyiarriino ) pnenyi 


2 


nitro 


propionyi 


z — • Caiooxypncnyi 


2 


nitro 


propionyi 


3 — carboxyphenyl 


2 


nitro 


propionyi 


4 — carboxyphenyl 


2 


nitro 


propionyi 


2 — ( methylcarbamoyl ) phenyl 


2 


nitro 


propionyi 


3 — ( methylcarbamoyl ) phenyl 


2 


nitro 


propionyi 


4 — ( methylcarbamoyl ) phenyl 


2 


nitro 


propionyi 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


propionyi 


2 - ( acetyloxy ) phenyl 


2 


nitro 


propionyi 


3 - ( acetyloxy ) phenyl 


2 


nitro 


propionyi 


4 - ( acetyloxy ) phenyl 


2 


nitro 


propionyi 


2 - ( propionyloxy ) phenyl 


2 


nitro 


propionyi 


3 - ( propionyloxy ) phenyl 


2 


nitro 


propionyi 


4 - ( propionyloxy ) phenyl 


2 


nitro 


propionyi 


2 - trifluoromethylphenyl 


2 


nitro 


propionyi 


3 - trifluoromethylphenyl 


2 


nitro 


propionyi 


4 - trifluoromethylphenyl 


2 


nitro 


propionyi 


2 - thienyl 


2 


nitro 


propionyi 


3 - thienyl 


2 


nitro 


propionyi 


2-furyl 


2 


nitro 


propionyi 


3-furyl 


2 


nitro 


propionyi 


2 - pyridyl 


2 


nitro 


propionyi 


3 - pyridyl 


2 


nitro 


propionyi 


4 - pyridyl 




nitro 


ethoxycarbonyl 


phenyl 




nitro 


ethoxycarbonyl 


2 -fluorophenyl 




nitro 


ethoxycarbonyl 


3 — fluorophenyl 




nitro 


ethoxycarbonyl 


4 - fluorophenyl 


... J . 


nitro 


ethoxycarbonyl 


2, 4 - difluorophenyl 




nitro 


ethoxycarbonyl 


JL 7 o — aitiuoropnenyi 


1 


nitro 


ethoxycarbonyl 


2, 6 - difluorophenyl 


. 1 


nitro 


ethoxycarbonyl 


3, 4 — difluorophenyl 


1 


nitro 


ethoxycarbonyl 


3, o — amuoropnenyi 




nitro 


pthnv vi*i*f4wkfwl 

CUIUA jr w4U \f\JUJ 1 


1 chloronhenvl 




nitro 


ethoxycarbonyl 


3 -chlorophenyl 




nitro 


ethoxycarbonyl 


4 - chlorophenyl 




nitro 


cthoxycarbonyl 


2,4- dichlorophenyl 




nitro 


ethoxycarbonyl 


3, 4 - dichlorophenyl 




nitro 


ethoxycarbonyl 


2 - bromophenyl 




nitro 


ethoxycarbonyl 


3-bromophenyl 




nitro 


ethoxycarbonyl 


4 -bromophenyl 
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Table 3(continuation 38) 



m 




IV 


7 




mtro 


A + n AVI //* *1 Wry /*! y% mil 

emoxycaruonyi 


2 — methylphenyl 


1 

J 


nitro 


eiDoxycaroonyi 


3 — rnethylphenyl 


1 


nitro 


cth oxy carbony 1 


4 — methylphenyl 


1 


nitro 


ethoxycarbonyl 


2 - methoxypbenyl 




nitro 


eth oxy carbony 1 


3 - methoxypbenyl 


1 


nitro 


ethoxycarbonyl 


4 — methoxypbenyl 


1 


nitro 


ethoxycarbonyl 


2, 3 - dimethoxyphenyl 


y 


nitro 


ethoxycarbonyl 


2,4- dimethoxyphenyl 




nitro 


ethoxycarbonyl 


3,4- dimethoxyphenyl 




nitro 


ethoxycarbonyl 


3,5- dimethoxyphenyl 


1 


nitro 


ethoxycarbonyl 


3» 4 - ( metbylenedioxy ) phenyl 




nitro 


ethoxycarbonyl 


3, 4 — ( ethylenedioxy ) phenyl 




nitro 


ethoxycarbonyl 


2 - hydroxyphenyl 




nitro 


ethoxycarbonyl 


3 — hydroxyphenyl 




nitro 


ethoxycarbonyl 


4 - hydroxyphenyl 


i 


nitro 


ethoxycarbonyl 


2 — aminophenyl 


i ! 


nitro 


ethoxycarbonyl 


3 — aminophenyl 


1 ! 


nitro 


ethoxycarbonyl 


4 - aminophenyl 


1 


nitro 


ethoxycarbonyl 


2 — ( methyl amino ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( metbylamino ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 - ( methylamino ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 - ( dimethylamino ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( dimethylamino ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 - carboxyphenyl 


1 


nitro 


ethoxycarbonyl 


3 - carboxyphenyl 


1 


nitro 


ethoxycarbonyl 


4 — carboxyphenyl 


1 


nitro 


ethoxycarbonyl 


2 - ( methylcarbamoyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( methylcarbamoyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 — ( methylcarbamoyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 — ( methoxy carbony! ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( methoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 — ( methoxycarbonyl ) phenyl 


* 1 


nitro 


ethoxycarbonyl 


2 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


ethoxycarbonyl 


2 — ( acetyloxy ) phenyl 


1 


nitro 


ethoxycarbonyl 


3 — ( acetyloxy ) phenyl 


1 


nitro 


ethoxycarbonyl 


4 — ( acetyloxy ) phenyl 


— | — 


nitro 


ethoxycarbonyl 


2 - ( propionyloxy ) phenyl 




mtro 


cinoxycaroonyi 


3 — ( propionyloxy ) phenyl 




nitro 


ethoxycarbonyl 


4 — ( propionyloxy ) phenyl 




nitro 


ethoxycarbonyl 


2 - trifluoromethylphenyl 




nitro 


ethoxycarbonyl 


3 - trifluoromethylphenyl 




nitro 


ethoxycarbonyl 


4 - trifluoromethylphenyl 




nitro 


ethoxycarbonyl 


2 - thienyl 




nitro 


ethoxycarbonyl 


3 - thienyl 




nitro 


ethoxycarbonyl 


2-furyl 
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Table 3 (continuation 39) 



m 


R 1 


R 3 


Z 


1 


nitro 


ethoxycarbonyl 


3 - furyl 


1 


nitro 


ethoxycarbonyl 


2 - pyridyl 


1 


nitro 


ethoxycarbonyl 


3 - pyridyl 


1 


nitro 


ethoxycarbonyl 


4 - pyridyl 


2 


nitro 


ethoxycarbonyl 


phenyl 


2 


nitro 


ethoxycarbonyl 


2 - fluorophenyl 


2 


nitro 


ethoxycarbonyl 


3 - fluorophenyl 


2 


nitro 


ethoxycarbonyl 


4 — fluorophenyl 


2 


nitro 


ethoxycarbonyl 


2, 4 - difluorophenyl 


2 


nitro 


ethoxycarbonyl 


2, 5 - difluorophenyl 


2 


nitro 


ethoxycarbonyl 


2, 6 - difluorophenyl 


2 


nitro 


ethoxycarbonyl 


3, 4 - difluorophenyl 


2 


nitro 


ethoxycarbonyl 


3, 5 - difluorophenyl 


2 


nitro 


ethoxycarbonyl 


2 - chlorophenyl 


2 


nitro 


ethoxycarbonyl 


3 - chlorophenyl 


2 * 


nitro 


ethoxycarbonyl 


4 - chlorophenyl 


1 2 


nitro 


ethoxycarbonyl 


2^4-dichlorophenyl 


2 


nitro 


ethoxycarbonyl 


3 f 4 - dichlorophcnyl 


2 


nitro 


ethoxycarbonyl 


2 — bromophenyl 


2 


nitro 


ethoxycarbonyl 


3 - bromophenyl 


2 


nitro 


ethoxycarbonyl 


4 — bromophenyl 


2 


nitro 


ethoxycarbonyl 


2 - methylphenyl 


2 


nitro 


ethoxycarbonyl 


3 - methylphenyl 


2 


nitro 


ethoxycarbonyl 


4 - methylphenyl 


2 


nitro 


ethoxycarbonyl 


2 - rncthoxyphenyl 


2 


nitro 


ethoxycarbonyl 


3 - methoxyphenyl 


2 


nitro 


ethoxycarbonyl 


4 - methoxyphenyl 


2 


nitro 


ethoxycarbonyl 


i 2, 3 - dimethoxypbenyl 


2 


nitro 


ethoxycarbonyl 


2, 4 - dimethoxypbenyl 


2 


nitro 


ethoxycarbonyl 


3. 4 - dimethoxypbenyl 


2 


nitro 


ethoxycarbonyl 


3, 5 - dimethoxypbenyl 


2 


nitro 


ethoxycarbonyl 


3, A - ( methylenedioxy > phenyl 


2 


nitro 


ethoxycarbonyl 


3. 4 - ( cthvlcncdioxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - hydroxyphenyl 


2 


nitro 


ethoxycarbonyl 


3 - hydroxyphenyl 


2 


nitro 


ethoxycarbonyl 


4 -hydroxyphenyl 


2 


nitro 


ethoxycarbonyl 


2 - aminophenyl 


2 


nitro 


ethoxycarbonyl 


3 - aminophenyl 


2 


nitro 


ethoxycarbonyl 


4 - aminophenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( methylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 — ( metnylamino ) pnenyi 


2 


nitro 


ethoxycarbonyl 


4 - { methylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( dimethylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( dimethylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - carboxyphenyl 


2 


nitro 


ethoxycarbonyl 


3 - carboxyphenyl 


2 


nitro 


ethoxycarbonyl 


4 - carboxyphenyl 
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Table 3(continuation 40) 



m 


R 1 


R 3 


Z 


2 


nitro 


cthoxycarbonyl 


2 - ( methylcarbamoyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


cthoxycarbonyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( acetyloxy ) phenyl 


I 2 


nitro 


ethoxycarbonyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


ethoxycarbonyl 


4 - { propionyloxy ) phenyl j 


2 


nitro 


ethoxycarbonyl 


2 - trifluoromethylphenyl 


2 


nitro 


ethoxycarbonyl 


3 - trifluoromethylphenyl 


2 


nitro 


ethoxycarbonyl 


4 - trifluoromethylphenyl 


2 


nitro 


ethoxycarbonyl 


2 - thienyl 


2 


nitro 


ethoxycarbonyl 


3 - thienyl 


2 


nitro 


ethoxycarbonyl 


2-fiiryl 


2 


nitro 


ethoxycarbonyl 


3-furyl 


2 


nitro 


ethoxycarbonyl 


2 - pyridyl 


2 


nitro 


ethoxycarbonyl 


3 - pyridyl 


2 


nitro 


ethoxycarbonyl 


4 - pyridyl 
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Table 4 

2 

Each substituent in the formula above is as follows: 



m 


R 1 


R 3 


Z 


1 


nitro 


H 


phenyl 


1 


nitro 


H 


2 - fluorophenyl 


1 


nitro 


H 


3 - fluorophenyl 


1 


nitro 


H 


4 - fluorophenyl 1 


1 


nitro 


H 


2,4- difluorophenyl 


1 


nitro 


H 


2 f 5 - difluorophenyl 


] 


nitro 


H 


2, 6 - difluorophenyl 


1 


nitro 


H 


3,4- difluorophenyl 


] 


nitro 


H 


3,5- difluorophenyl 


1 


nitro 


H 


2 - chlorophenyl 




nitro 


H 


3 - chlorophenyl 




nitro 


H 


4 -chlorophenyl 


I 


nitro 


H 


4 - methylphenyl 


\ 


nitro 


H 


2 - methoxyphenyl 


1 


nitro 


H 


3 - methoxyphenyl 


1 


nitro 


H 


4 - methoxyphenyl 


1 


nitro 


H 


2, 3 - dimethoxyphenyl 


1 


nitro 


H 


2, 4 - dimethoxyphenyl 


1 


nitro 


H 


2, 5 - dimethoxyphenyl 


1 


nitro 


H 


3, 4 - dimethoxyphenyl 


1 


nitro 


H 


3, 5 - dimethoxyphenyl 


1 


nitro 


H. 


3. 4 - ( methylenedioxy ) phenyl 




nitro 


n 


l — nyaroxypnenyi 




nitro 


H 


3 - hydroxyphenyl 




nitro 


H 


4 - hydroxyphenyl 




nitro 


H 


4 - aminophenyl 




nitro 


H 


4 - ( methylamino ) phenyl 




nitro 


H 


4 - ( dimethylamino ) phenyl 




nitro 


H 


4 - ( methylcarbamoyl ) phenyl 




nitro 


H 


2 - ( acetyloxy ) phenyl 




nitro 


H 


3 - ( acetyloxy ) phenyl 




nitro 


H 


4 - ( acetyloxy ) phenyl 




nitro 


H 


2 -Xj >r ^p*°?yi ox y ) phenyl 




nitro 


H 


3 - ( propionyloxy ) phenyl 




nitro 


H 


4 - ( propionyloxy ) phenyl 




nitro 


H 


2 - trifluoromethylphenyl 




nitro 


H 


3 - trifluoromethylphenyl 




nitro 


H 


4 - trifluoromethylphenyl 



Ceo 
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Table 4(continuation 1) 



TO 


rv 


03 
Iv 


7 
Id 


L 


nitro 


XT 


phenyl 


2 


nitro 


IT 

H 


2 - fluorophenyl 


*> 
2 


nitro 


if 

: n 


3 - fluorophenyl 


2 


nitro 


H 


4 - fluorophenyl 


2 


nitro 


H 


2, 4 - di fluorophenyl 


2 


nitro 


H 


2, 5 - difluorophenyl 


2 


nitro 


H 


2, 6 - difluorophenyl 


2 


nitro 


H 


3, 4 - difluorophenyl 


2 


nitro 


H 


3, 5 - difluorophenyl 


2 


nitro 


H 


2 - chlorophenyl 


2 


nitro 


H 


3 - chlorophenyl 


2 


nitro 


H 


4 - chlorophenyl 


2 


nitro 


H 


4 - methylphenyl 


2 


nitro 


H 


2 - mcthoxyphcnyl 


2 


nitro 


H 


3 - mcthoxyphcnyl 


2 


nitro 


H 


4 - methoxyphcnyl 


2 


nitro 


H 


2, 3 - dimethoxyphenyl 


2 


nitro 


H 


2, 4 - dimethoxyphenyl 


2 


nitro 


H 


2, 5 - dimethoxyphenyl 


2 


nitro 


H 


3, 4 - dimethoxyphenyl 


2 


nitro 


H 


3, 5 - dimethoxyphenyl 


2 


nitro 


H 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


H 


2 - hydroxyphenyl j 


2 


nitro 


H 


3 - hydroxyphenyl 


2 


nitro 


H 


4 - hydroxyphenyl 


1 2 


nitro 


H 


4 - arainophenyl 


2 


nitro 


H 


4 - ( methylamino ) phenyl 


2 


nitro 


H 


4 - ( dimethylamiao ) phenyl 


2 


nitro 


H 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


H 


2 - ( acetyloxy ) phenyl 


2 


nitro 


H 


3 - ( acetyloxy ) phenyl 


2 


nitro 


H 


4 — ( acetyloxy ) phenyl 


2 


nitro 


H 


2 — ( propionyloxy ) phenyl 


2 


nitro 


H 


3 - ( propionyloxy ) phenyl 


2 


nitro 


H 


4 - ( propionyloxy ) phenyl 


2 


nitro 


H 


2 - trifluoromethylphenyl 


2 


nitro 


H 


3 - trifluoromethylphenyl 


2 


nitro 


H 


4 - trifluoromethylphenyl 


1 


fluoro 


H 


phenyl 




fit in m 


u 
n 


l — xiuoropncnyi 




fluoro 


H 


3 - fluorophenyl 




fluoro 


H 


4 - fluorophenyl 




fluoro 


H 


2, 4 - difluorophenyl 




fluoro 


H 


2, 5 - difluorophenyl 




fluoro 


H 


2,6- difluorophenyl 




fluoro 


H 


3,4- difluorophenyl j 




fluoro 


H 


3, 5 -difluorophenyl 




fluoro 


H 


2 — chlorophenyl 
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Table 4(continuation 2) 



m 


r» 1 

R 


D3 

R 


Z 


1 


fluoro 


H 


3 - chlorophenyl 


.., 1 


fluoro 


H 


4 - chlorophenyl 


1 


fluoro 


H 


4 - methylphenyl 




fluoro 


H 


2 - methoxyphenyl 


1 


fluoro 


H 


3 - methoxyphenyl 




fluoro 


H 


4 - methoxyphenyl 


1 


fluoro 


H 


2, 3 - dimethoxyphenyl 


1 


fluoro 


H 


2, 4 - dimethoxyphenyl 


1 


fluoro 


H 


2, 5 - dimethoxyphenyl 


1 


fluoro 


H 


3, 4 - dimethoxyphenyl 


1 


fluoro 


H 


3, 5 - dimethoxyphenyl 


i ; 


fluoro 


H 


3, 4 - ( methylesedioxy ) phenyl 


i 


fluoro 


H 


2 - hydroxyphenyl 


i 


fluoro 


H 


3 - hydroxyphenyl 


i 


fluoro 


H 


4 - hydroxyphenyl 


l 


fluoro 


H 


4 - aminophenyl 


i 


fluoro 


H 


4 - ( mcthylamioo ) phenyl 


i 


fluoro 


H 


4 - { dimethyl amino ) phenyl 


i 


fluoro 


H 


4 - ( methylcarbamoyl ) phenyl 


i 


fluoro 


H 


2 - ( acetyloxy ) phenyl 


i 


fluoro 


H 


3 - ( acetyloxy ) phenyl 


i 


fluoro 


H 


4 - ( acetyloxy ) phenyl 


i 


fluoro 


H 


2 - ( propionyloxy ) phenyl 


i 


fluoro 


H 


3 - ( propionyloxy ) phenyl 


i 


fluoro 


H 


4 - ( propionyloxy ) phenyl 


i 


fluoro 


H 


2 - trifluoromethylphenyl 


i 


fluoro 


H 


3 - trifluoromethylphenyl 


i 


fluoro 


H 


4 - trifluoromethylphenyl 


i 


chloro 


H 


phenyl 


l 


cbloro 


H 


2 - fluorophenyi 


i 


chloro 


H 


3 - fluorophenyi 


i 


chloro 


H 


4 - fluorophenyi 




chloro 


H 


2,4- difluorophenyl 


i 


chloro 


H 


2,5- difluorophenyl 


1 


chloro 


H 


2, 6 - difluorophenyl 


1 


chloro 


H 


3,4- difluorophenyl 


1 


chloro 


H 


3,5- difluorophenyl 


1 


cbloro 


H 


2 - chlorophenyl 


1 


chloro 


H 


3 - chlorophenyl 




chloro 


U 

tl 


4 — chlorophenyl 




chloro 


H 


4 - methylphenyl 




chloro 


H 


2 - methoxyphenyl 




chloro 


H 


3 - methoxyphenyl 




chloro 


H 


4 - methoxyphenyl 




chloro 


H 


2 t 3 - dimethoxyphenyl 




chloro 


H 


2, 4 - dimethoxyphenyl 




chloro 


H 


2, 5 - dimethoxyphenyl 




chloro 


H 


3, 4 - dimethoxyphenyl 
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Table 4 (continuation 3) 



m 


p 1 

K 


K 


L 


— J 


cotoro 


it 
H 


3,5- dimethoxyphenyl 


— ! — 


cnloro 


H 


3, 4 - ( methylenedioxy ) phenyl 


1 


cnloro 


H 


2 - hydroxyphenyl 


— 1 — l 


chloro 


H 


3 - hydroxyphenyl 


1 


_t_ i 

chloro 


H 


4 - hydroxyphenyl 




chloro 


H 


4 - aminophenyl 


1 


chloro 


H 


4 - ( methylamino )j>henyl 




chloro 


H 


4 - ( dimethylamino ) phenyl 


i 


chloro 


H 


4 - ( methylcarbamoyl ) phenyl 


i 


chloro 


H 


2 - ( acetyloxy ) phenyl 


i 


chloro 


H 


3 - ( acetyloxy ) phenyl 


i 


chloro 


H 


4 - ( acetyloxy ) phenyl 


i 


chloro 


H 


2 - ( propionyloxy ) phenyl 


i 


chloro 


H 


3 - ( propionyloxy ) phenyl 


i 


chloro 


H 


4 - ( propionyloxy ) phenyl 


l 


chloro 


H 


2 - trifluoromethylphenyl 


i 


chloro 


H 


3 - trifluoromethylphenyl 


i 


chloro 


H 


4 - trifluoromethylphenyl 


i 


nitro 


methyl 


phenyl 


i 


nitro 


methyl 


2 - fluorophenyl 


i 


nitro 


methyl 


3 - fluorophenyl 


i 


nitro 


methyl 


4 - fluorophenyl 


i 


nitro 


methyl 


2, 4 - difluorophenyl 


i 


nitro 


methyl 


2, 5 - difluorophenyl 


j 


nitro 


methyl 


2, 6 - difluorophenyl 


i 


nitro 


methyl 


3, 4 - difluorophenyl 


i 


nitro 


methyl 


3, 5 - difluorophenyl 


i 


nitro 


methyl 


2 - chlorophenyl 


i 


nitro 


methyl 


3 - chlorophenyl 


i 


nitro 


methyl 


4 - chlorophenyl 


i 


nitro 


methyl 


4 - mcthylphenyl 


i 


nitro 


methyl 


2 - methoxyphenyl 


i 


nitro 


methyl 


3 - methoxyphenyl 


i 


nitro 


methyl 


4 - methoxyphenyl 


1 


nitro 


methyl 


2,3- dimethoxyphenyl 


1 


nitro 


methyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


methyl 


2, 5 - dimethoxyphenyl 




nitro 


methyl 


3, 4 - dimethoxyphenyl 




nitro 


methyl 


3,5- dimethoxyphenyl 


— - — 


nitro 


rocuiyi 


3, 4 — ( methylenedioxy ) phenyl 




nitro 


methyl 


2 - hydroxyphenyl 




nitro 


methyl 


3 - hydroxyphenyl 




nitro 


methyl 


4 - hydroxyphenyl 




nitro 


methyl 


4 - aminophenyl 




nitro 


methyl 


4 - ( methylamino ) phenyl 




nitro 


methyl 


4 - ( dimethylamino ) phenyl 




nitro 


methyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


methyl 


2 - ( acetyloxy ) phenyl 
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Table 4(continuatioo 4) 



m 


R 1 


R 3 


Z 




nitro 


methyl 


3 - ( acetyloxy ) phenyl 


j 


nitro 


methyl 


4 - ( acetyloxy ) phenyl 




nitro 


methyl 


2 - ( propionyloxy ) phenyl 


- 


nitro 


methyl 


3 - ( propionyloxy ) phenyl 




nitro 


methyl 


4 - ( propionyloxy ) phenyl 




nitm 

UlllU 


nnethvl 


2 - trifluoromethvlnhenvl 


— i 


UlvlU 


mptVivl 
uicuiyi 


1 - trifliifiromethvIoHenvl 


— 


nitro 


mPmul 
111 C 111 y 1 


4 - trifltioromethvl nhenvl 

T U IIIUVIUUIVUI J 1VUVU J 1 


z 


nitro 


mcixiyi 


fJllvlljl 


z 


nitro 


m^tnvl 

iiiviii yi 


"7 flnnmnViMwl 

A 11 U VI v |IU vU J 1 


z 


nitro 


m&uiyi 


T, ^ 41 tinrAnK^nvl 
J 11 wnvpiiwii jrl 


2 


nitro 


metnyi 


** iiuoi opocuyi 


z 


nitro 


methyl 


z, *t — uiiiuuiopiiciiyi 


2 


nitro 


methyl 


z, 3 — □niuojopncnyi 


2 


nitro 


methyl 


z> o ~ amuoropncnyi 


2 


nitro 


metnyi 


"2 it itirliiAmnn^nul 

D y *t — auiuoropocnyi 


2 


nitro 


methyl 


""1 C rl iflilA FAwll J ■mill 

3, j — arnuoropnenyi 


2 


nitro 


methyl 


2 — chlorophenyl 


2 


nitro 


methyl 


3 — chlorophenyl 


2 


nitro 


methyl 


4 — chlorophenyl 


2 


nitro 


methyl 


4 — metbylphenyl 


2 


nitro 


methyl 


2 — melhoxyphcnyl 


2 


nitro 


methyl 


3 — methoxyphenyl 


2 


nitro 


methyl 


4 - methoxyphenyl 


2 


nitro 


methyl 


2, 3 — diraethoxyphenyl 


2 


nitro 


methyl 


4 — utrnetnoxypDenyi 


2 


nitro 


methyl 


2, 5*" dimethoxyphenyl 


2 


nitro 


methyl 


j, *f — uinicuioxypiienyi 


2 


nitro 


methyl 


3,5— dimethoxyphenyl 


2 


nitro 


metnyi 


3 t *♦ — \ mcinyiciicuiUA.y j pucnyi 


Z 


nitro 


m#»tHvl 

uicLuyi 


^ lljUlvAjpUwUjl 


Z 


nitro 


mcioyi 


^ Vi vHrriYvnViMi vl 

j ii j ui wAjf |/uwu yi 


7 
z 


nitro 


inpthvl 
Uivtujri 


4 — hvdrox voheuvl 


X 


nitro 


m^tKvl 


4 — aminonhenvl 


z 


UllIU 


luvuiyi 


A — ( methvl amino ^ nhenvl 


2 


nitro 


methyl 


4 - ( dimethylamino ) phenyl 


9 


nitm 


methvl 


4 — f rnethvlcarbamovl ^ nhenvl 


2 


nitro 


methyl 


2 — ( acetyloxy ) phenyl 


2 


nitro 


methyl 


3 — ( acetyloxy } phenyl 


2 


nitro 


methyl 


4 — ( acetyloxy ) phenyl 


2 


nitro 


methyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


methyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


methyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


methyl 


2 - trifluoromethylphenyl 


2 


nitro 


methyl 


3 - trifluoromethylphenyl 


2 


nitro 


methyl 


4 - trifluoromethylphenyl 


1 


nitro 


ethyl 


phenyl 


1 


nitro 


ethyl 


2 - fluorophenyl 
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Table 4(continuation 5) 



m 


R l 


R J 


Z 


1 


nitro 


ethyl 


3 - fluorophenyl 


1 


nitro 


ethyl 


4 - fluorophenyl 


1 


nitro 


ethyl 


2, 4 - difluorophenyl 


1 


nitro 


ethyl 


2, 5 - difluorophenyl 


1 


nitro 


ethyl 


2, 6 - difluorophenyl 




nitro 


ethyl 


3, 4 -difluorophenyl 


1 


nitro 


ethyl 


3, 5 - difluorophenyl 




nitro 


ethyl 


2 - chlorophenyl 


I 


nitro 


ethyl 


3 - chlorophenyl 


I 


nitro 


ethyl 


4 - chlorophenyl 


1 


nitro 


ethyl 


4 - methylphenyl 


j 


nitro 


ethyl 


2 - methoxyphenyl 


■ | 


nitro 


ethyl 


3 - methoxyphenyl 




nitro 


ethyl 


4 — methoxyphenyl 




nitro 


ethyl 


2,3— diniethoxyphenyl 


1 


nitro 


ethyl 


2, 4 — diniethoxyphenyl 




nitro 


ethyl 


2 5 — diinethoxvDhenvl 




nitro 


ethyl 


3, 4 — diniethoxyphenyl 




nitro 


ethyl 


3 5 — dimethoxvohenvl 




nitro 


ethyl 


3, 4 — { methylene dioxy ) phenyl 




nitro 


ethyl 


2 — hydroxyphenyl 


• 


nitro 


ethyl 


3 — hydroxyphenyl 


— i — 


nitro 


ethyl 


4 — hydroxyphenyl 


: 


nitro 


ethyl 


4 — aminoohenvl 


1 


nitro 


ethyl 


4 — ( methyiamino ) phenyl 




nitro 


ethyl 


4 — ( dimethylamino ) phenyl 




nitro 


ethyl 


4 — ( methylcarbamoyl ) phenyl 




nitro 


ethyl 


2 — ( acetyloxyj phenyl i 




nitro 


ethyl 


3 — ( ace tyloxy^ phenyl 




nitro 


ethyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


ethyl 


2 - ( propionyloxy ) phenyl 


I 


nitro 


ethyl 


3 - ( propionyloxy ) phenyl 


j 


nitro 


ethyl 


4 - ( propionyloxy ) phenyl 


1 


nitro 


ethyl_ 


2 - trifluoromethylphenyl 


I 


nitro 


ethyl 


3 - trifluoromethylphenyl 


1 


nitro 


ethyl 


4 - trifluoromethylphenyl 


2 


nitro 


ethyl 


phenyl 


2 


nitro 


ethyl 


2 - fluorophenyl 


2 


nitro 


ethyl 


3 - fluorophenyl 


2 


nitro 


ethyl 


4 - fluorophenyl 


2 


nitro 


ethyl 


2, 4 - difluorophenyl 


2 


nitro 


ethyl 


2, 5 — difluorophenyl 


2 


nitro 


ethyl 


2, 6 - difluorophenyl 


2 


nitro 


ethyl 


3, 4- difluorophenyl 


2 


nitro 


ethyl 


3, 5 -? difluorophenyl 


2 


nitro 


ethyl 


2 - chlorophenyl 


2 


nitro 


ethyl 


3 - chlorophenyl 


2 


nitro 


ethyl 


4 - chlorophenyl 
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Table 4(continuation 6) 



m 


R 


©J 

K 


7 

La 


2 


nitro 


ethyl 


A m*»thi/lnh**nvl 

*r — lliCUl Yiuuvii yt 


2 


nitro 


ethyl 


/, — incUiOxypncnyi 


2 


nitro 


ethyl 


o — mciuoxypnenyi i 


2 


nitro 


ethyl 


** — metnoxypncnyi 


2 


nitro 


ethyl 


z, j - aimcinoAypncnyi 


2 


nitro 


ethyl 


2j 4 — dimcthoxyphenyl 


2 


nitro 


ethyl 


2, 5 - dimethoxyphenyl 


2 


nitro 


ethyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


ethyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


ethyl 


3, 4 - ( methylcnedioxy ) phenyl 


2 


nitro 


ethyl 


2 - hydroxyphenyl 


2 


nitro 


ethyl 


3 - hydroxyphenyl 


2 


nitro 


ethyl 


4 - hydroxyphenyl 


2 


nitro 


ethyl 


4 - aminophenyl 


2 


nitro 


ethyl 


4 - ( methylamino ) phenyl 


2 


nitro 


ethyl 


4 - ( dimethylaroino ) phenyl 


2 


nitro 


ethyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


ethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


ethyl 


2 ~( propionyloxy } phenyl 


2 


nitro 


ethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


ethyl 


4 - ( propionyloxy } phenyl 


2 


nitro 


ethyl 


2 - trifluoromethylphenyl 


2 


nitro 


ethyl 


3 - trifluoromethylphenyl 


2 


nitro 


ethyl 


4 - trifluoromethylphenyl 


1 


nitro 


propyl 


phenyl 


1 


nitro 


propyl 


2 - fluorophenyl 


1 


nitro 


propyl 


3 - fluorophenyl 


1 


nitro 


propyl 


4 - fluorophenyl 


1 


nitro 


propyl 


2, 4 - di fluorophenyl 


1 


nitro 


propyl 


2, 5 — difluorophenyl 


1 


nitro 


propyl 


2, 6 - difluorophenyl 


1 


nitro 


propyl 


3,4- difluorophenyl 




nitro 


propyl 


3,5 — ditluoropnenyi 




nitro 


propyl 


2 — chlorophenyl 


. 1 


nitro 


propyl 


3 — chlorophenyl 




nitro 


propyl 


*f — cmorupiicnyi 




nitro 


propyl 


4 — meuiyipnenyi 


j 


nitro 


nronvl 


2 - mcthoxyphenyl 




nitro 


propyl 


3 - methoxyphenyl 




nitro 


propyl 


4 - mcthoxyphenyl 




nitro 


propyl 


2, 3 - dimethoxyphenyl 




nitro 


propyl 


2, 4 - dimethoxyphenyl 




nitro 


propyl 


2, 5 - dimethoxyphenyl 




nitro 


propyl 


3,4- dimethoxyphenyl 




nitro 


propyl 


3, 5 - dimethoxyphenyl 




nitro 


propyl 


3, 4 - ( methylenedioxy ) phenyl 
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Table 4(continuation 7) 



m 


R 1 


R J 


7 




uiuu 


propyl 




: 


Qitro 


propyl 


j uyuioAypnciiyi 


— i — 


nitro 


propyl 


t oyuiOAypncuYi 


— i 




nitro 


propyl 


*♦ arriinopncnyi 


— ! — 


nitro 


propyl 


4 — ( mcthy lamino ) phenyl 


— ! — 


nitro 


propyl 


4 — ( dimcthylamino ) phenyl 


1 


nitro 


propyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


propyl 


2 — ( acetyloxy ) phenyl 


1 


nitro 


propyl 


3 — ( acetyloxy ) phenyl 


1 


nitro 


propyl 


4 - { acetyloxy ) phenyl 


1 


nitro 


propyl 


2 - ( propionyloxy ^phenyl 


1 


nitro 


propyl 


3 - ( propionyloxy ) phenyl 




nitro 


propyl 


4 -( propionyloxy ) phenyl 


i 


nitro 


propyl 


2 - trifluorornethylphenyl 




nitro 


propyl 


3 - trifluorornethylphenyl 


l 


nitro 


propyl 


4 - trifluorornethylphenyl 


2 


nitro 


propyl 


phenyl 


2 


nitro 


propyl 


2 - fluorophenyl 


2 


nitro 


propyl 


3 - fluorophenyl 


2 


nitro 


propyl 


4 - fluorophenyl 


2 


nitro 


propyl 


2,4- difluorophenyl 


2 


nitro 


propyl 


2, 5 - difluorophenyl 


2 


nitro 


propyl 


2, 6 -difluorophenyl ! 


2 


nitro 


propyl 


3,4- difluorophenyl 


2 


nitro 


propyl 


3,5- difluorophenyl 


2 


nitro 


propyl 


2 - chlorophenyl 


2 


nitro 


propyl 


3 — chlorophenyl 


2 


nitro 


propyl 


4 - chlorophenyl 


2 


nitro 


propyl 


4 - rnethylphenyl 


2 


nitro 


propyl 


2 - methoxyphenyl 


2 


nitro 


propyl 


3 - methoxyphenyl 


2 


nitro 


propyl 


4 - methoxyphenyl 


2 


nitro 


propyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


propyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


propyl 


2 f 5 - dimethoxyphenyl 


2 


nitro 


propyl 


3, 4 - dimethoxyphenyl ! 


2 


nitro 


propyl 


3, 5 - dimethoxyphenyl 


*> 
2 


nitro 


propyl 


3, 4 — ( methylenedioxy ) phenyl 


2 


nitro 


propyl 


2 — hydroxyphenyl 


£ 




propyl 


«S UjUlVAjpllvUJl 


2 


nitro 


propyl 


4 - hydroxyphenyl 


2 


nitro 


propyl 


4 - aminophenyl 


2 


nitro 


propyl 


4 - ( methylamino ) phenyl 


2 


nitro 


propyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


propyl 


4 — ( methylcarbamoyl ) phenyl 


2 


nitro 


propyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


propyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


propyl 


4 - ( acetyloxy ) phenyl 
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Tabic 4(continuatioa 8) 



m 


R' 


R 3 


Z 


2 


nitro 


propyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


propyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


propyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


propyl 


2 - trifluorome thy Iphenyl 


2 


nitro 


propyl 


3 - trifluoromethylphenyl 


1 


nitro 


isopropyl 


phenyl 


1 


nitro 


isopropyi 


2 - fluorophenyl 


1 


nitro 


isopropyl 


3 - fluorophenyl 


1 


nitro 


isopropyl 


4 - fluorophenyl 


! 1 


nitro 


isopropyl 


2, 4 -difluorophenyl 


] 


nitro 


isopropyl 


2, 5 -di fluorophenyl 


1 


nitro 


isopropyl 


2, 6 - difluorophenyl 


1 


nitro 


isopropyl 


3, 4 - difluorophenyl 


] 


nitro 


isopropyl 


3, 5 - difluorophenyl 


1 


nitro 


isopropyl 


2 - chloropheny 1 


1 i 


nitro 


isopropyl 


3 - chiorophenyl 


1 


nitro 


isopropyl 


4 - chiorophenyl 




nitro 


isopropyl 


4 - methy Iphenyl 


j 


nitro 


isopropyl 


2 - methoxyphenyl 


1 


nitro 


isopropyl 


3 - methoxyphenyl 


1 


nitro 


isopropyl 


4 -methoxyphenyl 


1 


nitro 


isopropyl 


2, 3 - dimethoxyphenyl 


1 


nitro 


isopropyl 


2,4- dimethoxyphenyl 


j 


nitro 


isopropyl 


2, 5 - dimethoxyphenyl 


1 


nitro 


isopropyl 


3, 4 - dimethoxyphenyl 




nitro 


isopropyl 


* 3,5- dimethoxyphenyl 


1 


nitro 


isopropyl 


3, 4 - ( methy lenedioxy ) phenyl 


1 


nitro 


isopropyl 


2 - hydroxyphenyl 


1 


nitro 


isopropyl 


3 - hydroxyphenyl 


1 


nitro 


isopropyl 


4 - hydroxyphenyl 


1 


nitro 


isopropyl 


4 - aminophenyl 


] 


nitro 


isopropyl 


4 - ( methylamino ) phenyl 


1 


nitro 


isopropyl 


4 - ( dirnethylaraino ) phenyl 


1 


nitro 


isopropyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


isopropyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


isopropyl 


3 - ( acetyloxy ) phenyl 


i 


nitro 


isopropyl 


4 - ( acetyloxy ) phenyl 


I 


nitro 


isopropyl 


2 - ( propionyloxy ) phenyl 




nitro 


isopropyl 


3 - ( propionyloxy ) phenyl 




nitro 


isopropyl 


4 - ( propionyloxy ) phenyl 




nitro 


isopropyi 


2 - trifluoromethylphenyl 




nitro 


isopropyl 


3 - trifluoromethylphenyl 




nitro 


isopropyl 


4 - trifluoromethylphenyl 


2 


nitro 


isopropyl 


phenyl 


2 


nitro 


isopropyl 


2 - fluorophenyl 


2 


nitro 


isopropyl 


3 - fluorophenyl 


2 


nitro 


isopropyl 


4 - fluorophenyl 


2 


nitro 


isopropyl 


2, 4 - difluorophenyl 
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Table 4(continuation 9) 



m 


R' 


R J 


Z 


2 


nitro 


isopropyl 


2, 5 - difluorophenyl 


2 


nitro 


isopropyl 


2, 6 - difluorophenyl 


2 


nitro 


isopropyl 


3,4 - difluorophenyl 


2 


nitro 


isopropyl 


3, 5 -difluorophenyl 


2 


nitro 


isopropyl 


2 - chlorophenyl 


2 


nitro 


isopropyl 


3 - chlorophenyl 


2 


nitro 


isopropyl 


4 - chlorophenyl 


2 


nitro 


isopropyl 


4 - methylphenyl 


2 


nitro 


isopropyl 


2 - rnethoxyphenyl 


2 


nitro 


isopropyl 


3 — rnethoxyphenyl 


2 


nitro 


isopropyl 


4 - rnethoxyphenyl 




nitro 


isopropyl 


2,3- dimethoxyphenyl 


2 


nitro 


isopropyl 


2,4 — dimethoxyphenyl 


2 


nitro 


isonrODvl 


2,5— dimethoxyphenyl 


9 

A. 


11114 U 


isanronvl 


3 4 — dimethoxvohenvl 


Z 


nitro 


icrmrnnvl 
loi/pi upy i 


^ S Him^thot vnhcnvl 


2 
*> 


nitro 


isonrODvl 


3 4 — f rneth vlencdioxv ^ nhciwl 


X 


nitrn 
ill LIU 


idupiup j I 


9 — hvHrnY vnhenvl 


*> 

z 


nitro 


1 CAnrAttvl 
isuprop j 1 


'I huilr AY vnhenvl 

j — iiyui if a. j puuiy t 


*> 
z 


nitro 


i c r\f%i*nn v 1 
loupiupyi 


A htiHrAy vnhenvl 

*t liyiUvAjr puuiji 


*> 

z 


nitro 


ISOpiupyi 


il Aminrmhenvl 

■t — aiuiuvpucuji 


•> 

z 


nitro 


t cnnrAnvl 


A f m ^ th \sl a m inn ^ nli^nvl 

*♦ — iiivuiy loiiuuvf / pnciijrA 


z 


nitro 


1 sup ropy i 


A — f /iim^ttivrf Aminft \ nh/»nvl 

*r — \ qimcinyiaiH mo j pucuyi j 


*> 

z 


nitro 


isopropyl 


*♦ — i liiciiiy u<uiiuyi j pucuyi 


•> 

z 


nitro 


isopropyl 


x — ^ sccryiOAy § pneny i 


z 


nitro 


isopropyl 


j — ^ acciyioAy ) pucnvi 




nitro 


icrxnrAnvl 
isopiupyi 




■1 


nitrn 

lllll u 


isnnronvl 


2 — ( nrorjinnvloxv ^ nhenvl 


2 


nifro 

lllll \J 


isonroiwl 


3 — ( oronionvloxv 1 ohenvl 


2 


nitro 


isopropyl 


4 — ( propionyloxy ) phenyl 


2 


nitro 


isonrODvl 


2 - trifluoromethylpbcnyl 


2 


nitro 


isooropvl 


3 - trifluoro methylphenyl 


2 


nitro 


isopropyl 


4 - trifluoromcthylphcnyl 




nitro 


butyl 


phenyl 




nitro 


butyl 


2 - fluorophenyl 


1 


nitro 


butyl 


3 - fluorophenyl 


1 


nitro 


butyl 


4 - fluorophenyl 


i 


nitro 


butyl 


2,4- difluorophenyl 


1 


nitro 


butyl 


2,5- difluorophenyl 


1 


nitro 


! butyl 


2, 6 - difluorophenyl 




nitro 


butyl 


3,4- difluorophenyl 




nitro 


butyl 


3,5- difluorophenyl 




nitro 


butyl 


2 - chlorophenyl 




nitro 


butyl 


3 - chlorophenyl 




nitro 


butyl 


4 - chlorophenyl 




nitro 


butyl 


4 - methylphenyl 




nitro 


butyl 


2 - rnethoxyphenyl 




nitro 


butyl 


3 - rnethoxyphenyl 
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Table 4(continuation 10) 



m 


K 


K 


7 


1 


nitro 


butyl 


*t — meinoxypnenyi 


1 


nitro 


butyl 


£.y o — uimetnoxyptienyi 


1 


nitro 


outyl 


2, 4 — dimethoxyphenyl 




nitro 


butyl 


z, j — aimetnoxypnenyi 


1 


nitro 


butyl 


3, 4 — dimethoxyphenyl 


1 


nitro 


butyl 


3, 5 — dimethoxyphenyl 




nitro 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


butyl 


2 - hydroxyphenyl 




nitro 


butyl 


3 - hydroxyphenyl 


1 


nitro 


butyl 


4 - hydroxyphenyl 


1 


nitro 


butyl 


4 - aminaphenyl 


1 


nitro 


butyl 


4 - { methylamino ) phenyl 


1 


nitro 


butyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


butyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


butyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


butyl 


3 - ( acetyloxy_l phenyl 


1 


nitro 


butyl 


4 - ( acetyloxy ) phenyl 


1 


nitro 


butyl 


2 - ( propionyloxy ) phenyl 


1 


nitro 


butyl 


3 — ( propionyloxy ) phenyl 


1 


nitro 


butyl 


4 - ( propionyloxy ) phenyl 


I 


nitro 


butyl 


2 - trifluoromethylphenyl 


1 


nitro 


butyl 


3 - trifluoromcthylphenyl 


1 


nitro 


butyl 


4 - trifluoroniethylphenyl 


2 


nitro 


butyl 


phenyl 


2 


nitro 


butyl 


2 - fluorophenyl 


2 


nitro 


butyl 


3 - fluorophenyl 


2 


nitro 


butyl 


4 - fluorophenyl 


2 


nitro 


butyl 


2,4- difluorophenyl 


2 


nitro 


butyl 


2, 5 - difluorophenyl 


2 


nitro 


butyl 


2,6- difluorophenyl 


2 


nitro 


butyl 


3,4- difluorophenyl 


2 


nitro 


butyl 


3,5- difluorophenyl 


2 


nitro. 


butyl 


2 - chlorophcnyl 


2 


nitro 


butyl 


3 -chlorophenyl 


2 


nitro 


butyl 


4-chlorophenyl 


2 


nitro 


butyl 


4 — methylphenyl 


2 


nitro 


butyl 


2 - raethoxyphenyl 


2 


nitro 


butyl 


3 - methoxyphenyl 


2 


nitro 


butyl 


4 — methoxyphenyl 


, z 


nitro 


ouiyi 


*) "\ dimpthnYvfihpnvl 

a, j uiiiiviuuAj |/uwtiyi 


2 


nitro 


butyl 


2,4- dimethoxyphenyl 


2 


nitro 


butyl 


2 t 5 - dimethoxyphenyl 


2 


nitro 


butyl 


3,4- dimethoxyphenyl 


2 


nitro 


butyl 


3, 5 - dimethoxyphenyl 


2 


nitro 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


butyl 


2 - hydroxyphenyl 


2 


nitro 


butyl 


3 - hydroxyphenyl 


2 


nitro 


butyl 


4 - hydroxyphenyl 
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Table 4(continuation 11) 



m 


R 1 


R 3 


2 


2 


nitro 


butyl 


4 - aminophenyl 


2 


nitro 


butyl 


4 - ( methyl amino ) phenyl 


2 


nitro 


butyl 


4 - ( dimethylamioo ) phenyl 


2 


nitro 


butyl 


4 - ( methylcaibamoyl ) phenyl 




nitro 


butyl 


2 — ( acetvloxv ^ nhenvl 


& 


nliTf\ 

111 I J v 


butyl 


7 f acetvloxv ^ nhenvl 


a 


11111 V/ 


butyl 


4 f acetvloxv ^ nhenvl 




nitro 




*y — ( nr^ninnulnyv ^ nh<*nvl 

x. 1 Ui UplUUV lUAy 1 pi 1^11 jf l 






butyl 


1 ( nmtiinnvlc xv ^ nhpnvl 


2 


nitro 


Kufvl 

ouiyi 


.4 f rsr/\nmnv/lnw i nnpnvl 

" V, pr opiuijyiuAjr / puciiji. 


2 


nitro 


ouiyi 


£, ■* iniiuoroiTicinyipricny 1 


*> 


nitro 


ouiyi 


1 trifliiSM*/^m^tViv/1 till Anvfl 

3 * in&tuoiouicinyipiiciiyi 


2 


nitro 


ouiyi 


f - iniiuoroineiiiyipnenyi 


1 


nitro 


hydroxyethyl 


phenyl 


. X 


nitro 


hydroxyethyl 


2 — fluorophenyl 


1 


nitro 


hydroxyethyl 


3 — fluorophenyl 




nitro 


hydroxyethyl 


4 — fluorophenyl 


1 


nitro 


hydroxyethyl 


2, 4 — di fluorophenyl 


. 1 


nitro 


hydroxyethyl 


2, 5 - difluorophenyl 


1 


nitro 


hydroxyethyl 


2, 6 — di fluorophenyl 


1 


nitro 


hydroxyethyl 


3,4 — difluorophenyl 


- 1 


nitro 


hydroxyethyl 


3, 5 — difluorophenyl 


1 


nitro 


hydroxyethyl 


2 — chlorophenyl 


1 


nitro 


hydroxyethyl 


3 - chlorophenyl 


1 


nitro 


hydroxyethyl 


4 — chlorophenyl 


I 


nitro 


hydroxyethyl 


** — raetii yipnenyi 


1 


nitro 


hydroxyethyl 


2 — methoxyphenyl 




nitro 


hydroxyethyl 


3 — methoxy phenyl 




\ 


nitro 


hydroxyethyl 


4 — methoxy phenyl 




nitro 


hydroxyethyl 


/, J — oimeuioxypnenyi 


1 

1 


nitro 


nyaroxycioyi 


if *? — oimcuioxypuciiyt 




nitro 


nyaroxyeiny i 


X| j uiniwinoAypnciiyi 


1 


nitro 


ayai ojtyc inj l 


7 /l _ H i mpfhnwnK pti v/1 
J 9 *t UULtCUlUAjrpUwliyi 


1 

J 


nitro 


nyoroxyeiDyi 


^^J^j j — uiuiCLiiuAjrpiiciijr i 




nitro 


nyuTUAycuiji 


" \ lilciiijicjictaiwAy / pucuyi 


1 


IUUU 


h vdrox ve th vl 

llf U1UA VbUlT A 


2 — hvdroxvnhenvl 


: 




h vdrox ve th vl 

IITVIvAJVUlJl 


3 — hvdroxvohen vl 

^* mm j va y uiivii y a 


— T — 


nitro 


K vH rAY v^th vl 

UJr \1J UAjvlUj 1 


4 <— hvdroxvnhenvl 


— i 


nitrn 

UIUU 


hvdmxvethvl 

ilTUl UA JrwilJ J 1 


4 — aminoohenvl 




nitro 


hydroxyethyl 


4 - ( methylatnioo ) phenyl 




nitro 


hydroxyethyl 


4 - ( dimethylamino ) phenyl 




nitro 


hydroxyethyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


hydroxyethyl 


2 - ( acetyloxy ) phenyl 




nitro 


hydroxyethyl 


3 - ( acetyloxy ) phenyl 




nitro 


hydroxyethyl 


4 - ( acetyloxy ) phenyl 




nitro 


hydroxyethyl 


2 - ( propionyloxy ) phenyl 




nitro 


hydroxyethyl 


3 - ( propionyloxy ) phenyl 




nitro 


hydroxyethyl 


4 - ( propionyloxy ) phenyl 
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Table 4(continuation 12) 



ni 


R 1 


R 3 


7 


i 


Diiro 


ayuiUAjrcinyi 


z - iiiiiuorouiCinyipocuyi 


i 


nitro 


d y a rox.yeuj y l 


j - iniiuoroineinyipnenyi 


i 
i 


oitro 


ayuroxyeuiyi 


*r - iniiuoroineinyipiienyi 


2 


nitro 


v% (1/1 +f\ W * lain ■» 1 1 

nyoroxycuiyi 


phenyl 


2 


nitro 


hydroxyethyl 


2 — fluorophenyl 


2 


nitro 


hydroxyetbyl 


3 — fluorophenyl 


2 


nitro 


hydroxyethyl 


4 - fluorophenyl 


2 


nitro 


hydroxyethyl 


2,4- difluorophenyl 


2 


nitro 


hydroxyethyl 


2, 5 - difluorophenyl 


2 


nitro 


hydroxyethyl 


2, 6 - difluorophenyl 


2 


nitro 


hydroxyethyl 


3,4- difluorophenyl 


2 


nitro 


hydroxyethyl 


3, 5 -difluorophenyl 


2 


nitro 


hydroxyethyl 


2 - chloropbenyl 


2 


nitro 


hydroxyethyl 


3 - chlorophcnyl 


2 


nitro 


hydroxyethyl 


4 - chlorophenyl 


2 


nitro 


hydroxyethyl 


4-methylphenyl 


2 


nitro 


hydroxyethyl 


2 - methoxyphenyl 


2 


nitro 


hydroxyethyl 


3 - methoxyphenyl 


2 


nitro 


hydroxyethyl 


4 - methoxyphenyl 


2. 


nitro 


hydroxyethyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


2,4- dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


2, 5 — dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


3,4- dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


3,5- dimethoxyphenyl 


2 


nitro 


hydroxyethyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


hydroxyethyl 


2 -hydroxyphenyl 


2 


nitro 


hydroxyethyl 


3 - hydroxyphenyl 


2 


nitro 


hydroxyethyl 


4 - hydroxyphenyl 


2 


nitro 


hydroxyethyl 


4 - aminophenyl 


2 


nitro 


hydroxyethyl 


4 - ( methylamino ) phenyl 


2 


nitro 


hydroxyethyl 


A St* .11 * XI 1 

4 - ( dimethylammo ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( mcthylcarbamoyl ) phenyl 


2 


nitro 


hydroxyethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


4 - ( acetyloxy ) phenyl 


*> 
z 


nitro 


nyaroxyeinyi 


2 — ( prop ion yloxy ) phenyl 


2 


nitro 


hydroxyethyl 


3 — ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


4 — ( propionyloxy ) phenyl 


2 


nitro 


hydroxyethyl 


2 - trifluoromethylphenyl 


2 


nitro 


h vdrox vethv 1 


3 - trifluoromelhvltihenvl 

J 11 J1IUU1 VUlvUi JljlUWU J 1 


2 


nitro 


hydroxyethyl 


4 - trifluoromethylphenyl 




nitro 


methoxyethyl 


phenyl 




nitro 


methoxyethyl 


2 - fluorophenyl 




nitro 


methoxyethyl 


3 - fluorophenyl 




nitro 


methoxyethyl 


4 - fluorophenyl 




nitro 


methoxyethyl 


2,4- difluorophenyl 




nitro 


methoxyethyl 


2, 5 - difluorophenyl 




nitro 


methoxyethyl 


2,6- difluorophenyl 
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Table 4(continuation 13) 



m 


R' 


R 3 


Z 


1 


nitro 


methoxyethyl 


3,4- difluorophenyl 


1 


oitro 


mcthoxycthyl 


3 t 5 - difluorophenyl 


1 


nitro 


methoxyethyl 


2 - chlorophenyl 


1 


nitro 


methoxyethyl 


3 - chlorophenyl 


1 


nitro 


methoxyethyl 


4 - chlorophenyl 


1 


nitro 


methoxyethyl 


4 - methylphenyl 


] 


nitro 


methoxyethyl 


2 - methox yphenyl 


1 


nitro 


methoxyethyl 


3 - methoxyphenyl 




nitro 


methoxyethyl 


4 - methoxyphenyl 




nitro 


methoxyethyl 


2,3 — dimethoxyphenyl 


1 


nitro 


methoxyethyl 


2,4- dimethoxyphenyl 




nitro 


methoxyethyl 


2, 5 — dimethoxyphenyl 


1 


nitro 


methoxyethyl 


3,4— dimethoxyphenyl 


j 


nitro 


methoxyethyl 


3,5— dimethoxyphenyl 





nitr/i 

111 Vi %J 


mf»rhnx vethvl 

UlvUlvAJwUIJ A 


% 4 I rnethvtpn ft/How ^ nhpnvl 





nitro 


methox veth v 1 


2 — hvdroxvnhenvl 


: 


nitrn 

UiU \J 


methox veth vl 


3 — hvdroxvnhenvl 





nitro 

IUUU 


meth ox veth vl 


4 hvdroxvnhenvl 


1 


nitro 


methoxyethyl 


4 — amioophcnyl 


— i — 


nitrn 

U1UU 


methox veth vl 


A — ( me thvl amino ^ nhenvl 





nitro 


rm^tll A If V C t h VI 


4 —( /liniHnviflinifi/i 1 nn^nvl 


1 


nitro 


methox vethvl 


A — I methvlcarbamovl ^ nhenvl 





uiu u 


methox veth vl 


1 — ( aretvloxv \ nhenvl 





nitro 


methox vethvl 

UiWUIVA Jf VlUj t 


3 — f acetvloxv ^ nhenvl 


7 


nitro 


methoxyethyl 


4 — ( acetyloxy ) phenyl 


: 


nitro 


methox vethvl 


2 — f nronionvloxv 1 nhenvl 


1 


nitro 


methoxyethyl 


3 — ( propionyloxy ) phenyl 




nitro 


methoxyethyl 


4 — ( propionyloxy ) phenyl 


: 


nitro 


methoxyethyl 


2 * trifluoro methylphenyl 


j 


oitro 


methoxyethyl 


3 - trifluoromcthylpheoyl 




nitro 


methoxyethyl 


4 - trifluoromelhylphenyl 


2 


nitro 


methoxyethyl 


phenyl 


2 


nitro 


methoxyethyl 


2 - fluorophenyl 


2 


nitro 


methoxyethyl 


3 - fluorophenyl 


2 


nitro 


methoxyethyl 


4 - fluorophenyl j 


2 


nitro 


methoxyethyl 


2, 4 - difluorophenyl 


2 


nitro 


methoxyethyl 


2, 5 - difluorophenyl 


2 


nitro 


methoxyethyl 


2, 6 - difluorophenyl 


2 


nitro 


methoxyethyl 


3,4- difluorophenyl 


2 


nitro 


methoxyethyl 


3,3- difluorophenyl 


2 


nitro 


methoxyethyl 


2 - chlorophenyl 


2 


nitro 


methoxyethyl 


3 - chlorophenyl ! 


2 


nitro 


methoxyethyl 


4 -chlorophenyl 


2 


nitro 


methoxyethyl 


4 - methylphenyl | 


2 


nitro 


methoxyethyl 


2 — methoxyphenyl 


2 


nitro 


methoxyethyl 


3 - methoxyphenyl 


2 


nitro 


methoxyethyl 


4 - methoxyphenyl 


2 


nitro 


methoxyethyl 


2, 3 - dimethoxyphenyl 
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Table 4(continuation 14) 



m 


n 1 


R J 


Z 


2 


nitro 


methoxyethyl 


2,4- dimethoxyphenyl 


2 


nitro 


methoxyethyl 


2, 5 - dimethoxyphenyl 


2 


nitro 


methoxyethyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


methoxyethyl 


3,5- dimethoxyphenyl 


2 


nitro 


methoxyethyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


3 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


4 - hydroxyphenyl 


2 


nitro 


methoxyethyl 


4 - aminophenyl 


2 


nitro 


methoxyethyl 


4 - ( methylamino ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( dimcthylamino ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


methoxyethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - ( propionyloxy ) phenyl j 


2 


nitro 


methoxyethyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


methoxyethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


methoxyethyl 


2 - trifluoromethyl phenyl 


2 


nitro 


methoxyethyl 


3 - trifluoromethylphenyl 


2 


nitro 


methoxyethyl 


4 - trifluoromethylphenyl 


1 


nitro 


aminoethyl 


phenyl 


] 


nitro 


aminoethyi 


2 - fluorophenyl 


1 


nitro 


aminoethyl 


3 - fluorophenyl 


1 


nitro 


aminoethyl 


4 - fluorophenyl 


1 


nitro 


aminoethyl 


2, 4 - difluorophenyl 


] 


nitro 


aminoethyl 


2, 5 - difluorophenyl 


1 


nitro 


aminoethyl 


2,6- difluorophenyl 


1 


nitro 


aminoethyl 


3,4- difluorophenyl 


1 


nitro 


aminoethyl 


3, 5 - difluorophenyl 


1 


nitro 


aminoethyl 


2 - chloropheny 1 


I 


nitro 


aminoethyl 


3 — chlorophenyl 


1 


nitro 


aminoethyl 


4 - chlorophenyl 


1 


nitro 


aminoethyl 


4-methylpbenyl 


1 


nitro 


aminoethyl 


2 - methoxyphenyl 


1 


nitro 


aminoethyl 


3 - methoxyphenyl 


1 


nitro 


aminoethyl 


4 - methoxyphenyl 


1 


nitro 


aminoethyl 


2, 3 - dimethoxyphenyl 


1 


nitro 


aminoethyl 


2, 4 - dimethoxyphenyl 




nitro 


aminoethyl 


/, 5- oimetnoxypbenyl 




nitro 


aminoethyl 


3, 4 - dimethoxyphenyl 




nitro 


aminoethyl 


3,5- dimethoxyphenyl 




nitro 


aminoethyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


aminoethyl 


2 - hydroxyphenyl 




nitro 


aminoethyl 


3 - hydroxyphenyl 




nitro 


aminoethyl 


4 - hydroxyphenyl 




nitro 


aminoethyl 


4 - aminophenyl 




nitro 


aminoethyl 


4 - ( methylamino ) phenyl 
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Table 4(continuatioa 1 5) 



m 


R 1 


R 3 


Z 


1 


nitro 


aminoethyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


aminoethyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


aminoethyl 


2 - ( acetyloxy ) phenyl 


I 


nitro 


aminoethyl 


3 - ( acetyloxy ) phenyl 


j 


nitro 


aminoethyl 


4 - ( acetyloxy ) phenyl 




nitro 


aminoethyl 


2 — ( propionyloxy ) phenyl 




nitro 


aminoethyl 


3 — f nronionvloxv ^ nhenvl 


— 

— . - 


nitro 


aminoethyl 


4 — ( oroDionvloxv ^ nhenvl 




nitro 


aminoethyl 


2 - trifluoromethvl nhenvl 





nitro 


on iiiiik»i.ii y i 


j n iiiuuiuiiicmyipDCuy i 


: 


n if ro 


aitiiiiudui y i 


4. * t rifliirtrnmptViv/lnhpnvl 
** n ii imji u me in y i pucny i 


9 


IU11 V 


aiuui v v> uj y i 


nk#nul 


9 


niiro 


nminnAthvl 


9 Tl imrAnn/^n i/l 

*. — liuur upucoyi 


9 


nitxn 
11 Hi u 


amtnndhvl 

AlUlllvVUlf 1 


~\ flimrflnh^nvl 

J UUUl Vf^llvLI J 1 


z 


nitro 


aminn^thvl 
ai u i uucui y i 


*♦ — iiuuropncuyi 


*> 
Z 


nitro 


aimoucuiyi 


z, *f — aiuuoropnenyi 


*> 
Z 


nitro 


aminocinyi 


z, j — aniuoropnenyi 


*> 
Z 


nitro 


a mi noc myi 


2^ 6 — difluoropbenyl j 


I 9 
Z 


nitro 


axninociDji 


3,4 — difluorophenyl 


Z 


nitro 


ami doc in yi 


jf j — aniuoropnenyi 


Z 


nitro 


aminoethyl 


2 — chlorophenyl 


z 


nitro 


aminoethyl 


3 — chlorophenyl 


z 


nitro 


aminoethyl 


4 — chlorophenyl 


z 


nitro 


aminoethyl 


4 — methylphenyl 


9 
Z 


nitro 


aiuiuociDyi 


j moth a vi/vtn Dfitrl 

l — irjeujOAypncDyj 


L 


nitro 


aminoeinyi 


j — mcinoxypneayi 


Z 


nitro 


anunoeinyi 


4 — roeinoxypnenyi 


9 
z 


nitro 


dllilllUvlUjl 


3 uimvuH/Aypiicnyi 


9 


mil u 


am inrw»thvl 
ciui uvv ui jr i 


9 ^1 rlimpfV\r»wmH#*rk vl 

a-, *t uuiiGUjuAy fjiicuy i 


9 


nitro 


uuiiiiuciiiyi 


^ f ~- uimcuiOAypiienyi 


9 

X. ! 


Hill \J 


aminoethvl 

ullllilvw US J 1 


"\ 4 — Himetfmir vnk^nvl 
«/) ~ uiuiviuv/a jpuwujr i 


2 * 


nitro 


aminoethyl 


3 5 — dimethox vnhenvl 


2 


nitro 


aminoethvl 

illllltlvV 1*1 T 1 


3 4 — f methvlenedioxv ^ nhenvl 


2 


nitro 


aminoethyl 


2 — hydroxyphenyl 


2 


nitro 


aminoethyl 


3 — hydroxyphenyl 


2 


nitro 


aminoethyl 


4 - hydroxyphenyl 


2 


nttro 


aminoethyl 


4 — arninophenyl 


1 2 


nitro 


aminoethyl 


4 — ( methylamino ) phenyl 


2 


nitro 


aminoethyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


aminoethyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


aminoethyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


aminoethyl 


2 - ( propionyloxy ) phenyl 1 


2 


nitro 


aminoethyl 


3 - ^propionyloxy) jphenyl 


2 


nitro 


aminoethyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


aminoethyl 


2 - triiluorometbylphenyl 


2 


nitro 


aminoethyl 


3 - trifluoromethylphenyl 
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Table 4{continuation 16) 



m 


R 1 


R 


7 

L \ 


2 


nitro 


arninoethyl 


4 - trifluoromethy I phenyl 


1 


nitro 


fortnyl 


phenyl 




nitro 


formyl 


2 - fluorophenyl 


1 


nitro 


fonnyl 


3 - fluorophenyl 


1 


nitro 


formyl 


4 - fluorophenyl 


1 


nitro 


fonnyl 


2, 4 - difluorophenyl 


1 


nitro 


formyl 


2. 5 - difluorophenyl 


1 


nitro 


fonnyl 


2, 6 - difluorophenyl 


1 


nitro 


formyl 


3,4- difluorophenyl 


1 


nitro 


formyl 


3,5- difluorophenyl 


1 


nitro 


fonnyl 


2 - chlorophenyl 


1 


nitro 


fonnyl 


3 - chlorophenyl 


1 


nitro 


fonnyl 


4 - chlorophenyl 


] 


nitro 


formyl 


4 - methylphenyl 


1 


nitro 


formyl 


2 -methoxyphenyl 


1 


nitro 


formyl 


3 - methoxyphenyl 


1 


nitro 


fonnyl 


4-methoxyphenyl 


1 


nitro 


formyl 


2,3- dimethoxyphenyl 


1 


nitro 


formyl 


2, 4 - dimethoxyphenyl 


1 


nitro 


formyl 


2, 5 - dimethoxyphenyl 


1 


nitro 


formyl 


I 3, 4 — dimethoxyphenyl 


] 


nitro 


formyl 


3,5- dimethoxyphenyl 


1 


nitro 


formyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


formyl 


2 - hydroxyphenyl 


1 


nitro 


formyl 


3 - hydroxyphenyl 


1 


nitro 


formyl 


4 - hydroxyphenyl 


1 


nitro 


fonnyl 


4 - aminophcnyl 


] 


nitro 


formyl 


4 - ( methylamino ) phenyl 


1 


nitro 


formyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


formyl 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


formyl 


2 - ( acetyloxy ) phenyl 


1 


nitro 


fonnyl 


3 — ( acetyloxy ) phenyl 


1 


nitro 


fonnyl 


4 - ( acetyloxy ) phenyl 




nitro 


fonnyl 


I 2 - ( propionyloxy ) phenyl 


1 


nitro 


formyl 


j 3 - ( propionyloxy > phenyl 




nitro 


formyl 


4 - ( propionyloxy ) phenyl 


1 


nitro 


formyl 


2 - tnfluoromethylphenyl 


1 


nitro 


formyl 


3 - trifluoromethylphenyl 




nitro 


formyl 


4 - trifluoromethylphenyl 


z 


nitro 


iunujri 




2 


nitro 


formyl 


2 - fluorophenyl 


2 


nitro 


formyl 


3 - fluorophenyl 


2 


nitro 


formyl 


4 - fluorophenyl 


2 


nitro 


formyl 


2, 4 - difluorophenyl 


2 


nitro 


fonnyl 


2, 5 - difluorophenyl 


2 


nitro 


fonnyl 


2, 6 - difluorophenyl 


2 


nitro 


fonnyl 


3, 4 -difluorophenyl 


2 


nitro 


fonnyl 


3, 5 -difluorophenyl 
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Table 4(continuation 17) 



m 


R 1 




Z 


2 


nitro 


formyl 


2 - chlorophenyl 


2 


nitro 


formyl 


3 - chlorophenyl 


2 


nitro 


formyl 


4 - chlorophenyl 


2 


nitro 


formyl 


4 - methylphenyl 


2 


nitro 


formyl 


2 - methoxyphenyl 


1 2 


nitro 


formyl 


3 - methoxyphenyl 


2 


nitro 


formyl 


4 - methoxyphenyl 


2 


nitro 


formyl 


2, 3 -dimethoxyphenyl 


2 


nitro 


formyl 


2, 4 - dimetboxyphenyl 


! 2 


nitro 


formyl 


2, 5 - dimetboxyphenyl 


2 


nitro 


formyl 


3,4- dimetboxyphenyl 


2 


nitro 


formyl 


3, 5 - dimetboxyphenyl 


2 


nitro 


formyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


formyl 


2 - hydroxyphenyl 


I 2 


nitro 


formyl 


3 - hydroxyphenyl 


2 


nitro 


formyl 


4 - hydroxyphenyl 


2 


nitro 


formyl 


4 - aminophenyl 


2 


nitro 


formyl 


4 - ( methylamino ) phenyl 


2 


nitro 


formyl 


4- ( dimethylamino ) phenyl 


2 


nitro 


formyl 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


formyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


formyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


formyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


formyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


formyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


formyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


formyl 


2 - trifluororaethylphenyl 


2 


nitro 


formyl 


3 - trifiuoromethylphenyl 


2 


nitro 


formyl 


4 - trifiuoromethylphenyl 


1 


nitro 


acetyl 


phenyl 


1 


nitro 


acetyl 


2- fluorophenyl 


I 


nitro 


acetyl 


3 - fluorophenyl 


1 


nitro 


acetyl 


4 -fluorophenyl 


1 


nitro 


acetyl 


2, 4 - difluorophenyl 


1 


nitro 


acetyl 


2, 5 - difluorophenyl 




nitro 


acetyl 


2, 6 - difluorophenyl 


1 


nitro 


acetyl 


3,4- difluorophenyl 


1 


nitro 


acetyl 


3, 5 - difluorophenyl 


1 


nitro 


acetyl 


2 - chlorophenyl 




nitro 


acetyl 


3 - chlorophenyl 




nitro 


acetyl 


4 - chlorophenyl 




nitro 


acetyl 


4 - methylphenyl 




nitro 


acetyl 


2 - methoxyphenyl 




nitro 


acetyl 


3 -methoxyphenyl 




nitro 


acetyl 


4 - methoxyphenyl 




nitro 


acetyl 


2, 3 - dimetboxyphenyl 




nitro 


acetyl 


2, 4 - dimethoxyphenyl 




nitro 


acetyl 


2, 5 - dimethoxyphenyl 
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Table 4(continuatiop 18) 



m 


R 1 


R 3 


Z 


1 


nitro 


acetyl 


3, 4 - dimethoxyphenyl 


1 


nitro 


acetyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


acetyl 


3, 4 - ( metbylenedioxy ) phenyl 


1 


nitro 


acetyl 


2 - hydroxyphenyl 


j 


nitro 


acetyl 


3 - hydroxyphenyl 


1 


nitro 


acetyl 


4 - hydroxyphenyl 


j 


nitro 


acetyl 


4 - aminophenyl 


j 


nitro 


acetyl 


4 - ( methylamino ) phenyl 




nitro 


acetyl 


4 - ( dimethyl amino ) phenyl 




nitro 


acetyl 


4 — ( methylcarbamoyl ) phenyl 


- 


nitro 


acetyl 


2 - ( acetyloxy ) phenyl 




nitro 


acetyl 


3 — ( acetyloxy ) phenyl 




nitro 


acetyl 


4 — ( acetyloxy ) phenyl 




nitro 


acetyl 


2 — ( propionyloxy ) phenyl 




nitro 


acetyl 


3 — ( propionyloxy ) phenyl 




nitro 


acetyl 


4 — ( nronionvloxv ^ nhenvl 


: 


nitro 


acetyl 


2 - trifluoromethylphenyl 


i 


nitro 


acetyl 


3 - trifluoromethvlohenvt 


1 




acetyl 


4 - trifhmromethvl nhenvl 


L 


mil i/ 




nhenvl 
puwiiyi 




nitro 


rtvl 


— fliiftronVi^nvl 


L 


nitro 


acetyl 


*\ «— fl tinrnnVifn vl 

j iiuviupuviiyi 


J, 


nitro 


acetyl 


*t iiutviupncuyi 




nitro 


acetyl 


*3 .4 /liflllArAfSnanul 

** — uiiiuoropncnyi. 




nitro 


acetyl 


9 S difluoronhenvl 




nitro 


acetyl 


2 6 — difluoronhenvl 


9 


nitro 


acetyl 


3 4 — difluomnhenvl 

j| ^ u 1 u uvi "r 




nitro 


acetyl 


3 5 — difluoronhenvl 


2 


nitro 


acetyl 


2 — chloroohcnvl 


2 


nitro 


acetyl 


3 — chlorophcnyl 


2 


nitro 


acetyl 


4 — chlorophcnyl 


2 


nitro 


acetyl 


4 — methylphenyl 


2 


nitro 


acetyl 


2 - methoxyphenyl 


2 


nitro 


acetyl 


3 - methoxyphenyl 


2 


nitro 


acetyl 


4 - methoxyphenyl 


2 


nitro 


acetyl 


2, 3 - dimethoxyphenyl 


2 


nitro 


acetyl 


2, 4 - dimethoxyphenyl 


2 


nitro 


acetyl 


2, 5 - dimethoxyphenyl 


2 


nitro 


acetyl 


3,4- dimethoxyphenyl 


2 


nitro 


acetyl 


3,5- dimethoxyphenyl 


2 


nitro 


acetyl 


3, 4 - ( metbylenedioxy ) phenyl 


2 


nitro 


acetyl 


2 - hydroxyphenyl 


2 


nitro 


acetyl 


3 - hydroxyphenyl ! 


2 


nitro 


acetyl 


4 - hydroxyphenyl 


" 2 


nitro 


acetyl 


4 - aminophenyl 


2 


nitro 


acetyl 


4 - ( methylamino ) phenyl 


2 


nitro 


acetyl 


4 - ( dimethylamino ) phenyl 


2 


nitro 


acetyl 


4 - ( methylcarbamoyl ) phenyl 
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Table 4(continuatioa 19) 



m 


R 1 


R 3 


Z ! 


2 


nitro 


acetyl 


2 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


3 - ( acctyloxy ) phenyl 


2 


nitro 


acetyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


acetyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


acetyl 


2 - trifluorometbyl phenyl 


2 


nitro 


acetyl 


3 - trifluoromethylphenyl 


2 


nitro 


acetyl 


4 - trifluoromethylphenyl 


1 


nitro 


propionyl 


phenyl 


1 


nitro 


propionyl 


2 - fluorophenyl 


1 


nitro 


propionyl 


3 — fluorophenyl 


1 


nitro 


propionyl 


4 — fluorophenyl 


1 


nitro 


propionyl 


2, 4 - difluorophenyl 


1 


nitro 


propionyl 


2, 5 - difluorophenyl 


3 


nitro 


propionyl 


2, 6 - difluorophenyl 




nitro 


propionyl 


3,4- difluorophenyl 


1 


nitro 


propionyl 


3,5- difluorophenyl 


1 


nitro 


propionyl 


2 - chlorophenyl 




nitro 


propionyl 


3 - chlorophenyl 


I 


nitro 


propionyl 


4 - chlorophenyl 


1 


nitro 


propionyl 


4 - roethylphenyl 


1 


nitro 


propionyl 


2 - methoxyphenyl 


1 


nitro 


propionyl 


3 - methoxyphenyl 


1 


nitro 


propionyl 


4 — methoxyphenyl 


1 


nitro 


propionyl 


2, 3 — dimethoxyphenyl 


1 


nitro 


propionyl 


2, 4- dimethoxyphenyl 


1 


nitro 


propionyl 


2, 5 - dimethoxyphenyl 


1 


nitro 


propionyl 


3, 4- dimethoxyphenyl 


1 


nitro 


propionyl 


3, 5 - dimethoxyphenyl 


1 


nitro 


propionyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


propionyl 


2 - hydroxyphenyl 


1 


nitro 


propionyl 


3 - hydroxyphenyl 


1 


nitro 


propionyl 


4 - hydroxyphenyl 




nitro 


propionyl 


4 — aminophenyl 


1 


nitro 


propionyl 


4 - ( methylamino ) phenyl 


1 


nitro 


propionyl 


4 - ( dimethylamino ) phenyl 


1 


nitro 


propionyl 


4 - ( methylcarbamoyl ) phenyl 




nitro 


propionyl 


2 - ( acetyloxy ) phenyl 




nitro 


propionyl 


3 - ( acetyloxy ) phenyl 




nitro 


propionyl 


4 - ( acetyloxy ) phenyl 




nitro 


propionyl 


2- (propionyloxy) phenyl 




nitro 


propionyl 


3 - ( propionyloxy ) phenyl 




nitro 


propionyl 


4 - ( propionyloxy ) phenyl 




nitro 


propionyl 


2 - trifluoromethylphenyl 




nitro 


propionyl 


3 - trifluoromethylphenyl 




nitro 


propionyl 


4 - trifluoromethylphenyl 
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Table 4(continuation 20) 



m 


R 1 


R 3 


Z 


2 


nitro 


propionyl 


phenyl 


2 


nitro 


propionyl 


2 - fluorophenyl 


2 


nitro 


propionyl 


3 - fluorophenyl 


2 


nitro 


propionyl 


4 - fluorophenyl 


2 


nitro 


propionyl 


2,4- difluorophenyl 


2 


nitro 


propionyl 


2,5- difluorophenyl 


2 


nitro 


propionyl 


2, 6 - difluorophenyl 


2 


nitro 


propionyl 


3, 4 -difluorophenyl 


2 


nitro 


propionyl 


3, 5 - difluorophenyl 


2 


nitro 


propionyl 


2 ~ chlorophenyl 


2 


nitro 


propionyl 


3 - chlorophenyl 


2 


nitro 


orooionvl 


4 — chlorophenyl 


2 


nitro 


propionyl 


4 — methylphenyl 


2 


nitro 


propionyl 


2 — methoxyphenyl ! 


2 


nitro 


orooionvl 


3 — methoxvnhenvl 


2 


nitro 


orooionvl 


4 — methoxvohenvl 


2 


nitro 


orooionvl 


2 3 — dimethox vnhenvl 


2 


nitro 


orooionvl 


2 4 — dimcthoxvohenvl 


2 


nitro 


propionyl 


2 ? 5 — dimethoxyphenyl 


2 


nitro 


orooionvl 


3 4 — dimcthoxvohenvl 


2 


nitro 


orooionvl 


3 5 — dimethox vnhenvl 


2 


nitro 


nrooionvl 


3 4 — f methvlenedioxv ^ nhenvl 


2 


nitro 


orooionvl 


2 — hvdroxvohenvl 


2 


nitro 


propionyl 


3 — hydroxyphenyl 


2 


nitro 


orooionvl 


4 — hvdrox vnhenvl 


2 


nitro 


propionyl 


4 — aminophenyl 


2 


nitro 


orooionvl 


4 — ( methvl amino ^ nhenvl 


2 


nitro 


propionyl 


4 — ( dimethylarnino ) phenyl 


2 


nitro 


propionyl 


4 — ( methylcarbamoyl ) phenyl 


2 


nitro 


propionyl 


2 - ( acctyloxy ) phenyl 


2 


nitro 


propionyl 


3 - ( acetyloxy ) phenyl 


2 


nitro 


propionyl 


4 - ( acetyloxy ) phenyl 


2 


nitro 


propionyl 


2 - ( propionyloxy ) phenyl 


2 


nitro 


propionyl 


3 - ( propionyloxy ) phenyl 


2 


nitro 


propionyl 


4 - ( propionyloxy ) phenyl 


2 


nitro 


propionyl 


2 - trifluorometbylphenyl 


2 


nitro 


propionyl 


3 -trifluoromethylpbenyl 


2 


nitro 


propionyl 


4 - trifluoromethylphenyl 
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Table 5 




Z 



Each substituent in the formula above is as follows: 



R 1 


R 3 

fx. 


2 ~" 


nifm 


ttUUU v 




nitrn 

U1UU 


dUIUJU 


i — fliinrnnnpnut 




OllJlillS 


\ _ fiiirtrAitiipnul 
j nuuiupucuyi 


ill 11 w 


o minA 
<UU1UV# 


il — fliinrnnnm vl 




gininA 
OlUIUV 


y A « HtiliiAmnn^ni/l 
[ *t ui uuvsi v/jJJicii y i 


nitro 


amino 


2 5 — difltioronhenvl 


nitro * 


amino 


2 6 — difluoroDhenvl 


nitro 


amino 


3 4 — difluoroohenvl 

^ f ~ uiiiuviupuviiji 


nitro 


amino 


3 5 — difluoroohenvl 


nitro 


amino 


2 — chloro phenyl 


nitro 


amino 


3 — chlorophenyl 


nitro 


amino 


4 — chlorophenyl 


nitro 


amino 


2,4- dichlorophenyl 


nitro 


amino 


3, 4 - dichlorophenyl 


nitro 


amino 


2 — bromophenyl 


nitro 


amino 


3 - bromophenyl 


nitro 


amino 


4 - bromophenyl 


nitro 


amino 


2 — methylphenyl 1 


nitro 


amino 


3 - methylphenyl 


nitro 


amino 


4 - methylphenyl 


nitro 


amino 


2 - methoxyphenyl 


nitro 


amino 


3 - methoxyphenyl 


nitro 


amino 


4 - methoxyphenyl 


nitro 


amino 


2,3- dimethoxyphenyl 


nitro 


amino 


2, 4 - dimethoxyphenyl 


nitro 


amino 


3,4- dimethoxyphenyl 


nitro 


amino 


3, 5 - dimethoxyphenyl 


nitro 


amino 


3, 4 - ( methylenedioxy ) phenyl 


nitro 


amino 


3, 4 - ( ethylenedioxy ) phenyl 


nitro 


amino 


2 - hydroxyphenyl 


nitro 


amino 


3 - hydroxyphenyl 


nitro 


amino 


4 - hydroxyphenyl 


nitro 


amino 


2 - aminophenyl 


nitro 


amino 


3 - aminophenyl 


nitro 


amino 


4 - aminophenyl 
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Table 5(continuation l) 



R 1 


R 3 


Z 


oitro 


amino 


2 - ( methylaraino ) phenyl 


nitro 


amino 


3 - ( methylaraino ) phenyl 


nitro 


amino 


4 - ( methylamino ) phenyl 


nitro 


amino 


2 - ( dimcthylamino ) phenyl 


nitro 


amino 


3 - ( dimcthylamino ) phenyl 


nitro 


amino 


4 - ( dimcthylamino ) phenyl 


nitro 


amino 


2 - carboxyphcnyl 


nitro 


amino 


3 - carboxyphcnyl 


nitro 


amino 


4 - carboxyphcnyl 


nitro 


ammo 


2 - ( methylcarbamoyl ) phenyl 


nitro 


amino 


3 — ( methylcarbamoyl ) phenyl 


nitro 


ammo 


4 - ( methylcarbamoyl ) phenyl 


nitro 


amino 


2 - ( methoxycarbonyl ) phenyl 


nitro 


amino 


3 - ( methoxycarbonyl ) phenyl 


nitro 


amino 


4 - ( methoxycarbonyl ) phenyl 


nitro 


amino 


2 - ( ethoxycarbonyl ) phenyl 


nitro 


amino 


3 - ( ethoxycarbonyl ) phenyl 


nitro 


amino 


4 — ( ethoxycarbonyl ) phenyl 


nitro 


amino 


2 - ( acetyloxy ) phenyl 


nitro 


amino 


3 - ( acetyloxy ) phenyl 


nitro 


amino 


4 - ( acetyloxy ) phenyl 


nitro 


amino 


2 - ( propionyloxy ) phenyl 


nitro 


amino 


3 — ( propionyloxy ) phenyl 


nitro 


amino 


4 - ( propionyloxy ) phenyl 


nitro 


amino 


2 - triiluoromethylphenyl 


nitro 


amino 


3 - trifluoromethylphenyl 


nitro 


amino 


4 - trifluoromethylphenyl 


nitro 


amino 


. 2-thienyl 


nitro 


| amino 


3 - thienyl 


nitro 


amino 


2-furyl 


nitro 


amino 


3-furyl 


nitro 


amino 


2 -pyridyl 


nitro 


amino 


3 - pyridyl 


nitro 


amino 


4 -pyridyl 


nitro 


aminomethyl 


phenyl 


nitro 


aminomethyl 


2 - fluorophenyl 


nitro 


aminomethyl 


3 — fluorophenyl 


nitro 


aminomethyl 


4 — fluorophenyl 


nitro 


aminomethyl 


2, 4 - difluorophenyi 


nitro 


aminomethyl 


2, 5 — difluorophenyi 


nitro 


aminomethyl 


2, 6 - difluorophenyi 


nitro 


aminomethyl 


3,4 — difluorophenyi 


nitro 


aminomethyl 


3, 5 — difluorophenyi 


nitro 


aminomethyl 


2— chloTophenyl 


nitro 


aminomethyl 


3 — chlorophenyl 


nitro 


aminomethyl 


4 - chlorophenyl 


nitro 


aminomethyl 


2, 4 - dichlorophenyl 


nitro 


aminomethyl 


3,4- dichlorophenyl 
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Table 5 (continuation 2) 



R' 


R 3 


Z 


nitro 


aminomethyl 


2 - bromophenyl 


nitro 


aminoracthyl 


3 - bromophenyl 


nitro 


aminomethyl 


4 - bromophenyl 


nitro 


aminomethyl 


2 - methylphenyl 


nitro 


aminomethvl 


3 — methylphenyl 


IlftllVJ 


aminomethvl 


4 — methvlohenvl 


nitro 


aminomethvl 


2 — methoxyphenyl 


tllUU 


aiiiiuuuiviii jrt 


1 — methnx vnhenvl 




a m i n a mp t livl 
tftliilftllf liiGUijri 


4 metfin'xvnhpnvl 

r ftftjwiuuAjr iJiiwiijf ft 


nitro 


a mi HAflflP triVfl 


0 "1 . HimpthnTvnfipnvl 

J Ul 111 t ill V A.JT JJUtilljr t 


nitro 


aminomethyl 


z, *t — aimerooxypnenyi 


nitro 


anunomeinyi 


*♦ — airncujo/typDcny* 


nitro 


aminomcinyi 




nitro 


aminomethyl 


j t *f — ^ nicuiyicncaiQAy j pnenyi 


nitro 


aminorneinyi 


j, «# — \ eui yieneaxoxy j pnenyi 


nitro 


aminomethyl 


2 — hydroxyphenyl 


nitro 


aminomethyl 


3 — hydroxyphenyl 


nitro 


aminomethyl 


4 — hydroxyphenyl 


nitro 


aminomethyl 


2 - aminophenyl 


nitro 


aminomethyl 


3 - aminophenyl 


nitro 


aminomethyl 


4 - aminophenyl 


nitro 


aminomethyl 


2 - ( methylamino ) phenyl 


nitro 


aminomethyl 


3 - ( methylamino ) phenyl 


nitro 


aminomethyl 


4 - ( methylamino ) phenyl 


nitro 


aminomethyl 


2 - ( dimethylamino ) phenyl 


nitro 


aminomethyl 


3 - ( dimethylamino ) phenyl 


nitro 


aminomethyl 


4 — ( dimethylamino ) phenyl 


nitro 


aminomethyl 


2 — carboxy phenyl 


nitro 


aminomethyl 


3 — carboxyphcnyl 


nitro 


aminomethyl 


4 — carooxypncny i 


nitro 


aminomethyl 


z — \ memyicarDanioyi y pncnyi 


nitro 


aminomemyi 


j — \ uicuiyiv«rocuiioyi ) pncnyi 


nitro 


aminomemyi 


*♦ — ^ meinyicaroainoy i ) pnenyi 


li ill U 


aminnmpthvl 

OIHiUvlUwUITt 


1 — ( methnxvcarbonvl ^ nhcn vl 

4* ^ IliVtUUAJVOI WVHjii / J/UVUJ1 


nitro 


aminomethyl 


3 — ( methoxycarbonyl ) phenyl 


luiivr 


a mi t% Affi ptnvl 

(tllUUUUlw Uftjr ft 


A ( methoxvcarbonvl ^ nhenvl 

» ™ ^ 1 UJw UIVA J VW VVU T * I UA**#11JFE 


nitro 


aminomethyl 


2 — ( ethoxycarbonyl ) phenyl 


nitro 


aminomethvl 


3 — ( ethoxycarbonyl ) phenyl 


nitro 


aminomethvl 


4 — ( ethoxycarbonyl ) phenyl 


nitro 


aminomethyl 


2 — ( acetyloxy ) phenyl 


nitro 


aminomethyl 


3 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


4 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


2 - ( propionyloxy ) phenyl 


nitro 


aminomethyl 


3 - (propionyloxy ) phenyl 


nitro 


aminomethyl 


4 - ( propionyloxy ) phenyl 


nitro 


aminomethyl 


2 - trifluoromethylphenyl 


nitro 


aminomethyl 


3 - trifluoromethylphenyl 


nitro 


aminomethyl 


4 - trifluoromethylphenyl 
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Table 5(continuation 3) 



R 1 


R 3 


Z 


nitro 


aminomethyl 


2-thienyl 


nitro 


aminomethyl 


3 - thienyl 


nitro 


aminomethyl 


2-furyl 


nitro 


aminomethyl 


3 - furyl 


nitro 


aminomethyl 


2 - pyridyl 


nitro 


aminomethyl 


3 - pyridyl 


nitro 


aminomethyl 


4 — pyridyl 
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Table 6 




Each substituent in the formula above is as follows: 



R 1 


R 3 


Z 


nitro 


amino 


phenyl 


nitro 


amino 


2 — fluorophenyl 


nitro 


amino 


3 - fluorophenyl 


nitro 


amino 


4 - fluorophenyl 


nitro 


amino 


2,4- difluorophenyl 


nitro 


amino 


2, 5 - difluorophenyl 


nitro 


amino 


2,6- difluorophenyl 


nitro 


amino 


3, 4 - difluorophenyl 


nitro 


amino 


3,5- difluorophenyl 


nitro 


amino 


2 - chlorophenyl 


nitro 


amino 


3 - chlorophenyl 


nitro 


amino 


4 - chlorophenyl 


nitro 


amino 


2, 4 - dichlorophenyl 


nitro 


amino 


3,4- dichlorophenyl 


nitro 


amino 


2 - bromophenyl 


nitro 


amino 


3 — bromophenyl 


nitro 


amino 


4 - bromophenyl 


nitro 


amino 


2 - methylphenyl 


nitro 


amino 


3 - methylphenyl 


nitro 


amino 


4 - methylphenyl 


nitro 


amino 


2 - methoxyphenyl 


nitro 


amino 


3 - methoxyphenyl 


nitro 


amino 


4 - methoxyphenyl 


nitro 


amino 


2, 3 - dimethoxyphenyl 


nitro 


amino 


\ 2, 4 - dimethoxyphenyl 


nitro 


amino 


3, 4 - dimethoxyphenyl 


nitro 


amino 


3, 5 - dimethoxyphenyl 


nitro 


amino 


3, 4 - ( methylenedioxy ) phenyl 


nitro 


amino 


3, 4 - ( ethylcnedioxy ) phenyl 


nitro 


amino 


2 - hydroxyphenyl 


nitro 


amino 


3 - hydroxyphenyl 


nitro 


amino 


4 - hydroxyphenyl 


nitro 


amino 


2 - aminophenyl 


nitro 


amino 


3 - aminophenyl 


nitro 


amino 


4 - aminophenyl 
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Table 6(continuation t) 



R' 


R 3 


Z i 


nitro 


amino 


2 - ( methylamino Vphenyl 


nitro 


amino 


3 - ( methylamino ) phenyl 


nitro 


amino 


4 - ( methylamino ) phenyl 


nitro 


amino 


2 - ( dimethylamino ) phenyl 


nit m 


amino 

ilillllJV 


3 - ( dimethylamino ) phenyl 


nitro 


ami no 


4 - ( dimethylamino ) phenyl 




amino 


2 - carboxyphenyl 


nitro 


amino 

(UllltlV 


3 - carboxyphenyl 


nitro 


4rtnnA 

amiuu 


4 — carbox vohenvl 


nitro 


amino 


? — ( m^thvlrarhamfivl ^ nhenvl 


nitro 


ammo 


y — ^ mem yi cai uaiuuyi j pucu/i 


nitro 


amino 


a / m^th vlr arhAmovl ^ nhenvt 

*r \ IllCllljr uaiiiu y l j j/ii \*ixy i 


nitro 


amino 


*> / mpflir»Y\yr arKirtnvl % nhfinvl 

A. — ^ iiivtUviAyuai uviijr * / j/uwij* 


nitro 


amino 


1 / mpthrwi/rarhnnvl ^ nhenvl 


nitro 


amino 


*f — ^ tucuiVAyuaii/vU/i / |/uwiiji 


nitro 


amino 


0 / •t^AvurarKnn\jl \ rill Anx/l 

j, — ^ cinoAycaruonyi / pncnyi 


nitro 


amino 


1 . { »tHn vx/farKnnvl ^ nhfnvt 
j — ^ ciauAyuuvutiji / k uvu j 1 


nitro 


amino 


*♦ — I cinoxycaruonyi j pnwiyi 


nitro 


amino 


z **■ ^ aceiyioxy j pncnyi 


nitro 


amino 


j — \ aceiyioxy ) pncnyi 


nitro 


amino 


4 — ( acetyioxy j pnen yi 


nitro 


amino 


L — ^ propionyioxy j pnenyi 


nitro 


amino 


3 — 1 propionyioxy j pnenyi 


nitro 


amino 


4 — ( propionyioxy ) phenyl 


nitro 


amino 


Z - iniiuoromcinyipncnyi 


nitro 


amino 


"X _ f ri flii/\mm*»lh\/lr»Hf*nvl 
J • UlUUUlUlilcUiyipUCUjri 


nitro 


amino 


4 - triflnnrnm^thvlnhpnvl 


nitro 


amino 


Z — ullCupr l 


nitro 


amino 


^ thienvl 


nitro 


amino 


2-furyl 


nitro 


amino 


3-furyl 


nitro 


amirtA 


2 — pyridyl 


nitro 




3 — pyridyl 






4 — nvridvl 


nitro 


9 mifiAfn^tHvl 
auUUVUtCUijr x 


nhenvl 


IUUU 


aminomethyl 


2 - fluorophenyl 


nttrn 


aroinomethyl 


3 - fluorophenyl 


nitro 


aminomcthvl 


4 - fluorophenyl 


nitro 


aminomethyl 


2 ? 4 - difluorophenyl 


nitro 


aminomethyl 


2, 5 - difluorophenyl 


nitro 


aminomcthyl 


2 f 6 -difluorophenyl 


nitro 


aminomcthyl 


3, 4 - difluorophenyl 


nitro 


aminomcthyl 


3. 5 - difluorophenyl 


nitro 


aminomethyl 


2 - chlorophenyl 


nitro 


aminomethyl 


3 - chlorophenyl 


nitro 


aminomcthyl 


4 - chlorophenyl 


nitro 


aminomethyl 


2, 4 - dichlorophenyl 


nitro 


aminomethyl 


3,4- dichlorophenyl 
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Table 6(continuation 2) 



R 1 


R J 


Z 


nitro 


aminomcthyl 


2 — bromophenyl 


nitro 


aminomethyl 


3 - bromophenyl i 


nitro 


aminomcthyl 


4 - bromophenyl j 


nitro 


aminomethyl 


2 - mcthylphenyl 


nitro 


aminomethyl 


3 - methylpbenyl 


nitro 


aminomethyl 


4 — mcthylphenyl 


nitro 


aminomethyl 


2 - methoxyphenyl 


nitro 


aminomethyl 


3 - methoxyphenyl 


nitro 


aminomethyl 


4 - methoxyphenyl 


nitro 


aminomethyl 


2, 3 - di methoxyphenyl 


nitro 


aminomethyl 


2, 4 — dimcthoxyphenyl 


nitro 


aminomethyl 


[ 3,4 — di methoxyphenyl 


nitro 


aminomethyl 


3, 5 — dimethoxypbenyl 


nitro 


a minora eth v I 


3, 4 — ( metbylenedioxy ) phenyl 


nitro 


aminometbvl 


3 t 4 — ( ethylenedioxy ) phenyl 


nitro 


aminomethvl 

HHIIIIUllivm J 1 


2 — hvdroxvnhcnvl 


lUUU 


Aminftrmptnvl 
an miwiivw y i 


1 — hvdroxvnhcn vl 


111 U If 


nmtnnm#»tViv1 
aiiuiiuiuvujjr i 


A Kvrlrnv vr»h*»n vl 


nitro 


ominnfiiAtnvl 

anuDomcLiiyi 


*7 — J ominnnhAnul 
j. — aiiuiiupilwUjt 


HI UAJ 


ftmini\mrthv1 


M ftnnifinnh^nvl 


nitro 


aminorocuiyj 


i *t ~" amiuopnenyi 


nitro 


uninAinPtnul 

ami nuincuiy i 


0 / mAt^utflmm A \ nhpnul 

x. \ iiiciny lauiinu j pucoyi 


nitro 


aminnmpthvl 
a.IliiIiUiHwiiijri 


• j \ uiwujyi«uiiiuu j puciiyi 


nitro 


aminAmPtkvl 
cuiiiuuiUwiujri 


A ( mptVivft ami n/\ \ nliAnvl 




9 mi t\n mPthvl 


T _ f HimMhvlaminA \ nhj»nvl 


nitro 


aminriTYiethvl 

aiuiuviuviiiji 


7 f H im*»tKvI amino ^ nh^nvl 


nitro 


aminomethvl 


4 — f dimethvlamino \ nhenvl 

■ 1 \III1IVUI J tUIUIUV J LrUwU J 1 


nitro 


aminomethvl 


2 — carboxvnhenvl 


nitro 


aminomethyl 


3 — carboxyphenyl 


nitro 


aminomethyl 


4 - carboxyphenyl 


nitro 


aminomethyl 


2 — ( methylcarbamoyl ) phenyl 


nitro 


aminomethyl 


3 — ( methylcarbamoyl ) phenyl 


nitro 


aminomethyl 


4 - ( methylcarbamoyl ) phenyl 


nitro 


aminomethyl 


2 - ( methoxycarbony 1 ) phenyl 


nitro 


aminomethyl 


3 - ( methoxycarbonyl ) phenyl 


nitro 


aminomethyl 


4 - ( methoxycarbonyl ) phenyl 


nitro 


aminomethyl 


2 - ( ethoxycarbonyt ) phenyl 


nitro 


aminomethyl 


3 - ( ethoxycarbonyl 1 rphenyl 


nitro 


aminomethyl 


4 - ( ethoxycarbonyl ) phenyl 


nitro 


aminomethyl 


2 - ( acetyloxy J phenyl 


nitro 


aminomethyl 


3 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


4 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


2 - ( propiony loxy ) phenyl 


nitro 


aminomethyl 


3 - ( propionyloxy ) phenyl 


nitro 


aminomethyl 


4 - ( propionyloxy ) phenyl 


nitro 


aminomethyl 


2 - trifluoromethylphenyl 


! nitro 


aminomethyl 


3 - trifluoromethylphenyl 


nitro 


aminomethyl 


4 - trifluoromethylphenyl 



119 



EP 1 229 025 A1 



Table 6(continuation 3) 



R l 


R 3 


Z 


nitro 


aminomethyl 


2 - thienyl 


nitro 


aminoraethyl 


3 - thienyl 


nitro 


aminomethyl 


2-furyl 


nitro 


aminomethyl 


3-furyl 


nitro 


aminomethyl 


2-pyridyl 


nitro 


aminomethyl 


3 - pyridyl 


nitro 


aminomethyl 


4-pyridyl 
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Table 7 




Each substituent in the formula above is as follows: 



R 1 


R } 


Z 


nitro 


amino 


phenyl 


nitro 


amino 


2 — fluorophenyl l 


' nitro 


amino 


3 — fluorophenyl 


nitro 


amino 


4 — fluorophenyl 


nitro 


amino 


2, 4 - difluorophenyl 


nitro 


amino 


2, 5 — difluorophenyl 


nitro 


amino 


2, 6 — difluorophenyl 


nitro 


amino 


3,4 — difluorophenyl 


nitro 


oulluU 


"X ^ fit f\Tr\r\Y\f*rf\j\ 

j f «/ QinuuiQpuvuyi 


nitro 


amino 


z — cnioropnenyi 


nitro 


amino 


rVilnrAnh^nvl 


nitro 


amino 


4 - chlorophenyl 


nitro 


amino 


2, 4 - dichlorophenyl 


nitro 


amino 


3,4- dichlorophenyl 


nitro 


amino 


2 - bromophenyl 


nitro 


amino 


3 - bromophenyl 


nitro 


amino 


4 — bromophenyl 


nitro 


amino 


2 - methylphenyl 


nitro 


amino 


3 - methylphenyl 


nitro 


amino 


4 - methylphenyl 


nitro 


amino 


2 - methoxyphenyl 


nitro 


amino 


3 - methoxyphenyl 


nitro 


amino 


4 - methoxyphenyl 


nitro 


amino 


2,3- dimethoxyphenyl 


nitro 


amino 


2, 4 — dimethoxyphenyl 


nitro 


amino 


3,4- dimethoxyphenyl 


nitro 


amino 


3, 5 - dimethoxyphenyl 


nitro 


amino 


3, 4 - ( methylenedioxy ) phenyl 


nitro 


amino 


3, 4 - ( ethylenedioxy ) phenyl 


nitro 


amino 


2 — hydroxyphenyl 


nitro 


amino 


3 - hydroxyphenyl 


nitro 


amino 


4 - hydroxyphenyl 
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Table 7(continuation 1) 





R 3 


Z 


nitro 


amino 


2 - aminophenyl 


nitro 


amino 


3 - aminophenyl 


nitro 


amino 


4 - aminophenyl 


nitro 


amino 


2 - ( methylamino ) phenyl 


nitro 


amino 


3 - ( methylamino ) phenyl 


nitro 


amino 


4 - ( methylamino ) phenyl 


nitro 


amino 


2 - ( dimethylamino ) phenyl 


nitro 


amino 


3 - ( dimethylamino ) phenyl 


nitro 


amino 


4 - ( dimethylamino ) phenyl 


nitro 


ammo 


2 - carboxyphenyi 


nitro 


amino 


3 - carboxyphenyi 


nitro 


amino 


4 - carboxyphenyi 


nitro 


amino 


2 - { methylcaibamoyl ) phenyl 


nitro 


amino 


3 - ( methylcaibamoyl ) phenyl 


nitro 


amino 


4 - ( methylcarbamoyl ) phenyl 


nitro 


amino 


2 - ( methoxycarbonyl ) phenyl 


nitro 


amino 


3 - ( methoxycarbonyl ) phenyl 


nitro 


amino 


4 - ( methoxycarbonyl ) phenyl 


nitro 


amino 


2 - ( cthoxycarbonyl ) phenyl 


nitro 


amino 


3 - ( ethoxycarbonyl ) phenyl 


nitro 


amino 


4 - ( ethoxycarbonyl ) phenyl 


nitro 


amino 


2 - ( acetyloxy ) phenyl 


nitro 


amino 


3 - ( acetyloxy ) phenyl 


nitro 


amino 


4 - ( acetyloxy ) phenyl 


nitro 


amino 


I 2 - ( propionyloxy ) phenyl 


nitro 


amino 


3 - { propionyloxy ) phenyl 


nitro 


amino 


4 - ( propionyloxy ) phenyl 


nitro 


amino 


2 - trifluoromethylphenyl 


nitro 


amino 


3 - trifluoromethylphenyl 


nitro 


amino 


4 - trifluoromethylphenyl 


nitro 


amino 


2-thicnyl 


nitro 


amino 


3-thienyl 


nitro 


amino 


2-furyl j 


nitro 


amino 


3-furyl 


nitro 


amino 


2-pyridyl 


nitro 


amino 


3 -pyridyl 


nitro 


amino 


4 -pyridyl 


nitro 


aminomethyl 


phenyl 


nitro 


aminomethyl 


2 - fluorophenyl 


nitro 


aminomethyl 


3 — fluorophenyl 


nitro 


aminomethyl 


4 - fluorophenyl 


nitro 


aminomethyl 


2, 4 - difluorophenyl 


nitro 


aminomethyl 


2, 5 - difluorophenyl 


nitro 


aminomethyl 


2, 6 - difluorophenyl 


nitro 


aminomethyl 


3, 4 - difluorophenyl 


nitro 


aminomethyl 


3, 5 - difluorophenyl 


nitro 


aminomethyl 


2 - chlorophenyl 


nitro 


aminomethyl 


3 - chlorophenyl 
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Table 7(continuation 2) 



R 


D3 

R 


Z 


nitro 


aminomethyl 


4 - chlorophcnyl 


nitro 


aminomethyl 


2,4- dichlorophenyl 


nitro 


aminomethyl 


3, 4 - dichlorophenyl 


nitro 


aminomethyl 


2 - bromophenyl 


nitro 


aminomethyl 


3 - bromophenyl 


nitro 


aminomethyl 


4 - bromophenyl 


nitro 


aminomethyl 


2 - methylpheny I 


nitro 


aminomethyl 


3 - methylphenyl 


nitro 


aminomethyl 


4 - methylphenyl 


nitro 


aminomethyl 


2 - methoxyphenyl 


nitro 


aminomethyl 


3 - methoxypheayl 


nitro 


aminomethyl 


4 - methoxyphenyl 


nitro 


aminomethyl 


2, 3 - dimethoxyphenyl 


nitro 


aminomethyl 


2, 4 - dimethoxyphenyl 


nitro 


aminomethyl 


3, 4 - dimethoxyphenyl 


nitro 


aminomethyl 


3, 5 - dimethoxyphenyl 


nitro 


aminomethyl 


3, 4 - ( methylenedioxy ) phenyl 


nitro 


aminomethyl 


3, 4 - ( ethylene dioxy ) phenyl 


nitro 


aminomethyl 


2 - hydroxyphenyl 


nitro 


aminomethyl 


3 - hydroxyphenyl 


nitro 


aminomethyl 


4 - hydroxyphenyl 


nitro 


aminomethyl 


2 - aminophenyl 


nitro 


aminomethyl 


3 - aminophenyl 


nitro 


aminomethyl 


4 - aminophenyl 


nitro 


aminomethyl 


2 - ( methylamino ) phenyl 


nitro 


aminomethyl 


3 - ( methylamino ) phenyl 


nitro 


aminomethyl 


4 - ( methylamino ) phenyl 


nitro 


aminomethyl 


2 - ( dimethylamino ) phenyl 


nitro 


aminomethyl 


3 — ( dimethylamino ) phenyl 


nitro 


aminomethyl 


4 - ( dimethylamino ) phenyl 


nitro 


aminomethyl 


2 - carboxyphenyl 


nitro 


aminomethyl 


3 - carboxyphenyl 


nitro 


aminomethyl 


4 - carboxyphenyl 


nitro 


aminomethyl 


2 - ( methylcarbamoyl ) phenyl 


nitro 


aminomethyl 


•ft / . « | m iv « « 

3 - ( methylcarbamoyl ) phenyl 


nitro 


aminomethyl 


4 - ( methylcarbamoyl ) phenyl 


nitro 


aminomethyl 


2 - ( methoxycarbonyl ) phenyl 


nitro 


aminomethyl 


3 - ( methoxycarbonyl ) phenyl 


nitro 


aminomethyl 


4 - ( methoxycarbonyl ) phenyl 




alXUUUlllCUljf t 


a ^ ciuuAycaiuoii ji j pocuji 


nitro 


aminomethyl 


3 - ( ethoxycarbonyl ) phenyl 


nitro 


aminomethyl 


4 - ( ethoxycarbonyl ) phenyl 


nitro 


aminomethyl 


2 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


3 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


4 - ( acetyloxy ) phenyl 


nitro 


aminomethyl 


2 - ( propionyloxy ) phenyl 


nitro 


aminomethyl 


3 - ( propionyloxy ) phenyl 


nitro 


aminomethyl 


4 - ( propionyloxy ) phenyl 
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Table 7(continuation 3) 



IX 


R 3 


7 

*-» 


nitro 


<iniiiiornciiijri 


9 — trtfli martin ^thvlnhpn vl 

4. ~ vllllUUl V/ ill V 111 jl|sllClljr 1 


nitro 

141 II V 


aminomethvl 


3 - trifluorometbylphenyl 


nitro 


aminomethyl 


4 - trifluororaethylphenyl 


nitro 


aminomethyl 


2 - thienyl 


nitro 


aminomethyl 


3 - thienyl 


nitro 


aminomethyl 


2 - furyl 


nitro 


aminomethyl 


3 - furyl 


nitro 


aminomethyl 


2-pyridyl 


nitro 


aminomethyl 


3 - pyridyl 


nitro 


aminomethyl 


4 - pyridyl 
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Table 8 




Each substitucnt in tbe formula above is as follows: 



m 


pi 


IV 




7 
L, 




nitro 


H 


hvdroxvmethvl 

a* j %aa va j aaaw m j ■ 


phenyl 




nitro 


H 


hydroxymethyl 


4 — fluorophenyl 




nitro 


H 


hydroxymethyl 


4 - chlorophenyl 




nitro 


H 


hydroxymethyl 


4 - methoxyphenyl 




nitro 


H 


hydroxymethyl 


4 - hydroxyphenyl 




nitro 


H 


hydroxymethyl 


4 - ( acetyloxy ) phenyl 




nitro 


H 


hydroxymethyl 


4 - ( propionyloxy ) phenyl 




nitro 


H 


methoxycarbonyl 


phenyl 




nitro 


H 


methoxycarbonyl 


4 - fluorophenyl 




nitro 


H 


methoxycarbonyl 


4 - chlorophenyl 




nitro 


H 


methoxycarbonyl 


4 - methoxyphenyl 




nitro 


H 


methoxycarbonyl. 


4 - hydroxyphenyl 




nitro 


H 


methoxycarbonyl 


4 — ( acetyloxy ) phenyl 




nitro 


I H 


methoxycarbonyl 


4 - ( propionyloxy ) phenyl 




nitro 


H 


ethoxycarbonyl 


phenyl 




nitro 


H 


ethoxycarbonyl 


4 — fluorophenyl 




nitro 


H 


ethoxycarbonyl 


4 — chlorophenyl 




nitro 


H 


ethoxycarbonyl 


4 - methoxyphenyl 




nitro 


H 


ethoxycarbonyl 


4 - hydroxyphenyl 




nitro 


H 


ethoxycarbonyl 


4 - ( acetyloxy ) phenyl 




nitro 


H 


ethoxycarbonyl 


4 - ( propionyloxy ) phenyl 
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Table 9 




Each substituent in the formula above is as follows: 



m 


R' 


R 3 


R 6 


Z 




nitro 


H 


methyl 


phenyl 




nitro 


H 


hydroxyl 


phenyl 




nitro 


H 


phenyl 


phenyl 




nitro 


methyl 


methyl 


phenyl 




nitro 


methyl 


hydroxyl 


phenyl 




nitro 


methyl 


phenyl 


phenyl 




nitro 


ethyl 


methyl 


phenyl 




nitro 


ethyl 


hydroxyl 


phenyl 




nitro 


ethyl 


phenyl 


phenyl 


2 


nitro 


H 


methyl 


phenyl 


2 


nitro 


H 


hydroxyl 


phenyl 


2 


nitro 


H 


phenyl 


phenyl 
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Table 10 




Each substituent in the formula above is as follows: 



m 


R 1 


R 3 


R> 


Z 


I 


nitro 


H 


methyl 


phenyl 


1 


nitro 


H 


methyl 


2 - fluorophenyl 


1 


nitro 


H 


methyl 


3 - fluorophenyl 


1 | 


nitro 


H 


methyl i 


4 - fluorophenyl 


1 


nitro 


H 


methyl 


4 — chlorophenyl ! 


1 


nitro 


H 


methyl 


4 - methylphenyl 


1 


nitro 


H 


methyl 


2 - methoxyphenyl 




nitro 


H 


methyl 


3 - methoxyphenyl 


1 


nitro 


H 


methyl 


4 - methoxyphenyl 


1 


nitro 


H 


methyl 


3,4- dimethoxyphenyl 


1 


nitro 


H 


methyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


H 


methyl 


4 - hydroxyphenyl 


1 


nitro 


H 


methyl 


1- naphthyl 


1 


nitro 


H 


ethyl 


phenyl 




nitro 


H 


ethyl 


2 - fluorophenyl 


1 


nitro 


H 


ethyl 


3 - fluorophenyl 




nitro 


u 
£1 


euiyi 


A fliinrAftnonul 

*♦ — iiuoropncnyi 




nitro 


H 


ethyl 


4 - chlorophenyl 




nitro 


H 


ethyl 


4 - methylphenyl 




nitro 


H 


ethyl 


2 - methoxyphenyl 




nitro 


H 


ethyl 


3 - methoxyphenyl 




nitro 


H 


| ethyl 


4 - methoxyphenyl 




nitro 


H 


ethyl 


3, 4 - dimethoxyphenyl 




nitro 


H 


ethyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


H 


ethyl 


4 - hydroxyphenyl 




nitro 


H 


ethyl 


1- naphthyl 




nitro 


H 


butyl 


phenyl 




nitro 


H 


butyl 


2 - fluorophenyl 




nitro 


H 


butyl 


3 - fluorophenyl 




nitro 


H 


butyl 


4 - fluorophenyl 




nitro 


H 


butyl 


4 - chlorophenyl 




nitro 


H 


butyl 


4 - methylphenyl 




nitro 


H 


butyl 


2 - methoxyphenyl 




nitro 


H 


butyl 


3 - methoxyphenyl 




nitro 


H 


butyl 


4 - methoxyphenyl 
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Table 10(continuation 1) 



m 


R 1 


R 3 


R 5 


Z 


1 


nitro 


H 


butyl 


3,4- dimethoxy phenyl 


] 


nitro 


H 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


H 


butyl 


4 - hydroxyphenyl 


1 


nitro 


H 


butyl 


1- naphthyl 


1 


nitro 


U 


bydroxyethyl 


phenyl 


1 


nitro 


H 


hydroxyethyl 


2 - fluorophenyl 


I 


nitro 


H 


hydroxyethyl 


3 - fluorophenyl 


] 


nitro 


H 


hydroxyethyl 


4 - fluorophenyl 




nitro 


H 


hydroxyethyl 


4 - chlorophenyl 


I 


nitro 


H 


hydroxyethyl 


4 - methylpbenyl 


j 


nitro 


H 


hydroxyethyl 


2 - methoxyphenyl 


I 


nitro 


H 


hydroxyethyl 


3 - methoxyphenyl 




nitro 


H 


hydroxyethyl 


4 - methoxyphenyl 




nitro 


H 


hydroxyethyl 


3, 4 - di methoxyphenyl 




nitro 


H 


hydroxyethyl 


3, 4 — ( methylenedioxy ) phenyl 




nitro 


H 


hydroxyethyl 


4 — hydroxyphenyl 


— 1 


nitro 


H 


hydroxyethyl 


1— naphthyl 


i 


nitro 


H 


benzyl 


phenyl 


1 


nitro 


H 


benzyl 


4 — fluorophenyl 


: 


nitro 


H 


benzyl 


4 — chlorophenyl 




nitro 


H 


benzyl 


2 — methoxyphenyl 




nitro 


H 


benzyl 


3 - methoxyphenyl 




nitro 


H 


benzyl 


4 - methoxyphenyl 




nitro 


H 


benzyl 


3,4- dimethoxyphenyl 




nitro 


methyl 


methyl 


phenyl 




nitro 


methyl 


methyl 


2 - fluorophenyl 


! 


nitro 


methyl 


methyl 


3 - fluorophenyl 


j 


nitro 


methyl 


methyl 


4 - fluorophenyl 


I 


nitro 


methyl 


methyl 


4 - chlorophenyl 


j 


' nitro 


methyl 


methyl 


4 - methylpbenyl 




nitro 


methyl 


methyl 


2 - methoxyphenyl 




nitro 


methyl 


methyl 


3 - methoxyphenyl 


1 


nitro 


methyl 


methyl 


4 - methoxyphenyl 


1 


nitro 


methyl 


methyl 


3,4- dimethoxyphenyl 


1 


nitro 


methyl 


methyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


methyl 


methyl 


4 - hydroxyphenyl 


] 


nitro 


methyl 


methyl 


1- naphthyl 


1 


nitro 


methyl 


ethyl 


j>henyl 


1 


nitro 


methyl 


ethyl 


2 - fluorophenyl 


1 


nitro 


methyl 


ethyl 


3 - fluorophenyl 




nitro 


methyl 


ethyl 


4 - fluorophenyl 




nitro 


methyl 


ethyl 


4 — chlorophenyl 




nitro 


methyl 


ethyl 


4 - methylpbenyl 




nitro 


methyl 


ethyl 


2 - methoxyphenyl 




nitro 


methyl 


ethyl 


3 - methoxyphenyl 




nitro 


methyl 


ethyl 


4 - methoxyphenyl 




nitro 


methyl 


ethyl 


3,4- dimethoxyphenyl 




nitro 


methyl 


ethyl 


3, 4 - ( methylenedioxy ) phenyl 
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Table 10(continuation 2) 



m 


K 


D3 

t\ 


D3 
l\ 


7 


1 


nitro 


methyl 


ethyl 


4 — hydro xyphenyl 


1 


nitro 


methyl 


etnyl 


1— napntnyl 


1 


nitro 


methyl 


butyl 


phenyl 


\ 


nitro 


methyl 


butyl 


2 — fluorophenyl 


1 


nitro 


methyl 


butyl 


3 - fluorophenyl 


1 


nitro 


methyl 


butyl 


4 - fluorophenyl 


1 


nitro 


methyl 


butyl 


4 - chlorophenyl 


1 


nitro 


methyl 


butyl 


4 - methylphenyl 




nitro 


methyl 


butyl 


2 - methoxyphenyl 




nitro 


methyl 


butyl 


3 - methoxyphenyl 




nitro 


methyl 


butyl 


4 - methoxyphenyl 




nitro 


methyl 


butyl 


3, 4 - dimethoxyphenyl 


1 


nitro 


methyl 


butyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


methyl 


butyl 


4 - hydroxyphenyl 




nitro 


methyl 


butyl 


1-naphthyl 


1 


nitro 


methyl 


hydroxyethyl 


phenyl 


1 


nitro 


methyl 


hydroxyetbyl 


2 - fluorophenyl 


1 


nitro 


methyl 


hydroxyethyl 


3 - fluorophenyl 


1 


nitro 


methyl 


hydroxyethyl 


4 - fluorophenyl 


1 


nitro 


methyl 


hydroxyethyl 


4 - chlorophenyl 


1 


nitro 


methyl 


hydroxyethyl 


4 - methylphenyl 


1 


nitro 


methyl 


hydroxyethyl 


2 - methoxyphenyl 


1 


nitro 


methyl 


hydroxyethyl 


3 - methoxyphenyl 


1 


nitro 


methyl 


hydroxyethyl 


4 - methoxyphenyl 




nitro 


methyl 


hydroxyethyl 


3,4- dimethoxyphenyl 


1 


nitro 


methyl 


hydroxyethyl 


3, 4 - ( methylenedioxy ) phenyl 


1 


nitro 


methyl 


hydroxyethyl 


4 - hydroxyphenyl 


1 


nitro 


methyl 


hydroxyethyl 


1-naphthyl . 


1 


nitro 


methyl 


benzyl 


phenyl 


1 


nitro 


methyl 


benzyl 


4 - fluorophenyl 




nitro 


methyl 


benzyl 


4 - chlorophenyl 




nitro 


methyl 


benzyl 


2 - methoxyphenyl 


— 1 — i 


nitro 


methyl 


benzyl 


3 — methoxyphenyl 


— } — 


nitro 


mctnyi 


benzyl 


4 — methoxyphenyl 


1 


nitro 


methyl 


benzyl 


3,4- dimethoxyphenyl 




nitro 


methyl 


benzyl 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


n 


mciiiyi 


pnenyi 


•> 


nitro 


11 


methyl 


2 — fluorophenyl 




nitro 


u 
n 


lllw&Ujri 


j iiuuiupiicuji 




1)1 U U 


u 
n 


TTM*thvr1 
UlvlUjrl 


*t — iiuuiupncuyi 


£ 


nitrn 


H 


methvl 


4 — ehlornnhenvl 


2 


nitro 


H 


methyl 


4 - methylphenyl 


2 


nitro 


H 


methyl 


2 - methoxyphenyl 


2 


nitro 


H 


methyl 


3 - methoxyphenyl 


2 


nitro 


H 


methyl 


4 - methoxyphenyl 


2 


nitro 


H 


methyl 


3,4- dimethoxyphenyl 


2 


nitro 


H 


methyl 


3 , 4 - ( methylenedioxy ) phenyl 


2 


nitro 


H 


methyl 


4 - hydroxyphenyl 



129 



EP 1 229 025 A1 



Tabic 10(continuation 2) 



m 


R 1 


Til 

R J 


t>5 

R ! 


7 


2 


nitro 


H 


methyl 


I— napnuiyi 


2 


nitro 


H 


ethyl 


pnenyi 


2 


nitro 


H 


ethyl 


i. — iiuoropncnyi 


2 


nitro 


H 


ethyl 


j iiuoropncnyi 


2 


nitro 


H 


ethyl 


4 — fluorophenyl 


2 


nitro 


H 


ethyl 


4 - chlorophenyl 


2 


nitro 


H 


ethyl ! 


4 - methylphenyl ! 


2 


nitro 


H 


ethyl 


2 - methoxyphenyi 


2 


nitro 


H 


ethyl 


3 — methoxyphenyi 


2 


nitro 


H 


ethyl 


4 - methoxyphenyi 


2 


nitro 


H 


ethyl 


3.4- dimethoxyphenyl 


2 


nitro 


H 


ethyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


H 


ethyl 


4 - hydroxyphenyl 


2 


nitro 


H 


ethyl 


1- naphthyl 


2 


nitro 


H 


butyl 


phenyl 


2 


nitro 


H 


butyl 


2 - fluorophenyl 


2 


nitro 


H 


butyl 


3 - fluorophenyl 


2 


nitro ' 


H 


butyl 


4 - fluorophenyl 


2 


nitro 


H 


butyl 


4 - chlorophenyl 


2 


nitro 


H 


butyl 


4 - methylphenyl 


2 


nitro 


H 


butyl 


2 - methoxyphenyi 


2 


nitro 


H 


butyl 


3 - methoxyphenyi 


2 


nitro 


H 


I butyl 


4 - methoxyphenyi 


2 


nitro 


H 


butyl 


3.4- dimethoxyphenyl 


2 


nitro 


H 


butyl 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


H 


butyl 


4 - hydroxyphenyl 


2 


nitro 


H 


butyl 


1- naphthyl 


2 


nitro 


H 


hydroxyethyl 


phenyl 


2 


nitro 


H 


hydroxyethyl 


2 - fluorophenyl 


2 


nitro 


H 


hydroxyethyl 


3 - fluorophenyl 


2 


nitro 


H 


hydroxyethyl 


4 - fluorophenyl 


2 


nitro 


H 


hydroxyethyl 


4 — chlorophenyl 


2 


nitro 


H 


hydroxyethyl 


4 - methylphenyl 


2 


nitro 


H 


hydroxyethyl 


2 — methoxyphenyi 


2 


nitro 


H 


hydroxyethyl 


3 - methoxyphenyi 


2 


nitro 


H 


hydroxyethyl 


4 — methoxyphenyi 


2 


nitro 


H 


hydroxyethyl 


4 — uimeinoxypnenyi 


2 


nitro 


IT 

H 


hydroxyethyl 


*t — \ roeuiyiencuioxy j pncuyi 


2 


nitro 


it 
H 


hydroxyethyl 


\ h — nyurcxypijcuyi 


2 


nitro 


H 


hydroxyethyl 


j— napnuiyi 


Mm 




H 


benzyl 


phenyl 


2 


nitro 


H 


benzyl 


4 - fluorophenyl 


2 


nitro 


H 


benzyl 


4 - chlorophenyl 


2 


nitro 


H 


benzyl 


2 - methoxyphenyi 


2 


nitro 


H 


benzyl 


3 - methoxyphenyi 


2 


nitro 


H 


benzyl 


4 - methoxyphenyi 


2 


nitro 


H 


benzyl 


! 3,4- dimethoxyphenyl 


2 


nitro 


H 


benzyl 


3, 4 - ( methylenedioxy ) phenyl 
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Table II 

^N^ 

R 3^(CH 2 ) m 
Each substituent in the formula above is as follows: 



m 


K 


K 


K 


L 


1 


nitro 


u 
H 


methyl 


phenyl ! 


1 


nitro j 


IT 

rl 


methyl 


3,4 — dimethoxyphenyl 


1 


nitro 


rl 


ethyl 


phenyl 




nitro 


H 


ethyl 


3,4 — dimethoxyphenyl 


1 


nitro 


UlClUjl 


rncmy i 


pnenyi 




nitro 


methyl 


methyl 


3,4- dimethoxyphenyl 1 




nitro 


methyl 


ethyl 


phenyl 




nitro 


methyl 


ethyl 


3, 4 - dimethoxyphenyl 




nitro 


ethyl 


methyl 


phenyl 




nitro 


ethyl 


methyl 


3,4- dimethoxyphenyl 




nitro 


ethyl 


ethyl 


phenyl 




nitro 


ethyl 


ethyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


H 


methyl 


phenyl 


2 


nitro 


H 


methyl 


3,4- dimethoxyphenyl 


2 


nitro 


H 


ethyl 


phenyl 


2 


nitro 


H 


ethyl 


3, 4 — dimethoxyphenyl 


2 


nitro 


methyl 


methyl 


phenyl 


2 


nitro 


methyl 


methyl 


3,4- dimethoxyphenyl 


2 


nitro 


methyl 


ethyl 


phenyl 


2 


nitro 


methyl 


ethyl 


3,4- dimethoxyphenyl 


2 


nitro 


ethyl 


methyl 


phenyl 


2 


nitro 


ethyl 


methyl 


3, 4 - dimethoxyphenyl 


2 


nitro 


ethyl 


ethyl 


phenyl 


2 


nitro 


ethyl 


ethyl 


3,4- dimethoxyphenyl 
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Tabte 12 




HNvj(CH 2 ) m 
Each substituent in the formula above is as follows: 



m 




7 






nhenvl 

P UCA V' 


1 


nitrA 

UlUv 


2 — fluorophenyl 


: 


nitro 


3 - fluorophenyl 


- 


nitro 


4 — fluorophenyl 


j 


nitro 


2, 4 - difluorophenyl 


1 


nitro 


3, 4 - difluorophenyl 


I 


nitro 


2 - chlorophenyl 


\ 


nitro 


3 - chlorophenyl 




nitro 


4 - chlorophenyl 


1 


nitro 


4-bromophenyl 


1 


nitro 


2 - methylphenyl 


1 


nitro 


3 - methylphenyl 


1 


nitro 


4 - methylphenyl 




nitro 


2, 3 — dimethylphenyl 




nitro 


2,4- dimethylphenyl 




nitro 


3,4- dimethylphenyl 




nitro 


2 - methoxyphenyl 




nitro 


3 - methoxyphenyl 




nitro 


4 - methoxyphenyl 




nitro 


2, 3 - dimethoxyphenyl 




nitro 


2, 4 - dimethoxyphenyl 




nitro 


3, 4 - dimethoxyphenyl 




nitro 


3, 4, 5 - trimethoxyphenyl 




nitro 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


2 - trifluoromethylphenyl 




nitro 


3 - trifluoromethylphenyl 




nitro 


4 - trifluoromethylphenyl 




nitro 


2 - thienyl 




nitro 


3 - thienyl 




nitro 


2-furyl 




nitro 


3-furyl 




nitro 


2 - pyridyl 




nitro 


3 - pyridyl 




nitro 


4 - pyridyl 
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Table 12(continuation 1) 



m 


R 1 


7 


z 


nitro 


pnenyi 


L 


nitro 


z ~ iiuoropncnyi 


I 


nitro 


J — iiuoropncnyi 


I 


nitro 


4 — fluorophenyl 


2 


nitro 


z t 4 — aitluoropnenyi 


2 


nitro 


3, 4 — di fluorophenyl 


2 


nitro 


2 — cnloropbenyl 


2 


nitro 


3 — chlorophenyl 


2 


nitro 


4 - chlorophenyl 


2 


nitro 


4 - bromophenyl 


2 


nitro 


2 - methylphenyl 


2 


nitro 


3 - methylphenyl 


2 


nitro 


4 - methylphenyl 


2 


nitro 


2, 3 - dimethylphenyl 


2 


nitro 


2, 4 - dimethylphenyl 


2 


nitro 


3, 4 - dimethylphenyl 


2 _J 


nitro 


2 - methoxyphenyl 


2 


nitro 


3 - methoxyphenyl 


2 


nitro 


4 - methoxyphenyl 


2 


nitro 


2, 3 - dimethoxyphenyl 


2 


nitro 


2, 4 - dimethoxyphenyl 


2 


nitro 


3,4- dimethoxyphenyl 


2 


nitro 


3, 4, 5 - trimethoxyphenyl 


2 


nitro 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


2 - trifluoromethylphenyl 


*> 


nitro 


3 - trifluoromethylphenyl 


2 


nitro 


4 - trifluoromethylphenyl 


2 


nitro 


2 - thienyl 


2 


nitro 


3 - thienyl 


2 


nitro 


2-fiiryl 


2 


nitro 


3 - furyl 


2 


nitro 


2 - pyridyl 


2 


nitro 


3 - pyridyl 


2 


nitro 


4 - pyridyl 
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Table 13 




Each substituent in the formula above is as follows: 



ni 


R 1 


z 




Ditto 


phenyl 


j 


nitro 


2 — fluorophenyl 


" j 


nitro 


3 - fluorophenyl 


j 


nitro 


4 - fluorophenyl 




nitro 


2, 4 - difluorophenyl 


j 


nitro 


2, 5 - difluorophenyl 


I 


nitro 


2,6- difluorophenyl 


1 


nitro 


3,4- difluorophenyl 


1 


nitro 


3,5- difluorophenyl 


1 


nitro 


2 - chlorophenyl 




nitro 


3 - chlorophenyl 




nitro 


4 - chlorophenyl 




nitro 


2, 3 - dichlorophenyl 




nitro 


3,4- dichlorophenyl 




nitro 


2 - bromophenyl 




nitro 


3 - bromophenyl 




nitro 


4 - bromophenyl 




nitro 


2 - methylphenyl 




nitro 


3 - methylphenyl 




nitro 


4 - methylphenyl 




nitro 


4 - ethylphenyl 




i nitro 


4-propylphenyl 




nitro 


4 - isopropylphenyl 




nitro 


4 - butylphenyl 




nitro 


2, 3 - dimethylphenyl 




nitro 


2, 4 - dimethylphenyl 




nitro 


3,4- dimethylphenyl 




nitro 


2 - methoxyphenyl 




nitro 


3 - methoxyphenyl 




nitro 


4 - methoxyphenyl 




nitro 


4 - ethoxyphenyl 




nitro 


4 - propoxyphenyl 
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Table 13(continualion 1) 



m 


R 1 


z 




nitro 


4 - isopropoxyphenyl 




nitro 


2 3 — dimethoxvDhenvl 




nitro 


2, 4 — dimethoxyphenyl 




nitro 


3 4 — dimethox vnhenvl 

«*j » UlUIVIIIvA ipivu^ 


— I 


nit m 

lit LI V 


^45- trimpthnyvnhpnvl 


— i 


ntfr/% 


x ii vuiuAypDciiy i 


— : 


nitrn 

miru 


j nyuiviAypncnyj 


— 


nitro 


■t uyuiUAypucnyi 


— - — 


nitro 


z — aminopneny i 


— - — 
— ! — 


nitro 


3 — aminophenyl 


— 5 — 


nitro 


4 — aminophenyl 


— 1 — 


nitro 


/ — ( rnetnyiamino ) phenyl 


1 


nitro 


3 - ( methyiarnino ) phenyl 




nitro 


4 - ( methylanuno ) phenyl 


— ■ — i 


nitro 


3 - ( oi methyiarnino ) phenyl 


1 - 


nitro 


2 - carboxyphcnyl 


1 


nitro 


3 - carboxyphcnyl 


1 


nitro 


4 - carboxypnenyl 


. } ~ 


nitro 


2 - ( meihylcarbamoyl ) phenyl 


1 


nitro 


3 - ( methyicarbamoyl ) phenyl 


1 


nitro 


4 - ( methylcarbamoyl ) phenyl 


1 


nitro 


2 - ( methoxycarbonyi ) phenyl 


1 


nitro 


3 — ( methoxycarbonyi ) phenyl 


1 


nitro 


4 — ( methoxycarbonyi ) phenyl 


1 


nitro 


2 — ( ethoxycarbonyl ) phenyl 




nitro 


3 — ( ethoxycarbonyl ) phenyl 


— - — 
— 1 — 


nitro 


4 — ( ethoxycarbonyl ) phenyl 


— ! — 


nitro 


l — \ aceryioxy j pnenyi 




nitro 


3 — ( aceryioxy ) phenyl 


— I — 


nitro 


*♦ ~~ \ acciyioxy / pucnyi 


— - — 
— | — 


nitro 


"J ( nfAnmtiulnvu 1 nnpnvl 

*m \ pjopiunytuAy ) pucnyi 




nitro 


j I piopiunyiOAy y pucnyi 


— - — 


nitro 


4 — ( nrnninnvloYV ^ nftravl 


1 


nitra 


2 - t rifliifirftin^tlivlnhpri'vl 
4m ii iiiuuiviiiwitijipUviiy l 


: 


nifrn 


% - trifliinrornpthvlnhpnvl 




nitro 


4 - trifluoromethvlDhenvl 




nitro 


2 — thienyl 


1 


nitro 


3 — thienyl 


j 


nitro 


2- fury 1 


j 


nitro 


3-ruryl 




nitro 


2 - pyridyl 




nitro 


3 - pyridyl 




nitro 


4 - pyridyl ! 


2 


nitro 


phenyl 


2 


nitro 


2- fluorophenyl 


2 


nitro 


3 — fluorophenyl 


2 


nitro 


4 - fluorophenyl 


2 


nitro 


2, 4 -di fluorophenyl 
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Table 1 3(continuation 2) 



cn 


R 1 


Z 


2 


nitro 


2, 5 - difluorophcnyl 


2 


nitro 


2, 6 - difluorophenyl 


2 


nitro 


3, 4 -difluorophenyl 


2 


nitro 


3, 5 - difluorophenyl 


2 


nitro 


2 - chlorophenyl 


2 


nitro 


3 -chlorophenyl 


2 


nitro 


4 — chlorophenyl 


2 


nitro 


2,3- dichlorophenyl 


2 


nitro 


3,4- dichlorophenyl 


2 


nitro 


2 -bromophenyl 


2 


nitro 


3 - bromophenyl 


2 


nitro 


4 — bromophenyl 


2 


nitro 


2 — methylphenyl 


2 


nitro 


3 - methylphenyl 


2 


nitro 


4 — methylphenyl 


2 


nitro 


4 - ethylphenyl 


2 


nitro 


4 — oroD vlohen vl 


2 


nitro 


4 — isooroovlohen vl 


2 


nitro 


4 - butylphcnyl 


2 


nitro 


2,3— dimethylphenyl 


2 


nitro 


2, 4 — dimethylphenyl 


2 


nitro 


3,4 — dimethylphenyl 


2 


nitro 


2 — raethoxyphenyl 


2 


nitro 


3 - methoxypbenyl 


2 


nitro 


4 - methoxypbenyl 


2 


nitro 


4 - ethoxyphenyl 


2 


nitro 


4 - propoxyphenyl 


2 


nitro 


4 - isopropoxypheayl 


2 


nitro 


2, 3 - dimethoxyphenyl 


2 


nitro 


2, 4 - dimethoxyphenyl 


2 


nitro 


3,4- dimethoxyphenyl 


2 


nitro 


3, 4, 5 - trimethoxyphenyl 


2 


nitro 


2 - hydroxyphenyl 


2 


nitro 


3 - hydroxyphenyl 


2 


nitro 


4 - hydroxyphenyl 


2 


nitro 


2 -aminophenyl 


2 


nitro 


3 - aminophenyl 


2 


nitro 


4 - aminophenyl 


2 


nitro 


2 - ( methylamino ) phenyl | 


2 


nitro 


3 - ( methylamino ) phenyl 


2 


nitro 


4 - ( methylamino ) phenyl 


2 


nitro 


3 - ( dimethylamino ) phenyl 


2 


nitro 


2 - carboxyphenyl 


2 


nitro 


3 - carboxyphenyl 


2 


nitro 


4 - carboxyphenyl 


2 


nitro 


2 — ( methylcarbamoyl ) phenyl 


2 


nitro 


3 - ( methylcarbamoyl ) phenyl 


2 


nitro 


4 - ( methylcarbamoyl ) phenyl 
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Table 13 (continuation 3) 



m 


R 1 


Z 


2 


nitro 


2 - ( methoxycarbonyt ) phenyl 


2 


nitro 


3 — ( methoxycarbonyl ) phenyl 


2 


nitro 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


2 — ( ethoxycarbonyl ) phenyl 


2 


nitro 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


4 — ( ethoxycarbonyl ) phenyl 


2 


nitro 


2 — ( acetyloxy ) phenyl 


2 


nitro 


3 — ( acetvloxv \ ohenvl 


z 


nifrn 


A. — . ( arpfvl av v \ r\h#»n\yl 


7 


nitrn 

111UU 


*y — ( Tirnnifinvl/^*v ^ nhf»nv1 




nitrn 


\ ( nrnninnvlnYV ^ hHptiv) 


JL 


nitro 


** — ^ propionyioxy ^ pnenyi 


2 


nitro 


2 - trifluoromethylphenyl 


2 


nitro 


3 * trifluoromethylphenyl 


2 


nitro 


4 - trifluoromethylphenyl 


2 


nitro 


2 - thienyl 


2 


nitro 


3 - tbienyl 


2 


nitro 


2 - furyl 


2 


nitro 


3- fury 1 I 


2 


nitro 


2 - pyridyl 


2 


nitro 


3 - pyridyl 


2 


nitro 


4 - pyridyl 
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Table 14 




Each substituent in the formula above is as follows: 



m 


R 1 


Z 


1 


nitro 


phenyl 


t 


nitro 


2 - fluorophcnyl 


! i 


nitro 


3 - fluorqphenyl 


i 


nitro 


4 - fluorophenyl 




nitro 


2,4- difluorophenyl 




nitro 


2,5- difluorophenyl 


1 


nitro 


2 - chlorophenyl 


1 


nitro 


3 - chlorophenyl 


1 


nitro 


4 - chlorophenyl 




nitro 


x — Dromopcenyi 




nitro 


3 -broraophenyl 




nitro 


4 - bromophenyl 




nitro 


2 - methylphenyl 




nitro 


3 - methylphenyl 




nitro 


4 - methylphenyl 




nitro 


4 - ethylphenyl 




nitro 


4 - butylphenyl 




nitro 


2, 3 - dimethylphenyl 




nitro 


2, 4 - dimethylphenyl 




nitro 


3, 4 - dimethylphenyl 




nitro 


2 -methoxyphenyl 




nitro 


3 - methoxyphenyl 




nitro 


4 - methoxyphenyl 




nitro 


4 - butoxyphenyl 




nitro 


2, 4 -dimethoxyphenyl 




nitro 


2, 5 -dimethoxyphenyl 




nitro 


3, 4, 5 - trimethoxyphenyl 




nitro 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


2 - trifluoromethylpbenyl 




nitro 


3 - trifluoromethylphenyl 




nitro 


4 - trifluoromethylpbenyl 




nitro 


2 - carhoxyphenyl 
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Table 14 (continuation I) 



m 


R» 


2 




nitro 


3 - carboxy phenyl 


j 


nitro 


4 - carboxyphenyl 




o,i tro 


2 - ( methyl carbamoyl ) phenyl 


• 


nitro 


3 - ( methvlcarb&movl ^ nhenvl 




nitro 


4 - ( methyl carbamoyl ^ nhenvl 


— i — 


nit rn 


1 - ( ethnxvrarhnnvl ^ nhcnvl 


— 5 — 


nitro 


j ^ ciDOAycaxutJuyi y pucuyi 


— j — 


nitro 


A _ / rtKnY vrarHnnvl % nhpnvl 


— i — 
— | — 


nitro 


h - niu upncnyi 


— * — 


nitro 


i — napninyi 




nitro 


3 — pyridyl 


2 


nitro 


phenyl 


2 


nitro 


2 — fluorophenyl 


2 


nitro 


3 — fluorophenyl 


2 


nitro 


4 — fluorophenyl 


2 


nxtro 


2, 4 - difluorophenyl 


2 


nitro 


2, 5 - difluorophenyl 


2 


nitro 


2 — chloropheoyl 


2 


nitro 


3 — chlorophenyl 


2 


nitro 


4 — chlorophenyl 


2 


nitro 


2 - bromophenyl 


2 


nitro 


3 — bromophenyl 


2 


nitro 


4 — bromophenyl 


2 


nitro 


2 — methy lpheny 1 


2 


nitro 


j — metnyipnenyi 


2 


nitro 


*♦ — mewyipnenyi 


2 


nitro 


h — einyipnenyi 




nitro 


*t — ouiyjpoenyi 


*> 


nitro 


7 ^ Himf>thvlnVtf*nvrt \ 

J mmcm jipiiviiyi 


Z 


uiuo 


7 4 — Himplhvlnhpnvl 


*> 
L 


nitro 


^ ^ rl i m otVi v/lr\ n^n vrl 

h — ainicuiyipocnyi 


7 


nitro 


7 — mpfhnTvntipnvl 


7 


TlltTA 
HI VI Vf 


3 — methoxvnhenvl 




nitro 


4 — methoxvnhenvl 


2 


nitro 


4 — butoxyphenyl 


2 


nitro 


2,4 — dimethoxyphenyl 


2 


nitro 


2, 5 — dimethoxyphenyl 


2 


nitro 


3, 4, 5 - trixnethoxyphenyl 


2 


nitro 


3, 4 - ( methylcnedioxy ) phenyl 


2 


nitro 


2 - trifluoromethylphenyl 


2 


nitro 


3 - trifluoromethylphenyl 


2 


nitro 


4 - trifluoromethylphenyl 


2 


nitro 


2 - carboxyphenyl 


2 


nitro 


3 - carboxyphenyl 


2 


nitro 


4 - carboxyphenyl 


2 


nitro 


2 - ( methylcarbarooyl ) phenyl 


2 


nitro 


3 - ( methylcarbarnoyl ) phenyl 


2 


nitro 


4 - ( methylcarbarnoyl ) phenyl 
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Table 14(continuation 2) 



rn 


R l 


Z 


2 


nitro 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


4 - nitrophenyl 


2 


nitro 


1 -naphthyl 


2 


nitro 


3 - pyridyl 
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Table 15 




Each substituent in the formula above is as follows: 



m 


R 1 


z 




nitro 


nhenvl 


1 


nitro 


2 — fluorophenyl 




nitro 


3 — fluorophenyl 


" l 


nitro 


4 — fluorophenyl 


j 


nitro 


2, 4 — difluorophenyt 




nitro 


2, 5 - difluorophenyt 


j 


nitro 


2 - chloropheny) 


1 


nitro 


3 - chlorophenyl j 


1 


nitro 


4 - chlorophenyl 


1 


nitro 


2 - broraophenyl 


1 


nitro 


3 - bromophenyl 


1 


nitro 


4 - bromophenyl 


1 


nitro 


2 -methylphenyl 




nitro 


3 -methylphenyl 




nitro 


4 - methylphenyl 




nitro 


4 - ethylphenyl 




nitro 


4 - buty Iphenyl 




nitro 


2, 4 - dimethylphenyl 




nitro 


3,5- dimethylphenyl 




nitro 


2 - methoxyphenyl 




nitro 


3 - methoxyphenyl 




nitro 


4 - methoxyphenyl 




nitro 


4 - butoxypbenyl 




nitro 


2 f 4 - dimethoxyphenyl 




nitro 


2, 5 - dimethoxyphenyl 




nitro 


3, 4 - dimethoxyphenyl 




nitro 


3, 4, 5 - triraethoxyphenyl 




nitro 


3, 4 - ( methylenedioxy ) phenyl 




nitro 


4 - carboxypfaenyl 




nitro 


4 - ( methylcarbamoyl ) phenyl 




nitro 


2 - nitrophenyl 




nitro 


3 - nitrophenyl 




nitro 


4 - nitrophenyl I 




nitro 


4 - cyanophenyl 
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Table 15(continuation 1) 



m 


R 1 


Z 


2 


nilro 


phenyl 


2 


nitro 


2 — fluoropheny l 


2 


nitro 


3 — fluoropheny] 


2 


nitro 


4 — fluoronhenvl 


2 


nitro 


2 4 — difluoronhenvl 


2 


nitro 


j \ /iifiimrnnh^nvi 
Ay j uiiiuui v/i/Uwiiy i 


Z 


III IK U 


z ^■Hiuiupnciiy i 


9 

Z 


nitro 


A. Alii nfAnVan \.t\ 

j — Ciiioropnenyi 


9 
z 


nitro 


*#• — cmoropnenyi 


9 


1.11 II SJ 




9 


r%\ tff\ 
II1U LF 


3 — ujomopocuyi 


9 
z 


nitro 


A — Krntnnnnikfwri 

*♦ — oromupnciiyi 


9 
Z 


nitro 


2 — mcthy I phenyl 


9 
Z 


nitro 


^ inciiiyipocuyi 


9 
Z 


nitro 


4 — methylpbenyl 


Z 


nitro 


4 — ethylphenyl 


*> 

z 


nitro 


4 - butylphenyl 


z 


nitro 


A 4 — dimetnylphenyl 


2 


nitro 


3, 5 - dimetnyiphenyl 


2 


nitro 


2 - methoxyphenyl 


2 


nitro 


3 - methoxyphenyl 


2 


nitro 


4 - methoxyphenyl 


<•> 
z 


nitro 


4 - butoxypheny 1 


z 


nitro 


2, 4 — dimethoxyphenyl 


z 


nitro 


z, j — aiinetnoxypnenyl 


9 


nitrn 


j > *t u]uxviiiv/A.ypucnyi 


2 


nitro 


3, 4, 5 - trimethoxypbenyl 


2 


nitro 


3, 4 - ( methylenedioxy ) phenyl 


2 


nitro 


4 - carboxyphenyl 


2 


nitro 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


2 - nitrophenyl 


2 


nitro 


3 - nitrophenyl 


2 


nitro 


4 - nitrophenyl 


2 


nitro 


4 - cyanophenyl 



142 



EP 1 229 025 A1 



Table 16 




Each substituent in the formula above is as follows: 



lU 


Rl 
IV 




1 
1 


nitro 


pncnyi 




x\ \ trr\ 


pccnyi 


1 
1 


IllllU 


vl _ flit Amnnmifl 

*r iiuoropucnyi 




ri i tm 

111 11 V 


A __ fliinrrtnnOTitn 

*t iiuoropncnyi 


1 


nitro 


4 — chloroohcnvl 

■ vuivi vpuvu J 1 


2 


nitro 


4 — chloronhenvl 


1 


nitro 


4 — mcthylphenyl 


2 


nitro 


4 — mcthylphenyl 


1 


nitro 


2, 4, 6 - trimethylphenyl 


2 


nitro 


2, 4, 6 - trimethylphenyl 


1 


nitro 


2,4,6- triisopropylphenyl 


2 


nitro 


2, 4, 6 - triisopropylphenyl 


1 


nitro 


4 - methoxyphenyl 


2 


nitro 


4 - methoxyphenyl 


1 


nitro 


2 - nitrophcnyl 


2 


nitro 


2 - nitrophenyl 


1 


nitro 


3 - nitrophenyl 


2 


nitro 


3 - nitrophenyl 


1 


nitro 


4 - nitrophenyl 


2 


nitro 


4 - nitrophenyl 


1 


nitro 


2 - aminophenyl 


2 


nitro 


2 - aminophenyl 


1 


nitro 


3 - aminophenyl 


2 


nitro 


3 - aminophenyl 


1 


nitro 


4 - aminophenyl 


2 


nitro 


4 - aminophenyl 


1 


nitro 


1 - naphthyl 


2 


nitro 


1 - naphthyl 


1 


nitro 


2 - naphthyl j 


2 


nitro 


2 - naphthyl 


1 


nitro 


1 - thienyl 


2 


nitro 


1 - thienyl 
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Table 17 




Each substituent in the formula above is as follows: 





w 


ni 

K 


z 





Pi 


nitro 


phenyl 


- — 


X! 


nitro 


2 - fluorophenyl 


— j 


VI 

ri 


nitro 


4 - fluorophenyl 






nitro 


z — cnloropnenyl 


1 


N 


nitro 


J VUlUIUpXICUyl 






Li J II U 


** — cmoropnenyi 


1 


N 


nitro 


7 m^fhv1nhf>n\rl 

x. liiwui yi|iuciijf i 


1 


N 


nitro 


2, 3 - dimethylphenyl 




N 


nitro 


2 - methoxyphenyl 




N 


nitro 


4 - methoxyphenyl 




N 


nitro 


2 - ethoxyphenyl 




N 


nitro 


3 - trifluoromethylphenyl 




N 


nitro 


2 - pyridyl 




N 


nitro 


2 - pyrimidinyl 




CH 


nitro 


phenyl 


2 


N 


nitro 


phenyl 


2 


N 


nitro 


2 - fluorophenyl 


2 


N 


nitro 


4 - fluorophenyl 


2 


N 


nitro 


2 - chlorophenyl 


2 


N 


nitro 


3 - chlorophenyl 


2 


N 


nitro 


4 - chlorophenyl 


. 2 


N 


nitro 


2 - methylphenyl 


2 


N 


nitro 


2, 3 - dimethylphenyl 


2 


N 


nitro 


2 - methoxyphenyl 


2 


N 


nitro 


4 - methoxyphenyl 


2 


N 


nitro 


2 - ethoxyphenyl 


2 


N 


nitro 


3 - trifluoromethylphenyl 


2 


N 


nitro 


2 — pyridyl 


2 


N 


nitro 


2 - pyrimidinyl 


2 


CH 


nitro 


phenyl 
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Table 18 




Each substituent in the formula above is as follows: 



m 


w 


A. 


Is 




IN 


nitro 


pnenyi 




j 


IN 


nitro 


# Till Af>/\ff«l% a«* % #1 

z — nuoropnenyi 




XI 

IN 


nitro 


j — nuoropnenyi 


: 


N 


nitro 


4 — fluoroohenvl 




N 


nitro 


2 4 — difluoronhenvl 




N 


nitro 


3,4 — difluorophenyl 




N 


nitro 


2 — chlorophenyl 


j 


N 


nitro 


3 — chlorophenyl 


I 


N 


nitro 


4 - chlorophenyl 


I 


N 


nitro 


4 - bromophenyl 


I 


N 


nitro 


2 - methylphcnyl 


1 


N 


nitro 


3 - methylphenyl 


I 


N 


nitro 


4 - methylphenyl 


1 


N 


nitro 


2, 3 - dimethylphenyl 


1 


N 


nitro 


2, 4 - dimethylphenyl 




N 


nitro 


3, 4 - dimethylphenyl 




N 


nitro 


2 - methoxyphenyl 




N 


nitro 


3 - methoxyphenyl 




N 


nitro 


4 - methoxyphenyl 




N 


nitro 


2, 3 - dimethoxyphenyl 




N 


nitro 


2, 4 - dimethoxyphenyl 




N 


nitro 


3, 4 - dimethoxyphenyl 




N 


nitro 


3, 4, 5 - trimethoxyphenyl 




N 


nitro 


3, 4 - ( methylenedioxy ) phenyl 




N 


nitro 


2 - trifluoromethylphenyl 




N 


nitro 


3 - trifluoromethylphenyl 




N 


nitro 


4 - trifluoromethylphenyl 




CH 


nitro 


phenyl 




N 


nitro 


2 - thienyl 




N 


nitro 


3 - thienyl 




N 


nitro 


2- fury 1 




N 


nitro 


3-furyl 




N 


nitro 


2 - pyridyl 




N 


nitro 


3 -pyridyl 




N 


nitro 


4 - pyridyl 



145 



EP 1 229 025 A1 



Table 18(continuation 1) 



m 


W 


R 1 


Z 


2 


N 


nitro 


phenyl 


2 


N 


nitro 


2 - fluorophenyl 


2 


N 


nitro 


3 — fluorophenyl 


2 


N 


nitro 


4 — fluorophenyl 


2 


N 


nitro 


2, 4 — di fluorophenyl 


I 2 


N 


nitro 


3 4 — - difluoronhenvl 

•J } » UlllUUtU^fUwUJI 


2 


N 


nitro 


2. cHloronhenvl 




N 


nitro 


w viAtvi vpllvtljri 


*• 


N 


nitm 


4 /»h1r\mnV\f*n v1 

*t VfllJwll/pilwIIji 




N 


nitro 


4 Krnmnnlipnvl 

*t vi uuiupuuiyi 




N 


nitra 

til U VJ 


0 mf»thvlriK/»n vl 


Z 


IN 


nmu 


■3 — uieujyipDcziyi j 


Z 


n 


III It U 


*t mcujyipxiciiyi 


z 


XI 
IN 


nitro 


z, j — aimctnyipnenyi 


z 


XI 


nitro 


z, ** — airneinyipncoyi 


z 


pi 


nitro 


^» *♦ — uinjcuiyipncnyi 


*) 

z 


IN 


nitro 


2 — rnethoxyphenyl 


*> 


XI 


nitro 


3 — rnethoxyphenyl 


2 


XI 

N 


nitro 


4 — rnethoxyphenyl 


2 


XI 

IN 


nitro 


2, 3 — di rnethoxyphenyl 


2 


Xf 

IN 


nitro 


2, 4 — dimethoxyphenyl 


*> 
2 


XI 

IN 


nitro 


3, 4 — dimethoxyphenyl 


Z 


XI 

IN 


nitro 


3,4, 5 * tri rnethoxyphenyl 


z 


XT 
IN 


nitro 


3, 4 - ( methylenedioxy ) phenyl 


z 


XI 
IN 


nitro 


2 - trifluoromethylphenyl 


2 


N 


nitro 


3 - triftuoromethvlnhenvl 


2 


N 


nitro 


4 - trifluoromethylphenyl 


2 


N 


nitro 


2 - thienyl 


2 


N 


nitro 


3-thienyl 


2 


N 


nitro 


2-furyl 


2 


N 


nitro 


3-furyl 


2 


N 


nitro 


2 - pyridyl 


2 


N 


nitro 


3 - pyridyl 


2 


N 


nitro 


4 - pyridyl 
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Table 19 




Each substituent in the formula above is as follows: 



m 


R 1 


Z 


1 


nitro 


phenyl 


1 


nitro 


2 - fluorophenyl 


1 


nitro 


3 — fluorophenyl 


1 


nitro 


4 - fluorophenyl 


1 


nitro 


2, 4 - difluorophenyl 




nitro 


2, 5 - difluorophenyl 




nitro 


2, 6 - difluorophenyl 


1 


nitro 


3,4- difluorophenyl 




nitro 


3, 5 - difluorophenyl 





nitro 


l — cnioropnenyi 




nitro 


3 - chlorophenyl 




nitro 


4 — chlorophenyl 




nitro 


2, 3 — dichlorophcnyl 




nitro 


3,4- dichlorophenyl 




nitro 


2 - bromophenyl 




nitro 


3 - bromophenyl 




nitro 


4 - bromophenyl 




nitro 


2 - methylphenyl 




nitro 


3 - roethylphenyl 




nitro 


4 - methylphenyl 




nitro 


4 - ethylphenyl 




nitro 


4 - propylphenyl 




nitro 


4 - isopropylphenyl 




nitro 


4 - buty lphenyl 




nitro 


2,3- dimethylphenyl 




nitro 


2 ? 4 - dimethylphenyl 




nitro 


3,4- dimethylphenyl 




nitro 


2 - methoxyphenyl 




nitro 


3 — methoxyphenyl 




nitro 


4 - methoxyphenyl 




nitro 


4 - ethoxyphenyl 




nitro 


4 - propoxyphenyl 
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Table 19(continuation 1) 



m 


R 1 


Z 


1 


nitro 


4 - isopropoxyphenyi 


1 


nitro 


2, 3 - dimethoxyphenyl 


1 


nitro 


i 2, 4 - dimethoxyphenyl 


] 


nitro 


3,4- dimethoxyphenyl 


j 1 


nitro 


3, 4 - ( methyl enedioxy ) phenyl 


1 


nitro 


3, 4, 5 - trimethoxyphenyl 


1 


nitro 


2 - hydroxyphenyl 


1 


nitro 


3 - hydroxyphenyl 




nitro 


4 - hydroxyphenyl 


j 


nitro 


2 - aminophenyl 




nitro 


3 — aminophenyl 




nitro 


4 - aminophenyl 




nitro 


2 - ( methylamino ) phenyl 


I 


nitro 


3 - ( methylamino ) phenyl 


j 


nitro 


4 - ( methylamino ) phenyl 




nitro 


3 — ( dimethylamino ) phenyl 




nitro 


2 - carboxyphenyl 




nitro 


3 — carboxyphenyl 


'" j 


nitro 


4 — carboxy phenyl 




nitro 


2 — ( methylcarbamoyl ) phenyl 




nitro 


3 — ( methylcarbamoyl ) phenyl 




nitro 


4 — ( methylcarbamoyl ) phenyl 




nitro 


2 — ( methoxycarbonyl ) phenyl 


1 


nitro 


3 - ( methoxycarbonyl ) phenyl 




nitro 


4 — ( methoxycarbonyl ) phenyl 


I 


nitro 


2 - ( cthoxycaibonyl ) phenyl 


I 


nitro 


3 - ( ethoxycarbonyl ) phenyl 


1 


nitro 


4 - ( ethoxycarbonyl ) phenyl 


I 


nitro 


2 - ( acetyloxy ) phenyl 


1 


nitro 


3 - ( acetyloxy ) phenyl 


1 


nitro 


4 - ( acetyloxy ) phenyl 


1 


nitro 


2 - ( propionyloxy ) phenyl 


1 


nitro 


3 - ( propionyloxy ) phenyl 


1 


nitro 


4 - ( propionyloxy ) phenyl 


1 


nitro 


2 - trifluoromethylphenyl 


1 


nitro 


3 - trifluoromethylphenyl 


1 


nitro 


4 - trifluoromethylphenyl 


1 


nitro 


2 - thienyl 


1 


nitro 


3 - thienyl 


1 


nitro 


2-furyl 




nitro 


3-furyl 




nitro 


2 - pyridyl 




nitro 


3-pyridy! 




nitro 


4 -pyridyl 




nitro 


phenyl 


2 


nitro 


2 - fluorophenyl 


2 


nitro 


3 - fluorophenyl 


2 


nitro 


4- fluorophenyl 
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Table i9(contimiation 2) 



m 


R 1 


Z 


2 


nitro 


2, 4 - difluorophenyl 


2 


nitro 


2, 5 - difluorophenyl 


2 


nitro 


2, 6 - difluorophenyl 


2 


nitro 


3,4- difluorophenyl 


2 


nitro 


3, 5 - difluorophenyl 


2 


nitro 


2- chlorophenyl 


2 


nitro 


3 - chlorophenyl 


2 


nitro 


4 - chlorophenyl 


2 


nitro 


2, 3 - dichlorophenyl 


2 


nitro 


3,4- dichlorophenyl 


2 


nitro 


2 - bromophenyl 


2 


nitro 


3 - bromophenyl 


2 


nitro 


4 - bromophenyl 


2 


nitro 


2 - methylphenyl 


2 


nitro 


3 - methylphenyl 


2 


nitro 


4 - methylphenyl 


2 


nitro 


4 - ethylphenyl 


2 


nitro 


4 - propylphenyl 


2 


nitro 


4 - isopropylphenyl 


2 


nitro 


4 - butylphenyl 


2 


nitro 


2, 3 - dimethyl phenyl 


2 


nitro 


2, 4 - di methylphenyl 


2 


nitro 


3,4- dimethylphenyl 


2 


nitro 


2 - methoxyphenyl 


2 


nitro 


3 - methoxyphenyl 


2 


nitro 


4 - methoxyphenyl 


2 


nitro 


4 - ethoxyphenyi 


2 


nitro 


4 - propoxyphenyl 


2 


nitro 


4 - isopropoxyphenyl 


2 


nitro 


2, 3 -dimethoxyphenyl 


2 


nitro 


2, 4 - dimethoxyphenyl 


2 


nitro 


3, 4 - dimethoxyphenyl 


2 


nitro 


3, 4 - ( mcthylenedioxy ) phenyl 


2 


nitro 


3, 4, 5 - trimethoxyphenyl 


2 


nitro 


2 - hydroxyphenyl 


2 


nitro 


3 - hydroxyphenyl 


2 


nitro 


4 - hydroxyphenyl 


2 


nitro 


2 - aminophenyl 


2 


nitro 


3 - aminophenyl 


2 


nitro 


4 - aminophenyl 


2 


nitro 


2 - ( methylamino ) phenyl 


2 


nitro 


3 - ( methylamino ) phenyl 


2 


nitro 


4 - ( methylamino ) phenyl 


2 


nitro 


3 - ( dimethylamino ) phenyl 


2 


nitro 


2 -carboxyphenyl 


2 


1 nitro 


3 - carboxyphenyl 


2 


nitro 


4 - carboxyphenyl 


2 


nitro 


2 - ( raetbylcarbamoyl ) phenyl 
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Table 19(continuation 3) 



m 


R' 


L 


2 


nitro 


3 ~ ( methylcarbamoyl ) phenyl 


2 


nitro 


4 - ( methylcarbamoyl ) phenyl 


2 


nitro 


2 - ( methoxycarbonyl ) phenyl 


2 


nitro 


3 - ( methoxycarbonyl ) phenyl 


2 


nitro 


4 - ( methoxycarbonyl ) phenyl 


2 


nitro 


2 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


3 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


4 - ( ethoxycarbonyl ) phenyl 


2 


nitro 


2 - ( acetyloxy ) phenyl 


2 


nitro 


3 - ( acetyloxy ) phenyl 


2 


nitro 


4 - ( acetyloxy ) phenyl 


2 


nitro 


2 - ( propionyloxy ) phenyl 


2 


nitro 


3 - ( propionyloxy ) phenyl 


2 


nitro 


4 - ( propionyloxy ) phenyl 


2 


nitro 


2 - trifluoromethylphenyl 


2 


nitro 


3 - trifluoromethylphenyl 


2 


nitro 


4 - trifluoromethylphenyl 


2 


nitro 


2 - thienyl 


2 


nitro 


3 - thienyl 


2 


nitro 


2-furyl 


2 


nitro 


3-furyl 


2 


nitro 


2 - pyridyl 


2 


nitro 


3 - pyridyl 


2 


nitro 


4 - pyridyl 
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Table 20 




Each substituent in the formula above is as follows: 



m 


R 1 


Z 


1 


nitro 


phenyl 


2 


nitro 


phenyl 


1 


nitro 


4 - fluorophenyl 


2 


nitro 


4 - fluorophenyl 


1 


nitro 


4 - chloropbenyl 


2 


nitro 


4 - chloropbenyl 


1 


nitro 


— meinyipnenyi 


2 


nitro 


4 — methylphenyl 


1 


nitro 


2, 4, 6 - trimethylphenyl 


2 


nitro 


2, 4, 6 - trimethylphenyl 


1 


nitro 


2, 4. 6 - triisopropylphenyt 


2 


nitro 


2, 4, 6 - triisopropylphenyl 


1 


nitro 


4 - methoxypbenyl j 


2 


nitro 


4 — methoxyphenyi 


1 


nitro 


2 - nitrophenyl 


2 


nitro 


2 - nitrophenyl 


1 


nitro 


3 - nitrophenyl 


2 


nitro 


3 - nitrophenyl 


1 


nitro 


4 - nitrophenyl 


2 


nitro 


4 - nitrophenyl 


1 


nitro 


3 - aminophenyl 


2 


nitro 


3 - aminophenyl 


1 


nitro 


4 - aminophenyl 


2 


nitro 


4 - aminophenyl 


1 


nitro 


1 - naphthyl 


2 


nitro 


1 — naphthyl 


1 


nitro 


2 - naphthyl 


2 


nitro 


2 - naphthyl 


1 


nitro 


1 - thienyl 


2 


nitro 


1 - thienyl 



[0052] Next, the manufacturing methods of the compounds of the present invention will be explained in detail. The 
starting compounds which are not described in the following sections can be produced according to the following 
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methods, or known methods or methods based thereon. 

[0053] Manufacturing method 1 : The compound (1a) wherein R n is a nitro group can be prepared according to the 
following reaction steps. 




(wherein R 2 t R 3 , R 4 , X, Y, Z, W and m are as defined above, Q is halogen atom, alkylsulfonyloxy group such as 
methanesulfonyloxy and ethanesulfonyloxy, or substituted or unsubstituted arylsuifonyloxy group such as benzenesul- 
fonyloxy or methylbenzenesulfonyloxy.) 

[0054] The starting material (2) can be obtained accordingto the known methods [J. Org. Chem., 40, 356(1 975), etc.] 
(Step 1-1) 

[0055] The compound (3a) t wherein Q of the compound (3) is a halogen atom, can be obtained by reacting the 
compound (2) with a halogenating agent, without solvent or with a solvent of 1 to 100 times in volume, at between 
room temperature and the reflux temperature of the solvent used (in the case of non-solvent condition, reaction tem- 
perature is between room temperature and the boiling point of the halogenating agent) for 0.5 to 1 0 hours. The halo- 
genating agent includes chlorination agent such as phosphorus oxychloride and phosphorus pentachloride and bro- 
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mination agent such as phosphorus pentabromide and thionyl bromide. The solvent includes halogen-containing sol- 
vents such as chloroform, dichlorom ethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene 
and ester solvent such as ethyl acetate, propyl acetate and butyl acetate. 

5 (Step 1-2) 

[0056] The compound (3b), wherein Q of the compound(3) is alkylsulfonyloxy, or substituted or unsubstituted arysul- 
fonyloxy group, can be obtained by reacting the compound (2) with an alkylsulfonyl chloride, or substituted or unsub- 
stituted arylsulf onyl chloride, in the presence of a 2 to 20 equivalent base, without solvent or with a solvent of 1 to 1 00 
jo times in volume, at between 0 °C and the reflux temperature of the solvent used, for 0.5 to 1 2 hours. The base includes 
an inorganic base such as sodium hydride, potassium carbonate and sodium carbonate, and an organic base such as 
triethyi amine, diisopropylethyl amine, pyridine and 2,6-lutidine. The solvent includes halogen-containing solvent such 
as chloroform, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, ester 
solvent such as ethyl acetate, propyl acetate and butyl acetate, and N,N-dimethylformamide. 

15 

(Step 2) 

[0057] The compound (5) can be obtained by reacting the compound (3) with a primary or secondary amine (4), In 
the presence of a base, in a solvent of 1 to 100 times in volume, at between 0 °C and the reflux temperature of the 
20 solvent used, for 0.5 to 12 hours. The base includes an inorganic base such as sodium hydride, potassium carbonate 
and potassium tert-butoxide, and an organic base such as triethyi amine, diisopropylethyl amine, pyridine and 2,6-lu- 
tidine. The solvent includes ether solvent such as diethyl ether, tetrahydrofuran and dioxane, halogen-containing sol- 
vent such as chloroform, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, 
ester solvent such as ethyl acetate, propyl acetate and butyl acetate, water, and N.N-dimethylform amide. 

25 

(Step 3) 

[0058] The compound (1 ) can be obtained by reacting the compound (5) with a cyclic amine (6), in the presence of 
a base, in a solvent of 1 to 1 00 times in volume, at between 0 °C and the reflux temperature of the solvent used, for 
30 0.5 to 12 hours. The base includes an inorganic base such as sodium hydride, potassium carbonate and potassium 
tert-butoxide, and an organic base such as triethyi amine, diisopropylethyl amine, pyridine and 2,6-lutidine. The solvent 
includes ether solvent such as diethyl ether, tetrahydrofuran and dioxane, halogen-containing solvent such as chloro- 
form, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, ester solvent such 
as ethyl acetate, propyl acetate and butyl acetate, water, and N,N-dimethyIformamide. 

35 

(Step 4) 

[0059] The compound (7) can be obtained by reacting the compound (2) with a cyclic amine (6), in the presence of 
a base, in a solvent of 1 to 1 00 times in volume, at between 0 °C and the reflux temperature of the solvent used, for 
40 0.5 to 12 hours. The base includes an inorganic base such as sodium hydride, potassium carbonate and potassium 
tert-butoxide, and an organic base such as triethyi amine, diisopropylethyl amine, pyridine and 2,6-lutidine. The solvent 
includes ether solvent such as diethyl ether, tetrahydrofuran and dioxane, halogen-containing solvent such as chloro- 
form, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, ester solvent such 
as ethyl acetate, propyl acetate and butyl acetate, water, and N,N-dimethylformamide. 

45 

(Step 5-1) 

[0060] The compound (8a), wherein Q of the compound (8) is a halogen atom, can be obtained by reacting the 
compound (7) with a halogenating agent, without solvent or with a solvent of 1 to 100 times in volume, at between 
so room temperature and the reflux temperature of the solvent used (in the case of non-solvent condition, reaction tem- 
perature is between room temperature and the boiling point of the halogenating agent) for 0.5 to 1 0 hours. The halo- 
genating agent and solvent are the same as those used in the preparation of the compound (3a). 

(Step 5-2) 

55 

[0061] The compound (8b), wherein Q of the compound(8) is alkylsulfonyloxy, or substituted or unsubstituted arysul- 
fonyloxy group, can be obtained by reacting the compound (7) with an alkylsulfonyl chloride, or substituted or unsub- 
stituted arylsuffonyl chloride, in the presence of a 2 to 20 equivalent base, without solvent or with a solvent of 1 to 100 
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times in volume, at between 0 °C and the reflux temperature of the solvent used, for 0.5 to 12 hours. The base and 
solvent are the same as those used in the preparation of the compound (3b). 

(Step 6) 

5 

[0062] The compound (1 ) can be obtained by reacting the compound (8) with a primary or secondary amine (4), in 
the presence of a base, in a solvent of 1 to 100 times in volume, at between 0 °C and the reflux temperature of the 
solvent used, for 0.5 to 1 2 hours. The base and solvent are the same as those used in the preparation of the compound 
(5). 

io [0063] Manufacturing method 2: The compound (1 b) wherein Ft, is a halogen atom can be prepared according to the 
following reaction steps. 
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so (wherein R 2 , R 3 ! R 4 , X, Y, Z, W and m are as defined above, V 1 , V 2 and Q is halogen atom, alkylsulfonyloxy group 
such as methanesulfonyloxy and ethanesulfonyloxy, or substituted or unsubstituted arylsulfonyloxy group such as 
benzenesulfonyloxy or methylbenzenesulfonyloxy.) 

(Step 1) 

55 

[0064] The compound (10) can be obtained by reacting the compound (9) obtained according to the known methods 
with formic acid or trimethyl orthoformate, in the presence of an acid, at a temperature of between room temperature 
and 1 00 °C for 0.5 to 1 0 hours. The acid includes an inorganic acid such as hydrochloric acid and an organic acid such 
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as p-toluenesulfonic acid and camphorsutfonic acid. 
(Step 2) 

5 [0065] The compound (11) can be obtained by reacting the compound (10) with a cyclic amine (6), in the presence 
of a base, in a solvent of 1 to 1 00 times in volume, at between 0 °C and the reflux temperature of the solvent used, for 
0.5 to 12 hours. The base includes an inorganic base such as sodium hydride, potassium carbonate and potassium 
tert-butoxide, and an organic base such as triethyl amine, diisopropylethyl amine, pyridine and 2,6-lutidine. The solvent 
includes ether solvent such as diethyl ether, tetrahydrofuran and dioxane, halogen-containing solvent such as chlora- 
te form, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, ester solvent such 
as ethyl acetate, propyl acetate and butyl acetate, water, and N.N-dimethylformamide. 

(Step 3-1) 

15 [0066] The compound (12a), wherein Q of the compound(12) is a halogen atom, can be obtained by reacting the 
compound (11) with a halogenating agent, without solvent or with a solvent of 1 to 100 times in volume, at between 
room temperature and the reflux temperature of the solvent used, for 0.5 to 1 0 hours. The halogenating agent indudes 
chlorination agent such as phosphorus oxychloride and phosphorus pentachlortde and bromination agent such as 
phosphorus pentabromide and thlonyl bromide. The solvent includes halogen-containing solvent such as chloroform, 

20 dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene and ester solvent such 
as ethyl acetate, propyl acetate and butyl acetate. 

(Step 3-2) 

25 [0067] The compound (12b), wtierein Q of the compound(12) is alkylsulfonyloxy, or substituted or unsubstituted 
arysuifonyloxy group s can be obtained by reacting the compound (11) with an alkylsulfonyl chloride, or substituted or 
unsubstituted arylsulfonyl chloride, in the presence of a 2 to 20 equivalent base, without solvent or with a solvent of 1 
to 100 times in volume, at between 0 °C and the reflux temperature of the solvent used, for 0.5 to 12 hours. The base 
includes an inorganic base such as sodium hydride, potassium carbonate and sodium carbonate, and an organic base 

30 such as triethyl amine, diisopropylethyl amine, pyridine and 2,6-lutidine. The solvent includes halogen-containing sol- 
vent such as chloroform, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, 
ester solvent such as ethyl acetate, propyl acetate and butyl acetate, and N.N-dimethylformamide. 

(Step 4) 

35 

[0068] The compound (1 b) can be obtained by reacting the compound (12) with a primary or secondary amine (4), 
in the presence of a base 5 in a solvent of I to 100 times in volume, at between 0 °C and the reflux temperature of the 
solvent used, for 0.5 to 12 hours. The base includes an inorganic base such as sodium hydride, potassium carbonate 
and potassium tert-butoxide, and an organic base such as triethyl amine, diisopropylethyl amine, pyridine and 2,6-lu- 

40 tidine. The solvent includes ether solvent such as diethyl ether, tetrahydrofuran and dioxane, halogen-containing sol- 
vent such as chloroform, dichloromethane and dichloroethane, aromatic solvent such as benzene, toluene and xylene, 
ester solvent such as ethyl acetate, propyl acetate and butyl acetate, water, and N,N-dimethylformamide. 
[0069] The intermediates and end products in the above-mentioned manufacturing methods can be isolated or pu- 
rified by conventional methods. For example, they can be isolated or purified using neutralization, filtration, extraction, 

45 drying, concentration, recrystallization and various kinds of chromatography. The solvent for recrystallization includes, 
for example, alcohol solvent such as methanol, ethanol and 2-propanol, ether solvent such as diethyl ether, ester 
solvent such as ethyl acetate, aromatic hydrocarbon solvent such as toluene, ketone solvent such as acetone, hydro- 
carbon solvent such as hexane and mixed solvents thereof. It is also possible for the intermediates to be used in the 
next steps without any purification. 

so [0070] In case that a salt of the compound (1 ) is desired to be obtained, if the compound (1 ) is obtained in the form 
of a salt it is purified as it is, and if obtained in a free form it is dissolved or suspended in a suitable solvent and convert 
it into a salt by adding an acid. And, it is possible to transform the compound (1) obtained in the form of a salt into a 
free compound and then to convert it into the form of a desired salt. 

[0071] Upon carrying out the above reactions, it is possible to use the techniques of protection and deprotection for 
55 functional group, which are described in detail In T. W. Green and P. G, M . Wuts, "Protecting Groups In Organic Syn- 
thesis", 1990. 

[0072] As the medicaments of the present invention there can be used substances selected from the group consisting 
of compounds represented by the general formula (1) and pharmaceutically acceptable salts thereof, or there can be 
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used hydrates or solvates thereof. It is also possible to use these substances in a proper combination of two or more. 
A substance perse selected from the group may be administered as a medicament of the present invention, but usually 
it is preferable to administer in the form of a medicament composition containing the above substance as an effective 
ingredient and pharmaceutically acceptable preparation additives. 

5 [0073] The medicament composition applied for the living body can easily be produced according to the preparation 
methods commonly used in the field of pharmacology, that is, by mixing the above substance as effective ingredient 
and one or two or more kinds of pharmaceutically acceptable preparation additives. The administration route of the 
medicament of the present invention is not limited in particular, but it is preferable to properly choice the most effective 
route in the treatment and/or prevention. The medicinal composition suitable for oral administration includes, for ex- 

10 ample, capsules, powders, tablets, granules, fine grains, syrups, solutions and suspensions, and the medicament 
composition suitable for parenteral administration includes, for example, absorbents, nebulas, intrarectal administration 
medicaments, injections, drops, ointments, creams, transdermal absorbents, transmucosa absorbents, eyedrops, col- 
lunarium, eardrops, tapes and patches. The forms of the medicaments of the present invention, however, are not limited 
to these. 

15 [0074] Of the medicinal compositions suitable for oral administration, liquid preparations such as emulsions and 
syrups can be manufactured using preparation additives such as water; saccharides such as saccharose, sorbit and 
fructose; glycols such as polyethylene glycol and propylene glycol; oils such as sesame oil, olive oil and soybean oil; 
antiseptics such as p-hydroxybenzoic acid ester; and flavors such as strawberry flavor and peppermint flavor. The solid 
preparations such as capsules, tablets, powders and granules can be manufactured using exclpients such as lactose, 

20 glucose, saccharose and mannitol; disintegrating agents such as starch and sodium alginate; lubricants such as mag- 
nesium stearate and talc; binders such as polyvinyl alcohol, hydroxypropyl cellulose and gelatin; surfactants such as 
fatty acid ester; and plasticizers such as glycerol. 

[0075] Of the medicament compositions suitable for parenteral administration, liquid preparations in the form of in- 
jections, drops and eyedrops can preferably be manufactured as sterilized isotonic liquid preparations. For example, 

25 the injections can be prepared using a salt solution, a glucose solution or an aqueous medium consisting of a mixture 
of salt water and glucose solution. The intrarectal administration agents can be prepared usually in the form of sup- 
pository using carriers such as cacao fat, hydrogenated fat and hydrogenated carboxylic acid. Further, for the prepa- 
ration of the nebulas there can be used non-irritating carriers which disperse the above substance of the effective 
ingredient as fine particles to facilitate absorption. As such carriers, it is possible to enumerate lactose and glycerol 

30 and to select the forms of aerosol and drypowder as the form of the preparations. Further, in the production of the 
medicament compositions for parenteral administration, there can optionally be used one kind, or two or more kinds 
of preparation additives selected from diluents, flavors, antiseptics, excipients, disintegrating agents, lubricants, bind- 
ers, surfactants and plasticizers which have been illustrated In the oral administration agents. The preparation additives 
used for the manufacture of the medicaments of the present invention are not limited to those mentioned above, and 

35 any can be used as long as it is utilizable for a person skilled in the art. 

[0076] The dose and frequency of administration of the medicaments of the present invention are not limited in 
particular, and generally, in the case of oral administration, it is possible to administer a dose in the range of about 1 
to about 1000 mg, preferably about 10 to about 500 mg per day for an adult in one portion or in several portions. In 
the case of administration as an injection medicament, the dose ranging about 0.1 to about 500 mg, preferably about 

40 3 to about 1 00 mg can be administered in one portion or in several portions. 

[0077] This specification includes part or ail of the contents as disclosed in the specification of Japanese Patent 
Application No. 11-282078, which is the base of priority of the present invention. 

Best Mode for Embodying the Invention 

45 

[0078] The present invention will hereinafter be explained more in detail by way of Examples and Reference exam- 
ples, but the scope of the present invention is limited in no way by the following Examples. 

Reference example 1 : 2-amino-4-chlorobenzamide 

50 

[0079] 4-Chloroanthranilic acid (75 g, 0.437 mol) was suspended in dichloromethane (1 .09 1). To this suspension, 
triethylamine (73 ml, 0.524 mol) and diphenylphosphoryl chloride (1 41 g, 0.524 mol) were added successively, and the 
mixture was stirred at room temperature for 1 hour. Then, 28% aqueous ammonia (44 ml) was added, and the mixture 
was further stirred at room temperature for 2 hours. After completion of the reaction, the reaction solution was filtrated, 
55 the filtrated crude crystal was washed with methanol to give 51 .0 g (yield 68%) of the title compound as yellow crystal. 
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Reference example 2: 7-chloro-4(3H)-quinazolone 

[0080] 2-Amino-4-chlorobenzamide (25.6 g, 0.1 50 mo!) obtained in Reference example 1 was dissolved in trimethyl 
orthoformate (560 ml), and to this added was concentrated hydrochloric acid (15 ml), and the mixture was stirred at 
s room temperature for 1 hour. After completion of the reaction, the reaction solution was filtered, and the crude crystal 
filtered was suspended in water (250 ml) and neutralized with 3N NaOH aqueous solution. The neutralized solution 
was filtered, the solid being washed with water on the funnel to give 20.9 g (yield 77%) of the title compound as white 
crystal. 

10 Reference example 3: 7-chloro-6-nitro-4(3H)-quinazolone 

[0081] 7-Chloro-4(3H)-quinazolone (20.9 g, 0. 1 1 6 mmol) obtained in Reference example 2 was dissolved in a mixed 
solution of concentrated sulfuric acid (45 ml) and fuming nitric acid (45 ml) and stirred at 80 °C for 2 hours. After 
completion of the reaction, the reaction solution was cooled to room temperature and poured into ice water (900 ml). 
15 The precipitated solid was filtered off, and the filtered crude crystal was suspended in acetic acid (440 ml) and stirred 
at 80 °C for 1 hour. After cooling to 40 °C, the precipitated crystal was subjected to filtration and washed with water 
on the funnel to give 15.7 g (yied 60%) of the title compound as pale yellow crystal. 

Reference example 4: 4,7-dichloro-6-nitro-4(3H)-quinazolone 

20 

[0082] 7-Chloro-6-nitro-4(3H)-quinazolone(1 .00 g, 4.43 mmol) obtained in Reference example 3 was added in phos- 
phorus oxychloride (22 ml) and heated under reflux for 1 hour. After completion of the reaction, the reaction solution 
was cooled to room temperature, the solvent was removed under reduced pressure, the residue was added with a 
saturated sodium bicarbonate aqueous solution, and the solution was extracted with chloroform. The organic layer 
25 was washed with a 10% saline and dried, the solvent being removed. The precipitated crystal was washed with ethanol 
to give 888 mg (yield 82%) of the title compound as pale yellow crystal. 

Reference example 5: 7-chloro-4-[2-(4-chlorophenyl)ethylamino]-6-nitroquinazoline 

30 [0083] 4,7-Dichloro-6-nitro-4(3H)-quinazoIone (5.95 g, 24.4 mmol) obtained in Reference example 4 was suspended 
in ethanol (1 50 ml). To this suspension, 2-{4-ch!orophenyl)ethylamine (4.07 ml, 29.3 mmol) and triethylamine (4.08 ml, 
29.3 mmol) were added successively, and the mixture was heated under reflux for 5 hours. The reaction solution was 
cooled to room temperature, the solvent was removed under reduced pressure, and the residue was washed with 
dichloromethane to give 7.32 g (yield 83%) of the title compound as yellow crystal. 

35 

Reference example 6: 7-chloro-4-(phenethylamino)-6-nitroquinazoline 

[0084] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

40 

Reference example 7: 7-chloro-4-(benzylamino)-6-nitroquinazoline 

[0085] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

45 

Reference example 8: 7-chloro-4-{4-fluorobenzylamino)-6-nitroquinazoline 

[0086] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

so 

Reference example 9: 7-chloro-4-[3,4-(methylenedioxy)benzy!amino]-6-nitroquinazoline 

[0087] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

55 ...... - - - - - ...... _ 

Reference example 10: 7-chIoro-6-nitro-4-[3-(phenyl)propylamino]quinazoline 

[0088] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
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according to the same method as Reference example 5. 

Reference example 11: 7-chloro-6-nitro-4-[(2-pyridyl)methylamino]quinazoline 

[0089] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 12: 7-chloro-6-nitro-4-[2-(2-pyridyl)ethylamino]quinazoline 

[0090] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 13: 7-chloro-6-nitro-4-[2-(3-pyridyl)ethyIamino]quinazoline 

[0091] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 14: 7-chloro-6-vltro-4-[2-(4-pyridyl)ethylamlno]quinazollne 

[0092] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 15: 7-chloro-6-nitro-4-[(2-thienyl)methylamino]quinazoline 

[0093] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 16: 7-chloro-6-nitro-4-[2-(2-thienyl)ethylamino]quinazoline 

[0094] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 17: 7-chloro-4-[(2-furyl)methylamino]-6-nltroquinazoline 

[0095] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 18: 7-chloro-4-{(1-naphthyl)methylamino]-6-nitroquinazoline 

[0096] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 19: 7-chloro-4-(4-chlorobenzylamino)-6-nitroquinazoIine 

[0097] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 20: 7-chloro-4-(2-fluorobenzylamino)-6-nitroquinazoline 

[0098] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 21: 7-chloro-4-(3-fluorobenzylamino)-6-nitroquinazoline 

[0099] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 
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Reference example 22: 7-chloro-6-nitro-4-[4-(1 ,1 ,14rifluoromethyl)benzylarnino]quinazoline 

[0100] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 23: 7-chloro-4-(4-methylbenzylamino)-6-nitroquinazoline 

(0101] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 24: 7-chloro-4-(2-methoxybenzylamlno)-6-nitroquina2oline 

[0102] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 25: 7-chloro-4-(3-methoxybenzylamino)-6-nitroquinazoline 

[0103] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 26: 7-chloro-4-(4-methoxyben27lamino)-6-nitroquinazoline 

[0104] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 27: 7-chloro-4-(3,4-dimethoxybenzylamlno)-6-nitroqulnazoline 

[0105] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 28: 7-chloro-6-nitro-4-(3,4,5-trimethoxybenzytamino)quinazoline 

[0106] Using the compound obtained In Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 29: 7-chloro-4-(2-(2-chlorophenyl)ethylamino]-6-nitroquinazoline 

[0107] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 30: 7-chloro-4-[2-(3-chlorophenyl)ethylamino]-6-nitroquinazoline 

[0108] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 31: 4-[2-(4-bromophenyl)ethylamino]-7-chloro-6-nitroquinazoline 

[0109] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 32: 7-chloro-4-{2-(2-fluorophenyl)ethylamino]-6-nitroquinazoline 

[01 10] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 33: 7-chloro-4-{2-(3-fluorophenyl)ethylamino]-6-nitroquinazoline 

[01 1 1] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
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according to the same method as Reference example 5. 

Reference example 34: 7-chloro-4-[2-(4-fluorophenyl)ethylamino]-6-nitroquina2oline 

5 [01 12] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 35: 7-chloro-4-[2-(4-methylphenyl)ethylamino]-6-nitroquinazoline 

10 [0113] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 36: 7-chloro-4-{2-(2-methoxyphenyl)ethylamino]-6-nitroquinazoline 

is [01 14] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 37: 7-chloro-4-[2-(3-methoxyphenyl)ethylamlno]-6-nitroquina2oline 

20 [01 1 5] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 38: 7-chloro-4-[2-(4-methoxyphenyl)ethylamino]-6-nitroquinazoline 

25 [01 1 6] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 39: 7-chloro-4-[2-(3,4-dimethoxyphenyl)ethylamino]-6-nitroquinazoline 

30 [0117] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 40: 7-chloro-4-[2-(4-hydroxyphenyl)ethylamlno]-6-nitroquinazoline 

35 [0118] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 41 : 4-[2-{4-anilino)ethylamino]-7-chloro-6-nitroquinazoline 

40 [01 1 9] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 42: 7-chloro-4-(2-methyl-2-phenylethylamino)-6-nitroquinazoline 

45 [01 20] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 43: 7-chloro-4-(2,2-diphenylethylamlno)-6-nitroquinazoline 

so [0121] Using the compound obtained in Reference example 4 as starting material , the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 44: 7-chloro-4-(N-methylbenzylamino)-6-nitroquinazoline 

55 [0122] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 
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Reference example 45: 7-chloro-4-(dibenzylamino)-6-nitroquinazoline 

[01 23] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 46: 4-[(1 -benzyl-4-piperidyl)amino-7-chloro-6-nitroquinazoline 

[0124] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 47: N-(1 -benzyl-4-piperidyl)-tert-butoxyformamide 

[01 25] The title compound was obtained by reacting 4-amino-1 -benzylpiperidine with di-tert-butyl dicarbonate in THF 
at room temperature for 3 hours in the presence of triethylamine. 

Reference example 48: tert-butoxy-N-(4-piperidyl)formamide 

[0126] Using the compound obtained In Reference example 47 as starting material, the title compound was obtained 
by catalytic hydrogenation reduction In ethanol using 5% palladium on carbon as the catalyst. 

Reference example 49: N-[1 -(4-methoxybenzyl-4-piperidyl)]-tert-butoxyformamide 

[01 27] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with 4-methoxybenzyl chloride in dimethylformamide in the presence of potassium carbonate. 

Reference example 50: 1-(4-methoxybenzyl)-4-plperidylamine 

[01 28] Using the compound obtained in Reference example 49 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 51: N-(1-benzoyl-piperidyl)-tert-butoxyformamide 

[01 29] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with benzoyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 52: 4-aminopiperidyl-phenylketone 

[0130] Using the compound obtained in Reference example 51 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 53: N-(1-(3,4-methylenedioxy)benzoyl-piperidyl)-tert-butoxyformamide 

[0131] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with piperonyloyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 54: 4-aminopiperidyl-[(3,4-methylenedioxy)phenyl]ketone 

[0132] Using the compound obtained In Reference example 53 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 55: N-(1-nicotinoyl-piperidyl)-tert-butoxyformamide 

[0133] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with nicotinoyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 56: 4-aminopiperidyl-(3-pyridyl) ketone 

[01 34] Using the compound obtained in Reference example 55 as starting material, the title compound was obtained 
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by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 57: N-[1-(NiDhenylcarbamoyl)-4-piperidylHert-butoxyformamide 

[0135] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with phenylisocyanate in acetonitrile. 

Reference example 58: N-p henyl -4-aminopiperidy If orm amide 

[0136] Using the compound obtained in Reference example 49 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acld-dioxane solution. 

Reference example 59: N^1-[N-(4-fluorophenyl)carbamoylH-piperidyl)4ert-butoxyformamide 

[01 37] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with 4-fluorophenylisocyanate in acetonitrile. 

Reference example 60: N-(4-fluorophenyl)-4-aminopiperidylformamide 

[01 38] Using the compound obtained in Reference example 59 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 61: N^1-[N-(4-methoxyphenyl)carbamoyl]-4-piperidyl]-tert-butoxyformamide 

[0139] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with 4-methoxyphenyl isocyanate in acetonitrile. 

Reference example 62: N-(4-methoxyphenyl)-4-aminopiperidylformamide 

[01 40] Using the compound obtained in Reference example 61 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 63: N-[1-((phenylamino)thloxomethyl-4-piperidyl]-tert-butoxyformamide 

[0141] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with phenyl isothiocyanate in acetonitrile. 

Reference example 64: (4-aminopiperidy I) (phenylamino) methane-1-thione 

[0142] Using the compound obtained in Reference example 63 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 65: N-[1-(phenylsulfonyl)-4-piperidyl]-tert-butoxyformamide 

[0143] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with benzenesulfonyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 66: 1-(phenylsulfonyl)-4-plperldylamine 

[0144] Using the compound obtained in Reference example 65 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 67: N-[1 -(4-methoxyphenylsulfonyl)-4-piperidyl]-tert-butoxyformamide 

[01 45] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with 4-methoxybenzenesulfonyl chloride in dichloromethane in the presence of triethylamine. 
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Reference example 68: 1-(4-methoxyphenylsulfonyl)-4-piperidylamine 

[01 46] Using the compound obtained in Reference example 67 as starting material, the title compound was obtained 
by performing the reaction In a 4N hydrochloric acld-dioxane solution. 

Reference example 69: N-[1 -(4-fluorophenylsu!fonyl)-4-piperidyl]-tert-butoxyformamide 

[01 47] Using the compound obtained in Reference example 48 as starting material, the title compound was obtained 
by reacting it with 4-fluorobenzenesulfonyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 70: 1-(4-fluorophenylsulfonyl)-4-piperidylamlne 

[0148] Using the compound obtained in Reference example 69 as starting material, the title compound was obtained 
by performing the reaction in a 4N hydrochloric acid-dioxane solution. 

Reference example 71 : 7-chloro-6-nitro^-(4-phenylpiperazinyl)quinazoline 

[0149] 4 l 7-Dichloro-6-nitro-4(3H)-qulnazolone (138 mg, 0.576 mmol) obtained In Reference example 4 was sus- 
pended in ethanol (3 ml). To this suspension, 1 -(4-chlorophenyl)plperazlne dihydrochlorlde (1 86 mg, 0.689 mmol) and 
N,N-diisopropylethylamine (360 uJ, 2.07 mmol) were added successively, and the mixture was stirred at room temper- 
ature over night. After completion of the reaction, the reaction solution was filtered, and the crude crystal was washed 
with ethanol and water to give 72 mg (yield 31%) of the title compound as yellow crystal. 

Reference example 72: 4-benzylpiperazinylphenylketone 

[0150] Using 1-benzylpiperazine as starting material, the title compound was obtained by reacting it with benzoyl 
chloride in dichloromethane in the presence of triethylamine. 

Reference example 73: piperazinylphenylketone 

[01 51] Using the compound obtained in Reference example 72 as starting material, the title compound was obtained 
by catalytic hydrogenation reduction in ethanol using 5% palladium on carbon as the catalyst. 

Reference example 74: 4-(7-chloro-6-nitroquinazolin-4-yl)piperazinyl-4-phenylketone 

[0152] Using the compound obtained in Reference example 73, the title compound was obtained according to the 
same method as Reference example 71 . 

Reference example 75: 4-benzylpiperazinyl-4-fluorophenylketone 

[0153] Using 1-benzylpiperazine as starting material, the title compound was obtained by reacting it with 4-fluor- 
obenzoyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 76: 4-fluorophenyl-piperazinylketone 

[0154] Using the compound obtained in Reference example 75 as starting material, the title compound was obtained 
by catalytic hydrogenation reduction in ethanol using 5% palladium on carbon as the catalyst. 

Reference example 77: 4-(7-chloro-6-nitroquinazolin-4-yl) piperazinyl-4-fluorophenylketone 

[01 55] Using the compound obtained in Reference example 76 as starting material, the title compound was obtained 
according to the same method as Reference example 71 . 

Reference example 78: 4-benzylpiperazinyl-4-methoxyphenyiketone 

[0156] Using 1 -benzylpiperazine as starting material, the title compound was obtained by reacting it with 4-methoxy- 
benzoyl chloride in dichloromethane in the presence of triethylamine. 
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Reference example 79: 4-methoxyphenyl-piperazinylketone 

[01 57] Using the compound obtained in Reference example 78 as starting material, the title compound was obtained 
by catalytic hydrogenation reduction in ethanol using 5% palladium on carbon as the catalyst. 

Reference example 80: 4-(7-chloro-6-nitroquinazolin-4-yl) piperazinyl-4-methoxyphenylketone 

[01 58] Using the compound obtained in Reference example 79 as starting material, the title compound was obtained 
according to the same method as Reference example 71 . 

Reference example 81 : 4-benzylpiperazinyl-4-(3,4-methylenedioxy)phenylketone 

[01 59] Using 1 -benzylpiperazine as starting material, the title compound was obtained by reacting it with piperonyloyl 
chloride in dichloromethane in the presence of triethylamine. 

Reference example 82: (3,4-methylenedioxy)phenyl-piperazinylketone 

[01 60] Using the compound obtained In Reference example 81 as starting material, the title compound was obtained 
by catalytic hydrogenation reduction in ethanol using 5% palladium on carbon as the catalyst. 

Reference example 83: 4-(7-chloro-6-nitroquinazolin-4-yl) piperazinyl-(3,4-methylenedioxy)phenylketone 

[0161] Using the compound obtained in Reference example 82 as starting material, the title compound was obtained 
according to the same method as Reference example 71 . Reference example 84: 4-(phenylsu If ony I)- 1 -benzylpipera- 
zine Using 1 -benzylpiperazine as starting material, the title compound was obtained by reacting it with benzenes ulfonyl 
chloride in dichloromethane in the presence of triethylamine. 

Reference example 85: phenylsulfonyl piperazine 

[01 62] Using the compound obtained in Reference example 84 as starting material , the title compound was obtained 
by catalytic hydrogenation reduction in ethanol using 5% palladium on carbon as the catalyst. 

Reference example 86: 1-(7-chloro-6-nitroquinazoIin-4-yl)-4-(phenylsulfonyl)piperazine 

[0163] Using the compound obtained in Reference example 85 as starting material, the title compound was obtained 
according to the same method as Reference example 71 . 

Reference example 87: 4-(4-fluo rophenylsulfony I)- 1 -benzylpiperazine 

[0164] Using 1 -benzylpiperazine as starting material, the title compound was obtained by reacting it with 4-fluor- 
obenzenesulfonyl chloride in dichloromethane in the presence of triethylamine. 

Reference example 88: 4-fluorophenylsulfonyl piperazine 

[01 65] Using the compound obtained in Reference example 87 as starting material, the title compound was obtained 
by catalytic hydrogenation reduction in ethanol using 5% palladium on carbon as the catalyst. 

Reference example 89: 1 -(7-chloro-6-nltroqulnazolin-4-yl)-4-{(4-fluorophenyl)sulfonyl]piperazlne 

[01 66] Using the compound obtained in Reference example 88 as starting material, the title compound was obtained 
according to the same method as Reference example 71 . 

Reference example 90: 2-amino-4,5-difluorobenzarnide 

[01 67] Using 4,5-difluoroanthranilic acid as starting material, the title compound was obtained according to the same 
method as Reference example 1 . 
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Reference example 91: 6,7-difluoro-4(3H)-quinazolone 

[01 68] Using the compound obtained in Reference example 90 as starting material, the title compound was obtained 
according to the same method as Reference example 2. 

Reference example 92: 4-chloro-6,7-difiuoro-4(3H)-quinazolone 

[01 69] Using the compound obtained in Reference example 91 as starting material, the title compound was obtained 
according to the same method as Reference example 4. 

Reference example 93: 6,7-difluoro-4-{2-(4-chlorophenyl)ethylamino]quinazoline 

[0170] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 94: 6,7-difiuoro-4-{2-(4-fluorophenyr)ethylamino]quina2oline 

[01 71] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 95: 6,7-difluoro-4-(4-fluorobenzyJamino)quinazoline 

[01 72] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 96: 6,7-difluoro-4-[3,4-(methylenedloxy)benzyIamino)qulnazoline 

[01 73] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 97: 6,7-difluoro-4-[(4-fluoro)anilino]quinazoline 

[01 74] Using the compound obtained In Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 98: 6,7-diftuoro-4-((3 l 4-methylenedioxy)anilino]quinazoline 

[0175] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 99: 6,7-difluoro-4-{2-[(4-fluoro)phenyl]ethylamino]quina2oline 

[0176] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 100: 6,7-difluoro-4-[2-[(3,4-methylenedioxy)phenyl]ethylamino]quina2oline 

[0177] Using the compound obtained In Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 101: 6,7-difluoro-4-[3-[(4-fluoro)phenyl] propylaminojquinazoline 

[01 78] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 102: 6,7-difluoro-4-{3-{(3,4-methylenedioxy)phenyl]propylamino]quinazoline 

[01 79] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
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according to the same method as Reference example 5. 

Reference example 103: 6,7-dlfluoro-4-[(3,4-ethylenedioxy)benzylamino]quina20line 

[0180] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 104: ey-difluoro^-ffN-methyl-N'^a^-methylenedioxybenzyOlaminolquinazoline 

[01 81] Using the compound obtained in Reference example 92 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 105: 7-chloro-4-[(4-fluoro)anilino]-6-nitroquinazoline 

[0182] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 106: Z-chloro^a^-methyienedioxyJanilinol-e-nitroquinazoline 

[01 83] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 107: 7-chloro-4-[2-(3 t 4-methylenedioxy)phenyl]ethylamino]-6-nitroquinazoline 

[01 84] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 108: 7-chloro-4-[3-[(4-fluoro)phenyl]propylamino]-6-nitroquinazoline 

[01 85] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 109: Z-chloro^S-tfS^-methylenedioxyiphenylJpropylaminol-e-nitroquinazoline 

[0186] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 110: 7-chloro-4-[(3,4-difluoro)benzylamino]-6-nitroquinazoline 

[0187] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 111: 7-chloro-4-[(4-ethoxycarbonyi)benzyIamino]-6-nitroquinazoline 

[01 88] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 112: 7-chloro-4-t(3 f 4*ethylenedioxy)benzylamino]-6-nItroqulnazoline 

[01 89] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 113: 7-chloro-4-[(3,5-di-tert-butyl-4-hydroxy)benzylamino)-6-nitroquinazoline 

[01 90] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 
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Reference example 114: 7-chloro-4-[(3^ethoxy^-propoxy)benzylamino]-6-nitroquina2oline 

[01 91] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 115: 7-chloro-4-[(4-cyclopentyloxy-3-methoxy)benzylamino]-6-nitroquinazoline 

[01 92] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 116: 7-chloro-6-nitro-4-{(4-nitro) benzylamino]quinazoline 

[01 93] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 117: 7-chloro-4-[[6-chloro-(3,4-methylenedioxy)]benzylamino]-6-nitroquinazoline 

[01 94] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 118: 7^hloro-4^[5-methoxy-(3 1 4-methylenedioxy)]be 

[01 95] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 119: 4-[(4-benzyloxy)benzylamino]-7-chloro-6-nltroqulnazollne 

[01 96] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 120: 4-[(4-acetamide)benzylamino]-7-chloro-6-nitroquina2oline 

[01 97] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 121: 7-chloro-4-[(4-cyclopropylcarbamoyl)benzylamino]-6-nitroquinazoline 

[0198] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 122: 7-chloro-4-[(3 f 5-dimethyl-4-hydroxy)benzylamino]-6-nitroquinazoline 

[0199] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 123: 7-chloro-4-{(3-cyclopentyloxy-4-methoxy)benzylamino]-6-nitroquinazoline 

[0200] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Reference example 124: 7-chloro-4-[(4-methoxy-3-pivaloyloxy)benzylamino]-6-nitroquinazoline 

[0201 ] Using the compound obtained in Reference example 4 as starting material, the . title compound was obtained 
according to the same method as Reference example 5. 

Reference example 125: 7-chloro-4-[(4-hydroxy)ben2ylamino]-6-nitroquinazoline 

[0202] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
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according to the same method as Reference example 5. 

Reference example 126: 7-chloro-4-[(4-cyano)benzylamlno]-6-nitroquinazoline 

5 [0203] Using the compound obtained in Reference example 4 as starting material, the title compound was obtained 
according to the same method as Reference example 5. 

Example 1: 4-[2-(4-chlorophenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 1) 

10 [0204] 7-Chloro-4-[2-(4-chlorophenyl)ethylaminol-6-nitroquinazoline (800 mg, 2.20 mmol) obtained in Reference ex- 
ample 5 was suspended in n-butanol (22 ml). To this suspension, anhydrous piperazine (569 mg, 6.60 mmol) and N, 
N-diisopropylethylamine (575 uJ, 3.30 mmol) were added, and the mixture was stirred at 120 °C for 7 hours. After 
completion of the reaction, the solvent was distilled off under reduced pressure, the residue was added with water (40 
ml), and the solution was stirred at room temperature for 1 hour. The suspension was filtered to give 735 mg (yield 

15 81%) of the title compound as yellow orange crystal. 

lH-NMR(DMSO-d 6 ) 8(ppm): 8.87(s,1H), 8.68-8.64(br.t,1H), 8.48(s,1H), 7.37-7.26(m,4H) : 7.21(s,1H), 3.74 (dt,2H, 
J=6.3,5.9Hz) : 3.07-3.02(m,5H), 2.97-2.92(m,6H) 

Example 2: 4-[2-{4-chlorophenyl)ethylamino]-7-(homoplperazin-1-yl)-6-nitroquinazoline (compound 2) 

20 

[0205] 7-Chloro-4-[2-(4-chlorophenyl)ethylamino]-6-nitroquinazoline (100 mg, 0.275 mmol) obtained in Reference 
example 5 was suspended in n-butanol (6 ml). To this suspension, homopiperazine (83 mg, 0.825 mmol) and N,N- 
diisopropylethylamine (72 uJ, 0.41 3 mmol) were added, and the mixture was stirred at 1 20 °C for 1 6 hours. After com- 
pletion of the reaction, the solvent was distilled off under reduced pressure, the residue was added with a mixed solution 
25 of dichloromethane and hexane, and the solution was stirred at room temperature for 30 minutes. The suspension was 
filtered to give 106 mg (yield 90%) of the title compound as yellow orange crystal. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.79(s,1H), 8.60-8.57(br.-t,1H), 8.41(s,1H), 7.37-7. 26(m,4H), 7.14(s,1H), 3.76-3.69(m, 
2H),3.42-3.33(m,2H), 2.98-2.93(m,9H), 1.93-1. 91 (m,2H) 

30 Example 3: 4-[2-(4-chlorophenyl)ethylamino]-7-(4-methylpiperazin-1 -yl)-6-nitroquinazoline (compound 3) 

[0206] 7-Chloro-4-[2-(4-chlorophenyl)ethylamino]-6-nitroquinazoline (100 mg, 0.275 mmol) obtained in Reference 
example 5 was suspended in n-butanol (6 ml). To this suspension, 1-methyipiperazine (92 u.l, 0.825 mmol) and N,N- 
diisopropylethylamine (144 u.l, 0.825 mmol) were added, and the mixture was stirred at 120 °C for 13 hours. After 
os completion of the reaction, the solvent was distilled off under reduced pressure, the residue was added with a mixed 
solution of dichloromethane and hexane, and the solution was stirred at room temperature for 30 minutes. The sus- 
pension was filtered to give 73 mg (yield 62%) of the title compound as yellow orange crystal. 
iH-NMR(DMSO-d 6 ) 5(ppm): 8.84(s,1H), 8.64~8.62(br.-t,1H), 8.47(s,1H), 7.36-7.62(m,4H), 7.20(s,1H), 3.72(dt,2H, 
J=7.0,5.9Hz), 3.08-3.05(m,4H), 2.94(t,2H s 7-0Hz), 2.50-2.45(m,4H), 2.23(s,3H) 

40 

Example 4: 4-[2-(4-chlorophenyl)ethylamino]-7-(4-ethylpiperazin-1-y0-6-nitroquinazoline (compound 4) 

[0207] 7-Chtoro-4-[2-(4-chlorophenyl)ethylamino]-6-nitroquinazoline (70 mg, 0.1 93 mmol) obtained in Reference ex- 
ample 5 was suspended in n-butanol (5 ml). To this suspension, 1 -ethylpiperazine (123 uJ, 0.965 mmol) and N,N- 
45 diisopropylethylamine (202 uJ, 1 .1 6 mmol) were added, and the mixture was stirred at 1 20 °C for 8 hours. After com- 
pletion of the reaction, the solvent was distilled off under reduced pressure, the residue was added with water (1 0 ml), 
and the solution was stirred at room temperature for 30 minutes. The suspension was filtered to give 61 mg (yield 72%) 
of the title compound as yellow orange crystal. 

1 H-NMR(CDCI 3 ) 5(ppm): 8.65(s,1H), 8.10(s,1H), 7.40-7.28(m,5H), 5.74-5.72(0^,1^ 3.85(dt,2H, J=6.8,6.2Hz), 
so 3.20-3.1 8(m,4H), 3.00(t,2HJ=6.8Hz), 2.72-2.70(m,4H), 2.54(q,2H, J=7.1Hz), 1 .17(t,3H.J=7.0Hz) 

Example 5: 4-[2-(4-chlorophenyl)ethylamino]-7-[4-(2-hydroxyethyl)piperazin-1-yl)-6-nitroquinazoline (compound 5) 

[0208] 7-Chloro-4-[2-(4-chlorophenyl)ethylaminoJ-6-nitroquinazoline (70 mg, 0. 1 93 mmol) obtained in Reference ex- 
55 ample 5 was suspended in n-butanol (5 ml). To this suspension, 1 -(2-hydroxyethyQpiperazine (330 uJ, 2.69 mmol) and 
N, N-diisopropylethylamine (337 uJ, 2.61 mmol) were added, and the mixture was stirred at 120 °C for 8 hours. After 
completion of the reaction, the solvent was distilled off under reduced pressure, the residue was added with water (1 0 
ml), and the solution was stirred at room temperature for 30 minutes. The suspension was filtered to give 61 mg (yield 



168 



EP 1 229 025 A1 

70%) of the title compound as yellow orange crystal. 

1 H-NMR(DMSO-d 6 ) 8(ppm): 8.84(s,1H), 8.64-8.62(br.-t,1H), 8.47(s,1H), 7.36-7.26(m,4H), 7.19(s,1H), 4.44(t,1H, 
J=5.4Hz), 3.73(dt,2H, J=7.3,5.8Hz), 3.53(dt,2H,J=5.7,5.4Hz), 3.06-3.04(m,4H), 2.94(t,2H,7.3Hz), 2.47-2.43(m,6H) 

5 Example 6: 4-[2'(4-chlorophenyl)ethylamino]-7-(4-formylpiperazin-1 -yl)-6-nitroquinazoline (compound 6) 

[0209] To formic acid (20 ml), anhydrous acetic acid (2.2 ml, 2.42 mmol) was added and stirred at room temperature 
for 20 minutes. Then, the compound 1 (200 mg, 0.484 mmol) obtained in Example 1 and N,N-diisopropylethylamine 
(21 1 1 -21 mmol) were added, and the mixture was stirred at 80 °C for 2 hours. After completion of the reaction, the 
to solvent was distilled off under reduced pressure, and the residue was added with water (20 ml) and neutralized with 
1 N NaOH aqueous solution. The neutralized solution being distilled off under reduced pressure, the residue was added 
with methanol and water and stirred under ice-cooling for 30 minutes. The precipitated crystal was filtered off to give 
196 mg (yield 92%) of the title compound as orange crystal. 1 H-NMR(DMSO-d 6 ) 5(ppm): 8.91(s,1H), 8.72*8. 68(br.-t ? 
1H), 8.49(s,1H), 8.08(s,1H), 7.36-7.27(m,5H), 3.74(dt,2H, J=6.3,5.9Hz), 3.52-3.51 (m,4H) t 3.13-2.92(m,6H) 

15 

Example 7: 7-(4-acetylpiperazin-1-yl)-4-[2-(4-chlorophenyl)ethylamino]-6-nitroquinazoline (compound 7) 

[0210] The compound 1 (80 mg, 0.1 94 mmol) obtained in Example 1 was suspended In dichloromethane (3 ml). To 
this suspension, anhydrous acetic acid (28 u.l, 0.291 mmol) and pyridine(31 uJ, 0.388 mmol) were added, and the 
20 mixture was stirred at room temperature for 4 hours. After completion of the reaction, the solvent was distilled off under 
reduced pressure, the residue was added with water (15 ml), and the solution was stirred at room temperature for 30 
minutes. The precipitated solid was filtered off to give 69 mg (yield 78%) of the title compound as yellow crystal. 
1H-NMR(CDCI 3 ) 8(ppm): 8.66(s,1H), 8.13(s,1H), 7.41-7.29(m,5H), 5. 84-5.82 (bt.-t,1H), 3.95-3.90(m,2H), 3.87-3.83(m, 
2H), 3.72-3.68(m,2H), 3.20-3 .07(m,6H) t 2.20(s,3H) 

25 

Example 8: 7-(4-am!noplperidln-1-y1)-4{2-(4^ (compound 8) 

[0211] 7-Chloro-4-[2-(4-chlorophenyl)ethylaminoJ-6-nitroquinazoline (100 mg, 0.275 mmol) obtained in Reference 
example 5 was suspended in n-butanol (5 ml). To this suspension, tert-butoxy-N-(4-piperidyl)formamide (220 mg, 1.10 

30 mmol) obtained in Reference example 48 and N,N-diisopropylethylamine (240 u.l, 1 .38 mmol) were added, and the 
mixture was stirred at 120 °C for 5 hours. After completion of the reaction, the solvent was distilled off under reduced 
pressure, the residue was added with water (1 5 ml), and the solution was stirred at room temperature for 30 minutes. 
The suspension was filtered, and then the obtained solid was dissolved in 4N hydrochloric acid-dloxane and stirred 
for 2 hours. The reaction solution was distilled off under reduced pressure, and the residue was neutralized with NaOH 

35 water. The precipitated solid was subjected to filtration to give 54 mg (yield 46%) of the title compound as yellow crystal. 
1 H-NMR(DMSO-d 6 ) 5(ppm): 8.81(s,1H), 8.61-8.59(br.-t,1H), 8.45(s,1H), 7.36-7.29(m,4H), 7.18(s,1H), 3.73(dt,2H, 
J=7.2,6.0Hz) t 3.28^3.26(m,3H), 2.97-2.91 (m,5H), 1.80-1.76 (m,3H), 1 .37-1.33(m,2H) 

Example 9: 7-(4-aminomethylpiperidin-1-yl)-4-[2-(4-chlorophenyl)ethyIamino]-6-nitroquinazoline (compound 9) 

40 

[0212] 7-Chloro-4-[2-(4-chlorophenyl)ethylamino]-6-nitroquinazoline (100 mg, 0.275 mmol) obtained in Reference 
example 5 was suspended in n-butanol (5 ml). To this suspension, 4-(aminomethyl)piperidine (157 mg, 1.38 mmol) 
and N,N-diisopropylethylamine (240 uJ, 1 .38 mmol) were added, and the mixture was stirred at 120 °C for 6 hours. 
After completion of the reaction, the solvent was distilled off under reduced pressure, the residue was added with water 
45 (20 ml), and the solution was stirred at room temperature for 30 minutes. The suspension was filtered to give 81 mg 
(yield 67%) of the title compound as yellow orange crystal. 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.82(s,1H), 8.63-8.59(br.-t,1H), 8.45(s,1H), 7.36-7.29(m,4H), 7.18(s,1H), 3.73(dt,2H, 
J=7.2,5.7HZ) S 3.28-3.26(m,2H), 2.94(t,2H,J=7.2Hz), 2.87-2.75(m,2H), 2.50-2.45(m,2H), 1.80-1.76 (m.2H), 1.59-1.15 
(m,5H) 

so 

Example 10: 6-nitro-4-[2-(phenyl)ethylamino]-7-(piperazin-1-yl)quinazoline (compound 10) 

[0213] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 1 . 
55 lH-NMR(DMSO-d 6 ) 5(ppm): 9.00(s,1H), 8.85-8.83(br.-t,1 H), 8.51(s,1H), 7.33-7.1 8(m,6H), 3.76(dt,2H, J=7.2,6.0Hz), 
3.19-3.15(m,5H), 2.99-2.92(m,6H) 
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Example 11: 7-(homopiperazin-1-yl)-6-nltro^2-(phenyl)ethylamino]quina2oline (compound 11) 

[021 4] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.77(s,1H), 8.59-8.57(br.-t,1H), 8.41(s,1H), 7.35-7.28(m,5H), 7.16(s,1H), 3.74-3.67(m, 
2H), 3.40-3.3G(m,2H), 3.00-2.95(m,9H), 1.95-1 .92(m,2H) 

Example 12: 7-(4-methylpiperazin-1-yl)-6-nitro-4-[2-(phenyl)ethylamino]quina2oline (compound 12) 

[021 5] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 3. 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.95(s,1H), 8.87-8.85(br.-t,1H), 8.50(s,1H), 7.30-7.25(m,6H) 5 S^dt^H.J^.O.S.BHz), 
3.12-3.09(m,4H), 2.98-2.91 (m,6H), 2.20(s,3H) Example 13: 7-(4-ethylpiperazin- 1-yl)-6-nitro-4-[2-(phenyl)ethylamino] 
quinazoline (compound 13) 

[0216] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 4. 

1H-NMR(CDCI 3 ) 5(ppm): 8.63(s,1H), 8.06(s 5 1H), 7.37-7.26(m,6H), 5.70-5.69(br.-t,1H), 3.93(dt,2H,J=6.7,6.3Hz), 
3.18-3.16 (m,4H), 3.03(t,2H,J=6.7Hz), 2.65-2. 62(m,4H), 2.50(q,2H, J=7.0Hz), 1.13(t,3H,J=7.0Hz) 

Example 14: 7-(4-foirnylpiperazin-1-yl)-6-nitro-4-[2-(phenyl)ethylamino]quinazo (compound 14) 

[021 7] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 6. 

1H-NMR(CDCI 3 ) 8(ppm): 8.67(8,11-1), 8.17(s,1H), 8.12(s,1H) 7.65-7.24(m,6H), 5.82-5.80(br.-t,1H), 3.99-3.91 (m,2H), 
3.79-3.75(m,2H), 3.61-3.57 (m,2H) t 3.18-3.02(m,6H) 

Example 15: 7-(4-acetylpiperazin-1-yl)-6-nitro-4-[2-(phenyl)ethylamino]quinazoline (compound 15) 

[0218] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 7. 

1H-NMR(CDCI 3 ) 5(ppm): 8.66(s,1H), 8.1 6(s,1H), 7.38-7.24(m,6H), 5.83-5.81 (br.-t.1H), 3.98-3.91 (m,2H), 3.84-3.80 (m, 
2H), 3.69-3.65(m,2H), 3.17-3.02(m,6H), 2.15(s,3H) 

Example 16: 7-(4-aminopiperidin-1-yl)-6-nitro-4-[2-(phenyl)ethylamino]quinazoline (compound 16) 

[0219] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 8. 

iH-NMR(DMSO-d 6 ) 5(ppm): 8.82(s,1H), 8.59-8 .57(br.-t,1H), 8.40(s,1H), 7.37-7.30(m,5H), 7.20(s,1H), 3.73-3.70(m, 
2H), 

3.30-3.27(m,3H), 2.98-2.94(m,5H), 1.85-1 .80(m,3H), 1.35-1.32 (m,2H) 

Example 17: 7-(4-aminomethylpiperidin-1-yl)-6-nitro-4-[2-(phenyl)ethylamino]quinazoline (compound 17) 

[0220] Using the compound obtained in Reference example 6 as starting material, the title compound was obtained 
according to the same method as Example 9. 

iH-NMR(DMSO-d 6 ) 8(ppm): 8.79(s,1H), 8.59-8 .57(br.-t,1H) 8.33(s,1H), 7.35-7.28(m,5H), 7.20(s,1H), 3.75 (dt,2H, 
J=7.2,5.7Hz), 3.25-3.22(m,2H) t 2.98(t,2H,J=7.2Hz), 2.84-2.80(m,2H) t 2.52-2.47(m f 2H), 1 .78-1 .74(m,2H), 1.60-1.55 
(m,5H) 

Example 18: 4-(benzylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 18) 

[0221] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 8(ppm): 9.05-8.99(m,2H), 8.46(s,1H), 7.39-7.24(m,6H), 4.79(d,2H,J=5.4Hz) t 3.14-3.08(m,8H), 
2.69-2.63(m,1H) 
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Example 19: 4-(benzylamino)-7-(homopiperazin-1-yl)-6-nitroquinazoline (compound 19) 

[0222] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 2. 

iH-NMR(DMSO-d 6 ) 5(ppm): 8.57(s,1H), 8.10(s,1H), 7.41-7.28 (m,6H), 5.77-5.75(br.-t,1H), 4.78(d,2H,J=5.5Hz), 
3.55-3.49 (m,2H), 3.39-3.35(m,3H), 3.10<3.05(m,2H), 3,00-2.95(m,2H), 2.01-1 .93(m,2H) 

Example 20: 4-(benzylamino)-7-(4-methylpipera2in-1-yl)-6-nitroquinazoline (compound 20) 

[0223] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 3. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.00-8.98(br.-t,1H), 8.97(s,1H), 8.47(s,1H), 7.40-7.28(m,6H), 4.80(d,2H,J=5.6Hz), 
3.15-3,12(m,4H), 3.00-2.96(m,4H), 2.24(s,3H) 

Example 21: 4-(benzylamino)-7-{4-(2-hydroxyethyl) piperazin-1-yl]-6«nitroquinazoline (compound 21) 

[0224] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 5. 

1 H-NMR(DMSO-d 6 ) 6(ppm): 9.02-8.99(m,2H), 8.50(s,1H), 7.39-7.28(m,6H), 4.78(d s 2H,J=5.4Hz) l 4.50(br.-t,1H), 
3.50-3.47 (m,2H), 3.08-3.05(m,4H), 2.51-2.44(m,6H) 

Example 22: 4-(benzylamino)-7-(4-fomiylpiperazin-1-yl)-6-nitroquinazoline (compound 22) 

[0225] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 6. 

1 H-NMR(CDCI 3 )5(ppm): 8.98-8.96(br.-t,1H) f 8.93(s,1H), 8.37(s,1H), 7.46-7.37(m,7H) t 4.68(d,2H,J=5.5Hz), 3.15-3.11 
(m,4H), 3.04-3.00(m,4H) 

Example 23: 7-(4-acetylpiperazin-1-yl)-4-(benzylamino)-6-nitroquinazoline (compound 23) 

[0226] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 7. 

1H-NMR(CDCI 3 ) 5(ppm): 8.95-8.93(br.-t,1H), 8.91(s,1H), 8.50(s,1H), 7.38-7.29(m,6H), 4.74(d,2H,J=5.6Hz), 3.17-3.12 
(m,4H), 3.06-3.02(m,4H), 2.23(s,3H) 

Example 24: 7-(4-aminopiperidin-1-yl)-4-(benzylamino)-6-nitroquinazoline (compound 24) 

[0227] Using the compound obtained in Reference example 7 as starting material, the title compound was obtained 
according to the same method as Example 8. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.02-8.97(m,2H), 8.51(s,1H), 7.42-7.31 (m, 6 H), 4.74(d,2H,J=5.4Hz), 3.30-3.27(m,3H), 
2.95-2.90 (m,3H), 1.82-1 .78(m,3H) t 1 .32-1 .28(m,2H) 

Example 25: 4-(4-fluorobenzylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 25) 

[0228] Using the compound obtained in Reference example 8 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.93(s,1H), 8.82(br.-t,1H), 8.51 (s,1H), 7.42-7.37(m,2H), 7.22(s,1H), 7.05-6.98(m,2H), 4.78 
(d,2H, J=5.1Hz), 3.09-3.07(m,4H) f 3.04-3.02{m,5H) 

Example 26: 4-(4-fluorobenzylamino)-7-(homopiperazin-1-yl)-6-nitroquinazoline (compound 26) 

[0229] Using the compound obtained in Reference example 8 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1H-NMR(CDC1 3 ) S(ppm): 8.90(s,1H), 8.79-8.77(br.-t,1H), 8.49(s,1H), 7.37-7.32(m,4H), 7.29(s,1H), 4.76(d,2H, 
J=5.3Hz), 3.55-3.51 (m,2H), 3.47-3.44(m,3H), 3.15-3.09(m,2H), 3.01-2.94(m s 2H), 2.08-2.00(m,2H) 
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Example 27: 4-(4-fluorobenzylamino)-7-(4-methylpiperazin- 1 -yl)-6-nitroquinazoline (compound 27) 

[0230] Using the compound obtained in Reference example 8 as starting material, the title compound was obtained 
according to the same method as Example 3, 

1H-NMR(CDCI 3 ) S(ppm): 8.96(s,1H), 8.88-8.86(br.-t,1H), 8.47(s,1H), 7.43-7.39(m,3H), 7.08-7.03{m,2H), 4.80(d,2H, 
J=5.3Hz), 3.12-3.10(m,4H), 3.07-3.05(m,4H), 2.26(s,3H) 

Example 28: 7-(4-ethylpiperazin-1-yl)-4-(4-fluorobenzylamino)-6-nitroquinazoline (compound 28) 

[0231] Using the compound obtained in Reference example 8 as starting material, the title compound was obtained 
according to the same method as Example 4. 

1H-NMR(CDCI 3 ) 6(ppm): 8.92(s,1H), 8.80-8.78(br.-t,1 H), 8.45(s,1H), 7.40-7.37(m,3H), 7.10-7.05(m,2H), 4.81(d,2H, 
J=5.4Hz), 3.19-3.16(m,4H), 3.06(t,2H,J=6.8Hz), 2.71-2.68(m,4H), 1.18(t,3H,J=6.8Hz) 

Example 29: 4-(4-fluorobenzylamino)-7-(4-formylpiperazin-1-yl)-6-nitroquinazoline (compound 29) 

[0232] Using the compound obtained in Reference example 8 as starting material, the title compound was obtained 
according to the same method as Example 6. 

1 H-NMR(CDCI 3 ) 6(ppm): 8.95(s,1H) f 8.82-8.79(br.-t,1H), 8.50(s,1H), 7.40-7.36(m,3H), 7.23(s,1H), 7.08-7.04(m,2H), 
4.74(d,2H, J=5.5Hz), 3.1 5-3.1 2(m,4H) 5 3.09-3.07(m,4H) 

Example 30: 7-(4-aminopiperidin-1-yl)-4-(4-fluorobenzylamino)-6-nitroquinazoline (compound 30) 

[0233] Using the compound obtained in Reference example 8 as starting material, the title compound was obtained 
according to the same method as Example 8. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.00-8.98(m,2H), 8.49(s,1H), 7.40-7.28(01,414), 7.15 (s,1H), 4.76(d,2H, J=5.2Hz), 
3.33-3.29(m,3H), 2.97-2.92(m,3H), 1.84-1.80(m,3H), 1.34-1.30 (m,2H) 

Example 31: 4-[3,4-(methylenedioxy)benzylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 31) 

[0234] Using the compound obtained in Reference example 9 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.96-8.94(m,2H), 8.46(s t 1H), 7.22 (s,1H), 6.91-6.77(m,3H), 5.95(s s 2H), 4.68(d,2H, 
J=5.4Hz), 3,08-3.06(m,4H), 3.03-3.00(m,5H) 

Example 32: 7-(homopiperazin-1-yl)-4-[3,4-(methylenedioxy)benzytamino]-6-nitroquinazoline (compound 32) 

[0235] Using the compound obtained in Reference example 9 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1H-NMR(CDCI 3 ) 5(ppm): 8.59(s,1H), 8.08(s,1H), 7.29(s,1H), 6.88-6.79(m,3H), 5.98(s,2H) i 5.75-5.73(br.-t,1 H), 4.74(d, 
2H, J=5.4Hz), 3.54-3.50(m,2H), 3.41-3.37(m,2H), 3.10-3.06(m,3H), 2.97-2.93(m,2H), 1 .98-1 .90(m,2H) 

Example 33: 7-(4-methylpiperazin-1 -yl)-4-[3,4-(methylenedioxy)benzylamino]-6-nitroquinazoline (compound 33) 

[0236] Using the compound obtained in Reference example 9 as starting material, the title compound was obtained 
according to the same method as Example 3. 

1 H-NMR(DMSO-d 6 ) 6(ppm): 9.04-9.02(br.-t,1 H), 9.00(s,1H), 8.47(s,1H), 7.24(s,1 H), 6.94(s,1 H), 6.88-6.85(m,2H), 5.97 
(s s 2H), 4.65(d,2H, J=5.9Hz), 3.11-3.06^,4^,2.65-2.59^^), 2.32(s,3H) 

Example 34: 7-(4-ethylpiperazin-1-yl)-4-[3,4-(methylenedioxy)benzylamino]-6-nrtroquinazoline (compound 34) 

[0237] Using the compound obtained in Reference example 9 as starting material, the title compound was obtained 
according to the same method as Example 4. 

1 H-NMR(CDCI 3 ) 5(ppm): 8.63(s,1H), 8.12(s,1H), 7.31 (s,1H), 6.90-6.87(m,3H), 6.01 (s,2H), 5.81-5.79(br.-t,1H), 4.77(d, 
2H, J=5.5Hz), 3.22-3. 19(m,4H), 3.10(t2H,J=7.0Hz), 2.83-2.79 (m,4H), 1 .20(t,3H,J=7.0Hz) 
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Example 35: 7-(4-formylpiperazin-1-yl)-4-[3,4-(meth^^ (compound 35) 

[0238] Using the compound obtained in Reference example 9 as starting material, the title compound was obtained 
according to the same method as Example 6. 

1H-NMR(CDCI 3 ) S(ppm): 8.60(s,1H), 8.15(s,1H), 7.31-7.29(m,2H), 6.88-6.85(m,3H), 6.10(s,2H) ( 5.79-5.77(br.-t,1H), 
4.75(d ( 2H, J=5.3Hz), 3.23-3.20(m,4H) s 2.87-2.83(m,4H) 

Example 36: 7-(4-aminopperidin-1-yl)-4^3,4-(methylenedioxy)benzylamino]-6-nrtroquina2oline (compound 36) 

[0239] Using the compound obtained in Reference example 9 as starting material, the title compound was obtained 
according to the same method as Example 8. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.98-8.95(m,2H), 8.47(s,1H), 7.25 (s,1H), 6.89-6.78(m,3H), 5.97^21-1), 4.70(d,2H, 
J=5.4Hz), 3.28-3.25(m,3H), 2.96-2.92(m,3H), 1. 82-1 . 77(m,3H), 1 .32-1. 27(m s 2H) 

Example 37: 4-[2-(4-fluorophenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quina2oline (compound 37) 

[0240] Using the compound obtained in Reference example 34 as starting material, the title compound was obtained 
according to the same method as Example 1. 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.00(s,1H), 8.81-8.79(br.-t,1H), 8.50(s,1H), 7.32(s,1H), 7.30-7.27(m,2H), 7.14-7.08(m, 
2H) 3.74(dt,2H, J=7.2,5.8Hz), 3.21 -3.1 9(m,5H), 2.95-2.90(m,6H) 

Example 38: 4-[2-(4-fluorophenyl)ethylamino]-7-(homopiperazin-1-yl)-6-nitroquinazoline (compound 38) 

[0241] Using the compound obtained in Reference example 34 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1 H-NMR(DMSO-d 6 ) 8(ppm): 8.89(s,1H), 8.72-8.70(br.-t,1H), 8.47(8,1*-!), 7.33-7.28(m,3H), 7.1 6-7.1 0(m,2H) 3.80(dt, 
2H, J=7.0,5.7Hz), 3.35-3.32(m,2H), 3.07-2.99(m,9H), 2.00-1 .97(m,2H) 

Example 39: 4-[2-(4-fluorophenyl)ethylamino]-7-(4-methylpiperazin-1-yl)-6-nitroquinazoline (compound 39) 

[0242] Using the compound obtained in Reference example 34 as starting material, the title compound was obtained 
according to the same method as Example 3. 

iH-NMR(DMSO-d 6 ) 6(ppm): 8.97(s,1H), 8.83-8.80(br.-t,1H), 8.56(s,1H), 7.34(s,1H), 7.33-7.30(m,2H), 7.16-7.13(m, 
2H) 3.77(dt,2H, J=7 ,0,5.7Hz), 3.17-3.14(m,4H), 3.02-2.96(m,6H), 2.21 (s,3H) 

Example 40: 4-[2-(4-fluorophenyl)ethylamino]-7-(4-fomnylpiperazin-1 -yl)-6-nitroquinazoline (compound 40) 

[0243] Using the compound obtained in Reference example 34 as starting material, the title compound was obtained 
according to the same method as Example 6. 

iH-NMR(DMSO-d 6 ) 5(ppm): 9.01(s,1H), 8.83-8.81 (br.-t.1H), 8.47(s,1H), 7.35(s,1H), 7.31-7.28(m,3H), 7.15-7.09(m, 
2H) 3.76(dt,2H, J=7.3,5.5Hz), 3.19-3.15(m,4H), 2.97-2.92(m,6H) 

Example 41: 7-(4-aininopiperidin-1-y0-4-{2-{4-fluorophenyl)ethylamino]-6-nitroquinazoline (compound 41) 

[0244] Using the compound obtained in Reference example 34 as starting material, the title compound was obtained 
according to the same method as Example 8. 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.97(s,1H), 8.77-8.75^^,1^, 8.49(s,1H), 7.33(s,1H), 7.33-7.30(m,2H), 7.17-7.14(m, 
2H) 3.78(dt,2H, J=7.0,5.5Hz), 3.31-3.29(m,3H), 2.95-2.91 (m,5H), 1.84-1 .80(m,3H), 1 .34-1 .30(m,2H) 

Example 42: 6-nitro-7-(piperazin-1-yl)-4-[2-(2-thienyl)ethylamino]quinazoline (compound 42) 

[0245] Using the compound obtained in Reference example 1 6 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

'H-NMRfCDCy 5(ppm): B.63(s,1H), 8.12(s,1H), 7.32(s,1H), 7.21(d,1H,J=5.4Hz), 6.99(dd,1H,J=5.4,3.0Hz), 6.89(d, 
1H, J=3.0Hz), 5.88-5.86(br.-t.1H), 3.96(dt,2H, J=6.3,5.8Hz), 3.26(d,2H,J=6.3Hz) > 3.12-3.1 0(m,4H), 3.07-3.04(m,5H) 



173 



EP 1 229 025 A1 

Example 43: 7-(homopiperazin-1-yl)-6-nitro-4-[2-(24hienyl)ethylamino]quinazoline (compound 43) 

[0246] Using the compound obtained in Reference example 1 6 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1 H-NMR(CDCI 3 ) 5(ppm): 8.67(s s 1H), 8.14(s,1H), 7.28(s,1H), 7.19(d,1H,J=5.4Hz), 7.02(dd t 1H f J=5.4,3.2Hz) f 6.90 (d, 
1H,J=3.0Hz), 5.86-5.84(br.-t,1H), 3.92(dt,2H,J=6.2,5.6Hz), 3.50-3 . 46 (m,2H), 3.43-3.39(m,3H), 3.23(d,2H p J=6.2Hz), 
3.1 5-3.1 2(m,2H), 3.04-3.00(m,2H), 2.05-2.02(m,2H) 

Example 44: 7-(4-methylpiperazin-1-yl)-6-nitro-4-[2-(2-thienyl)ethylamino]quinazoline (compound 44) 

[0247] Using the compound obtained in Reference example 1 6 as starting material, the title compound was obtained 
according to the same method as Example 3. 

1 H-NMR(CDCI 3 ) 5(ppm): 8.69(s,1H), 8.13(s,1H), 7.32(s,1H), 7.20(d f 1H f J=5.3Hz) f 7.00(dd,1H,J=5.3,3.0Hz), 6.90(d, 
1H, J=3.0Hz), 5.93-5.91(br.-t,1H), 3.95(dt,2H, J=6.5,5.5Hz), 3.25(d,2H,J=6.5Hz), 3.13-3.1 0(m,4H), 3.08-3.05(m,4H), 
2.40(s,3H) 

Example 45: 7-(4-ethylpiperazin-1-yl)-6-nitro-4-[2-(2-thienyl)ethylamino]quinazoline (compound 45) 

[0248] Using the compound obtained in Reference example 1 6 as starting material, the title compound was obtained 
according to the same method as Example 4. 

1H-NMR(CDCI 3 ) S(ppm): 8.72(s,1H) f 8.15(s,1H), 7.28(s,1H) ( 7.18(d,1H,J=5.4Hz), 7.05(dd,1H,J=5.4,3.2Hz), 6.94(d, 
1H, J=3.2Hz), 5.96-5.94(br.-t f 1H), 3.92-3.89(m,2H), 3.31-3.29 (m,2H), 3.15-3.12(m,4H), 3.04-3.01 (m,4H), 2.67(q t 2H, 
J=7.1Hz), 1.10(t,3H,J=7.1 Hz) 

Example 46: 7-(4-formylpiperazin-1-yl)-6-nitro-4-[2-(2-thienyl)ethylamino]quinazoline (compound 46) 

[0249] Using the compound obtained in Reference example 1 6 as starting material, the title compound was obtained 
according to the same method as Example 6. 

1H-NMR(CDCI 3 ) S(ppm): 8.70(s,1H), 8.15(s,1H), 7.35(s,1H), 7.18-7.20(m,2H), 7.10-6.98(m,2H), 5.94-5.92(br.-t,1H), 
3.97(dt,2H,J=6.5,5.5Hz), 3.26(d J 2H,J=6,5Hz), 3.14-3.12(111^), 3.07-3.03(m,4H) 

Example 47: 7-(4-aminopiperidin-1-yl)-6-nitro-4-[2-(2-thienyl)ethylamino]quinazoline (compound 47) 

[0250] Using the compound obtained in Reference example 1 6 as starting material, the title compound was obtained 
according to the same method as Example 8. 

1 H-NMR(CDCI 3 )5(ppm): 8.68(5,1H), 8.16(s,1H), 7.31(s s 1H), 7.18(d,1H,J=5.5Hz) : 

7.05(dd,1H,J=5.5,3.0Hz), 6.93(d,1H, J=3.0Hz), 5.90-5.88(br.-t,1H) s 3.94(dt,2H, J=6.3,5.3Hz), 3.35-3 .30(m,3H). 3.27 
(d,2H,J=6.3Hz), 2.98-2.95(m,3H), 1 .84-1 .80(m,3H), 1.35-1 .31 (m,2H) 

Example 48: 6-nitro-7-(piperazin-1-yl)-4-[(2-thienyl)methylamino]quinazoline (compound 48) 

[0251] Using the compound obtained in Reference example 1 5 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.68(s f 1H), 8.18(s,1H), 7.32(s,1H), 7.20(d,1H,J=5.5Hz), 7.07(dd,1H,J=5.5,3.4Hz), 6.91(d, 
1H, J=3.4Hz), 5.90-5.88(br.-t, 1H), 4.92(d,2H,J=5.3Hz), 3.15-3.12(m,5H), 3.09-3.06(m,4H) 

Example 49: 7-(homopiperazin-1-yl)-6-nitro-4-[(2-thienyl)methylamino]quinazoline (compound 49) 

[0252] Using the compound obtained in Reference example 1 5 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1H-NMR(CDCI 3 ) S(ppm): 8.71(s,1H), 8.14(s,1H), 7.29(s,1H), 7.22(d,1H,J=5.4Hz), 7.10(dd,1H,J=5,4,3.2Hz), 6.85(d, 
1H, J=3.2Hz), 5.87-5.85(br.-t,1H), 4.88(d,2H,J=5.5Hz), 3.60-3.56(m,2H), 3.52-3.48(m,3H), 3.1 8-3.1 4(m,2H), 
3.06-3.02 (m,2H), 2.00-1 .96(m,2H) 

Example 50: 7-(4-methylpiperazin-1-yl)-6-nitro-4-[(2-thienyl)methylamino]quinazoline (compound 50) 

[0253] Using the compound obtained in Reference example 1 5 as starting material, the title compound was obtained 
according to the same method as Example 3. 
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1 H-NMR(CDCI 3 ) 5(ppm): 8.66(s,1H), 8.19(s,1H), 7.35(s,1H), 7.18(d,1H,J=5.4Hz) f 7 .1 0(dd,1H,J=5 .4, 3. 2Hz), 6.90(d, 
1H, J=3.2Hz), 5.80-5.78(br.-t,1H), 4.94(d,2H,J=5.7Hz), 3.21-3.18(m,4H), 3.08-3.05 (m,4H), 2.41 (s,3H) 

Example 51: 4-[(2-furyl)methylamlno]-6-nitro*7-(piperazin-1-yl)quinazoline (compound 51) 

[0254] Using the compound obtained in Reference example 1 7 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

lH-NMR(CDCI 3 )5(ppm): 8.66(s,1H), 8.22(s,1H), 7.43(s,1H), 7.33(s,1H), 6.38-6.36(m,2H), 5.93-5.91 (br.-t, 1 H), 4.86 (d, 
2H,J=5.1Hz), 3.13-3.11 (m t 4H), 3.07-3.05 (m,5H) 

Example 52: 4-{(2-furyl)methylamlno]-7-(homopiperazln-1-yl)-6-nitroqulnazollne (compound 52) 

[0255] Using the compound obtained in Reference example 1 7 as starting material, the title compound was obtained 
according to the same method as Example 2. 

1H-NMR(CDCI 3 ) 5(ppm): 8.68(8,1 H), 8.20(s,1H), 7.44(s,1 H), 7.31 (s,1 H), 6.36-6.33(m,2H), 5.96-5.94(br.-t,1 H), 4.90 (d, 
2H,J=5.3Hz), 3.68-3.65(m,2H), 3.62-3.57(m,2H), 3.24-3.20(m,3H), 3.12-3.07 (m,2H), 2.10-2.06(m,2H) 

Example 53: 4-[(2-furyl)methylamino]-7-(4-methylplperazin-1-yl)-6-nltroquinazoline (compound 53) 

[0256] Using the compound obtained in Reference example 1 7 as starting material, the title compound was obtained 
according to the same method as Example 3. 

lH-NMR(CDCI 3 )5(ppm): 8.70(s f 1H), 8.25(s,1H), 7.47(s,1H), 7.30(s,1H), 6.41-6.38(m,2H), 5.96-5. 93(br.-t,1H), 4.90 (d, 
2H,J=5.5Hz), 3.1 5-3.1 2(m,4H), 3.07-3.03(m,4H), 2.37(s,3H) 

Example 54: 6-nitro-4-[3-(phenyl)propylamino]-7-(piperazin-1-yl)quinazoline (compound 54) 

[0257] Using the compound obtained in Reference example 1 0 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 8(ppm): 8.58(s,1H), 7.79(s 5 1H), 7.34-7.1 9(m,6H), 5.49-5.47(br.-t,1H), 3.73(dt,2H,J=6.2,6.0Hz), 
3.11-3.09 (m,4H), 3.06-3.02(m,5H), 2.81(t ) 2H,J=7.4Hz) ) 2.11 (tt,2H, J=7.4,6.0Hz) 

Example 55: 6-nitro-7-(piperazin-1-yl)-4-[(2-pyridyl)methylamino]quinazoline (compound 55) 

[0256] Using the compound obtained in Reference example 1 1 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.68-8.65(m,2H), 8.65-8.62(br.-t t 1H), 8.55(s,1H), 8.20(s,1H), 7.53-7.49(m^H), 7.30(s, 
1H), 5.08(d : 2H,J=5.5Hz), 3.10-3.06(m,5H), 2.99-2.96(m,4H) 

Example 56: 6-nitro-7-(piperazin-1-yl)-4-[2-(2-pyridyl)ethylamino]quinazoline (compound 56) 

[0259] Using the compound obtained in Reference example 1 2 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.93(s t 1H), 8.805-8.76(br.-t,1H), 8.52-8.49(m,2H), 7.73-7.67(m,1H) t 7.31-7.20(m,3H), 
3.89{dt,2H,J=7.0,5.7Hz),3.16-3.89(m,11H) 

Example 57: 6-nitro-7-(piperazin-1-yl)-4-[2-(3-pyridyl)ethylamino]quinazoline (compound 57) 

[0260] Using the compound obtained in Reference example 1 3 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H«NMR(DMSO-d 6 )8(ppm): 8.86(s,1 H), 8.69-8.67(br.-t,1H), 8.46-8.40(m,3H), 7.69-7.66(m,1H), 7.33-7.29(m,1 H), 7.18 
(s,1H), 3.77(dt : 2H,J=7.1, 5.9Hz), 3.03-2.95(m,6H), 2.87-2.83(m,5H) 

Example 58: 6-nitro-7-(piperazin-1-yl)-4-[2-(4-pyridyl)ethylamino]quinazoline (compound 58) 

[0261] Using the compound obtained in Reference example 1 4 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

^-NMRfDMSO-de) 5(ppm): 8.81(s,1H), 8.65-8.61 (br.-t,1H), 8.47-8.45(m,3H), 7^9-7.27(m,1H), 7.17(s,1H), 3.79(dt, 
2H, J=7.1 ,5.7Hz), 3.00-2.96(m,6H), 2.82-2.79(m,5H) 
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Example 59: 4-[(1-naphthyl)methylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 59) 

[0262] Using the compound obtained in Reference example 1 8 as starling material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) S(ppm): 9.11-9.09(br.-t,1H) f 9.03(s,1H), 8.51 (s,1H), 8.16-8.13(m,1H), 7.99-7.96(m,1H), 7.89-7.87 
(m,2H), 7.5B-7.47(m,4H), 5.23(d,2H,J=4.9Hz), 3.00-3.03 (m,5H), 2.98-2.95(m s 4H) 

Example 60: 4-(4-chloroben2ylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 60) 

[0263] Using the compound obtained in Reference example 1 9 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

iH-NMR(DMSO-d 6 ) S(ppm): 9.1 3-9.1 0(br.-t,1H), 8.95(s,1 H), 8.46(s,1 H), 7.38(m,4H), 7.24(s,1H), 4.74(d,2H,J=5.7Hz), 
3.08-3.06(m,4H), 2.95-2.93(m,4H), 2.50(br.-s,1H) 

Example 61: 4-(2-fluorobenzylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 61) 

[0264] Using the compound obtained in Reference example 20 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.90(s,1H), 8.84-8.82(br.-t,1H), 8.47(s,1H), 7.40-7.36(m,3H), 7.06-7.03(m,2H), 4.80(d,2H, 
J=5.2Hz), 3.10-3.05^,51-1), 3.02-3.00(m,4H) 

Example 62: 4-(3-fluorobenzylamino)-6-nftro-7-(plperazin-1-yl)qulnazoline (compound 62) 

[0265] Using the compound obtained in Reference example 21 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.92(s,1H), 8.82-B.80(br.-t,1H), 8.50(s f 1H), 7.39-7.35(m,3H), 7.1 0-7.0 7(m,2H), 4.84(d,2H, 
J=5.2Hz), 3.11-3.07(m,5H), 3.04-3.00(m,4H) 

Example 63: 6>nitrch7-(pipera2in-1-yl)-4-{4"(1 f 1 t 1-trifluoiomethyl)benzylamino]quinazoline (compound 63) 

[0266] Using the compound obtained in Reference example 22 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.08-9.06(br.-t,1 H), 8.91(s,1H), 8.43(s,1H), 7.63-7.55(m,4H), 7.19(s,1H), 4.85(d,2H, 
J=5.4Hz), 3.04-3.02(m,4H), 2.92-2.88(m,5H) 

Example 64: 4-(4-methylbenzylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 64) 

[0267] Using the compound obtained in Reference example 23 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.02-8.99(m,2H), 8.46(s,1H), 7.27-7.25(m,3H), 7.14-7.11 (m,2H), 4.74(d,2H t J=5.9Hz) f 
3.12-3.1 0 (m,4H), 3.04-3.01 (m.SH), 2.30(s,3H) 

Example 65: 4-(2-methoxylbenzylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 65) 

[0268] Using the compound obtained in Reference example 24 as starting material, the title compound was obtained 
according to the same method as Example 1. 

*H-NMR(DMSO-d 6 ) 6(ppm): 8.97(s,1H), 8.73-8.71 (br.-t.1H), 8.41(s,1H), 7.25-7.1 7(m,3H), 6.94-6.80(m,2H), 4.74(d, 
2H, J=5.4Hz), 3.85(s,3H), 3.04-3.02(m,4H) 5 2.94-2.91 (m,5H) 

Example 66: 4-(3-methoxylbenzylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 66) 

[0269] Using the compound obtained in Reference example 25 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 6(ppm): 9.04(t,1H,J=5.4Hz), 8.98(s,1 H), B.46(s,1H), 7.25-7.23(m,2H), 6.95-6.93(m,2H), 6.82-6.79 
(m,1H), 4.75(d,2H, J=5.4Hz), 3.75(s,3H), 3.14-3. 12(m,4H), 3.04-3.01 (m,5H) 
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Example 67: 4-(4-methoxyiben2ylamino)-6-nitro-7-(piperazin-1-yl)quinazoline (compound 67) 

[0270] Using the compound obtained in Reference example 26 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

iH-NMR(DMSO-d 6 ) S(ppm): 9.05-9.03(br.-t,1H), 8.96(s,1H), 8.47(s,1H), 7.31-7.28(m,2H), 7.23(s,1H), 6.90-6.87(m, 
2H), 4.68(d 5 2H, J=5.4Hz), 3.72(s,3H), 3.09-3.07(m,4H), 2.97-2.95(m,4H), 2.43(br.-s,1H) 

Example 68: 4-(3,4-dimethoxylbenzylamino)-6-nitro<7-(piperazin-1-yl)quinazoline (compound 68) 

[0271] Using the compound obtained in Reference example 27 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 8(ppm): 8.66(s,1H), 8.20(s,1H), 7.33(s,1H), 6.98-6.86(m,3H), 5.90-5.89(br.-t,1H), 4.78(d,2H, 
J=5.4Hz), 3.89(s,3H), 3.68(s,3H), 3.12-3.1 0(m,5H), 3.06-3.04(m,4H) 

Example 69: 6-nitro-7-(piperazin-1-yl)-4-(3,4,5-trimethoxylbenzylamino)quinazoline (compound 69) 

[0272] Using the compound obtained in Reference example 28 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

^-NMRfDMSO-de) S(ppm): 8.66(s,1H) t 8.25(s,1H), 7.33(s,1H), 6.61(s,2H), 5.98-5.96(br.-t,1H), 4.77(d,2H, J=5.4Hz), 
3.86(s,3H), 3.85(s,6H), 3.13-3.11(m,5H), 3.07-3.05(m.4H) 

Example 70: 4-[2-(2-chlorophenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 70) 

[0273] Using the compound obtained in Reference example 29 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.88(s,1H), 8.74-8.70(br.-t,1H), 8.48(s,1H), 7.45-7.22(m,5H) s 3.77(dt,2H,J=7.1 ,5.7Hz), 
3.11-3.06(m,6H), 2.97-2.93(m,5H) 

Example 71: 4-[2-(3-chlorophenyl)ethylamino]-6-nitro-7-(piperazin<1-yl)quinazoline (compound 71) 

[0274] Using the compound obtained in Reference example 30 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.86(s,1H), 8.68-8.66(br.-t f 1H), 8.49(s,1H), 7.35-7.1 8(m,5H) s 3.75(dt,2H,J=7.0,5.7Hz), 
3.01-2.94(m,6H), 2.86-2.75(m,5H) 

Example 72: 4-[2-(4-bromophenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 72) 

[0275] Using the compound obtained in Reference example 31 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.83(s,1H), 8.62-8.60(br.-t,1H), 8.46(s,1H), 7.49-7.46(m,2H), 7.24-7.21 (m,2H), 7.16(s, 
1H), 3.73(dt,2H, J=6.8,5.7Hz), 3.00-2.90(m,6H), 2.82-2.79(m,5H) 

Example 73: 4-{2-(2-fluorophenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 73) 

[0276] Using the compound obtained in Reference example 32 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.88(S,1H), 8.78-8.77(br.-t,1H), 8.48(s,1H), 7.32-7.27(m,3H), 7.1 3-7.09(m,2H) f 3.77-3.75 
(m,2H), 3.19-3.17(m,5H), 2.98-2.96(m,6H) 

Example 74: 4-{2-(3-fluorophenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 74) 

[0277] Using the compound obtained in Reference example 33 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d6) S(ppm): 8.86(s,1H), 8.74-8.72(br.-t,1H), 8.50(s,1 H), 7.34-7.30(m,3H), 7.15-7.09(m,2H), 3.77-3.75 
(m,2H), 3.20-3. 1 5(m ,6H), 3,04-3.08(m,5H) 
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Example 75: 4-[2-(4-methylphenyl)ethylamino]-6-nitro-7-(piperazin- 1-yl)quinazoline (compound 75) 

[0278] Using the compound obtained in Reference example 35 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) S(ppm): 8.87(s,1H), 8.68-8.66(br.-t,1H), 8.47(s,1H), 7.18-7.08(m,5H), 3.71 (dt,2H,J=7.0,5.8Hz), 
3.03-3.00(m,4H), 2.93-2.87(m,7H), 2.26(s,3H) 

Example 76: 4«[2-(2-methoxyphenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 76) 

[0279] Using the compound obtained in Reference example 36 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.90(s,1H), 8.75-8.73(br.-t,1H), 8.37(s,1H), 7.24-7.1 7(m,3H), 6.95-6.82(m,2H), 3.85(s, 
3H), 3.62-3.57(m,2H), 3.12-3.04(m,7H), 3.00-2.96(m,4H) 

Example 77: 4-[2-(3-methoxyphenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 77) 

[0280] Using the compound obtained in Reference example 37 as starling material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) S(ppm): 9.00-8.97(br.-t,1 H), 8.96(s,1H), 8.43(s,1 H), 7.27-7.24(01^), 6.98-6.95(m,2H), 6.84-6.80 
(m,1H), 3.87(s,3H), 3.58-3.54(m,2H) ! 3.10-3.04(m,7H), 2.99-2.96(m,4H) 

Example 78: 4-[2-(4-methoxyphenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 78) 

[0281] Using the compound obtained in Reference example 38 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.85(s,1H), 8.65-8.61 (br.-t.1H), 8.47(s,1H), 7.26-7. 16(m.3H), 6.91-6.84(m,2H), 3.73-3.66 
(m,5H), 3.00-2.98(m,4H), 2,97-2.81 (m,7H) 

Example 79: 4-[2-(3,4-dimethoxyphenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 79) 

[0282] Using the compound obtained in Reference example 39 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.89(s,1H), 8.65-8.63(br.-t,1H), 8.47(s,1H), 7.18(s,1H), 6.87-6.74(m,4H), 3.70-3.65(m ( 
8H),3.02-2.87(m,10H) 

Example 80: 4-[2-(4-hydroxyphenyl)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 80) 

[0283] Using the compound obtained in Reference example 40 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.19(s,1H), 8.87(s,1H), 8.67-8.63 (br.-t,1H), 8.47(s f 1H), 7.19(s,1H), 7.06-7.03(m,2H), 
6.69-6.66(m,2H), 3.67(dt,2H,J=7.0,5.7Hz), 3.05-3.02(m,6H), 2.85-2.80(m,5H) 

Example 81: 4-[2-(4-anilino)ethylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 81) 

[0284] Using the compound obtained in Reference example 41 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.97(s,1H), 8.74-8.72(br.-t,1H), 8.49(s,1H), 7.28(s,1H), 6.92-6.88(m,2H), 6.51-6.48(m, 
2H), 4.89(br.-S s 2H), 3.63(^2^=7.1 ,5.8Hz), 3.33-3.1 4(m,9H), 2.76(t,2H,J=7. 1 Hz) 

Example 82: 4-(2-methyl-2-phenylethylamino)-6-nitro-7-(piperazin-1^yl)quinazoIine (compound 82) 

[0285] Using the compound obtained in Reference example 42 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 )5(ppm):8.62(s,1H),7.93(s,1H),7.40-7.28 (m,6H), 5.52-5.53(br.-t,1H),4.09-4.00(m,1H), 3.66-3.56 
(m,1H), 3.23-3.15(m.1H), 3.10-3.08(m t 4H), 3.07-3.03(m,5H) { 1.89(s,3H) 
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Example 83: 4-(2,2-diphenylethylamino)-6-nitro-7-(piperazin-1-yl)quina2oline (compound 83) 

[0286] Using the compound obtained in Reference example 43 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 6(ppm): 8.87(s,1H), 8.71-8.69(br.-t,1H), 8.54(s,1H), 7.35-7.16 (m,11H), 4.58(t,1H,J=7.6Hz), 
4.20-4.1 6(m,2H), 3.18-3.15 (m,5H), 3.14-3.12(m,4H) 

Example 84: 4-(N-methylben2ylamino)-6-nitro-7-(piperazin-1-yl)quina2oline (compound 84) 

[0287] Using the compound obtained in Reference example 44 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) S(ppm): 9.00-8.97(m ? 2H), 8.43(s,1H), 7.38-7.32 (m,5H), 4.77(s,2H), 3.12-3.08(m,5H), 3.05(s,3H), 
3.00-2.96 (m,4H) 

Example 85: 4-(dibenzylamino)-6-nitro-7-{piperazin-1-yl)quinazoline (compound 85) 

[0288] Using the compound obtained in Reference example 45 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.88(s,1H), 8.65(s,1H), 8.37(s,1 H), 7.40-7.35 (m,10H), 4.80(s,4H), 3.1 5-3.1 Otm^H), 3.02-2: 
98 (m,4H) 

Example 86: 4-[(1-benzyl-4-piperidyl)amino]-6-nrtro-7-{piperazin-1-yl)qu'mazoline (compound 86) 

[0289] Using the compound obtained in Reference example 46 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 )6(ppm): 8.59(s,1H), 8.1 9(s,1H), 7.35-7.29 (m,6H), 5.51(d,1H,J=7.8Hz), 4.28-4. 25(m,1H), 3.56(s,2H), 
3.12-3.09 (m,4H), 3.07-3.04(m,5H), 2.94-2.90(m,2H), 2.28-2.1 0(m,4H), 1.72-1.68(m,2H) 

Example 87: 4-[[1 -(4-methoxybenzyl)-4-piperidyl]amino]-6-nitro-7-(piperazin-1 -yl)quinazoline (compound 87) 

[0290] Using the compound obtained in Reference example 50 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.59(s,1H), 8.10(s,1H), 7.31(s,1H), 7.20-7.1 5(m,2H), 6.92-6.88(m,2H) : 5.54(d,1H,J=7.2Hz), 
4,51-4.49(m,1H), 3.57(s,2H), 3.30(s,3H), 3.15-3.1 2(m,4H), 3.10-3.07(m r 5H), 2.94-2.92(m,2H), 2.28-2.1 6(m,4H), 
1.67-1.64 (m,2H) 

Example 88: 4-[(6-nitro-7-piperazinylquinazolin-4-yl)amino]piperidinyl-phenylketone (compound 88) 

[0291] Using the compound obtained in Reference example 52 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.58(s,1H), 8.05(s,1H), 7.43-7.37(m,6H), 5.57(d,1H,J=7.3Hz), 4.39-4.37(m,2H), 3.18-3.15 
(m,4H), 3.12-3.09(m ( 4H), 2.96-2.94(m,2H), 2.25-2.1 3(m,4H).. 1.62-1.59 (m ; 2H) 

Example 89: 4-[(6-nitro-7-piperazinylquinazolin-4-yl)amino]piperidinyl-(1 ,3-dioxaindan-5-yl)ketone (compound 89) 

[0292] Using the compound obtained in Reference example 54 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.57(s,1H), 7.95(s,1H), 7.32(s,1H), 6.90-6.87(m,3H), 5.97(s,2H), 5.60(d,1H,J=7.3Hz), 
4.48-4.46^,1^, 3.16-3.13(m,5H), 3.08-3.05(m,4H), 2.93-2.91 (m,2H), 2.26-2. 14(m f 4H), 1.68-1.65 (m,2H) 

Example 90: 4-[(6-nitro-7-piperazinylquinazolin-4-yl)amino]piperidinyl-(3-pyridyl)ketone (compound 90) 

[0293] Using the compound obtained in Reference example 56 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.67-8.65(m,2H), 8.57(s,1H), 7.96(s,1H), 7.75-7.72(m,1H) r 7.39-7.34(m,2H), 5.48(d,1H, 
J=7,5Hz), 4.55-4.53(m,1H), 3.1 5-3.1 2(m,4H), 3.10-3.07(m,5H), 2.93-2.91 (m,2H), 2.30-2. 18(m,4H), 1 .70-1.67 (m,2H) 
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Example 91: N-phenyl-[4-[(6-nitro-7-piperazm^^ (compound 91) 

[0294] Using the compound obtained in Reference example 58 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.57(8,1 H), 8.10(s,1H), 7.40-7.30(m,6H), 6.48(s,1H), 5.55(d,1H,J=7.0Hz), 4.50-4.48(m,1H), 
3.18-3.14 (m,5H), 3.12-3.08(m,4H), 2.97-2.95(m,2H), 2.32-2.22(m,4H), 1.68-1.65(m,2H) 

Example 92: N-(4-fluorophenyl)-(4-[(6-nitro-7-pipera2inylquinazolin-4-yl)amino]piperidinyl]formamide (compound 92) 

[0295] Using the compound obtained in Reference example 60 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 )6(ppm): 8.60(s,1H), 8.00(s,1H) s 7.38-7.32(m,3H), 7.13-7.10(m,2H), 6.52(s,1H), 5.58(d,1H,J=7.2Hz), 
4.50-4.48(m,1H), 3.13-3.08(m,5H), 3.06-3.02(m,4H), 2.94-2.92 (m,2H), 2.33-2.21 (m,4H), 1.70-1 .68(m,2H) 

Example 93: N-(4-methoxyphenyl)-[4-[(6-nltro-7-piperazinylquinazolin-4-yl)amino]piperidinyl]formamide (compound 
93) 

[0296] Using the compound obtained In Reference example 62 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.60(s f 1H), 8.15(s,1H) 5 7.35(s,1H), 7.22-7. 15(m,3H), 6.95-6.85(m,2H) : 5.45(d,1H,J=7.4Hz), 
4.40-4.38(m,1 H), 3.56(s,3H), 3.13-3.1 0(m,4H), 3.08-3.05(m,5H), 2.93-2.90(m,2H), 2.35-2.23(m,4H), 1 .69-1 .67(m,2H) 

Example 94: [4-[(6-nitro-7-piperazinylquinazolin^ (compound 
94) 

[0297] Using the compound obtained In Reference example 64 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) 8(ppm): 8.60(s,1H), 8.01(s f 1H), 7.38-7.32(m,6H), 6.87(s,1H), 5.47(d,1 H,J=7.2Hz), 4.48-4.46(m,1H), 
3.20-3.1 6 (m,5H), 3.10-3.06(m,4H), 2.95-2.93(m,2H), 2.28-2.25(m,4H), 1 .70-1 .68(m,2H) 

Example 95: 4-[(6-nitro-7-piperazinylquinazolin-4-y0 (compound 95) 

[0298] Using the compound obtained in Reference example 66 as starling material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1H-NMR(CDCI 3 ) 8(ppm): 8.58(s f 1H), 7.95(s,1H), 7.35-7.29(m,6H), 5.65-5.63(br.-d,1H), 4.53-4.50(m,1H), 3.20-3.15 
(m,5H), 3.12-3.08(m,4H), 2.98-2.95(m,2H), 2.35-2.23(m,4H) s 1 .65-1 .62(m,2H) 

Example 96: 4-[(6-nitro-7-pipera^inylquin^ (compound 96) 

[0299] Using the compound obtained in Reference example 68 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.60(s,1H), 7.93(s,1H), 7.22-7. 15(m,3H), 6.98-6.90(m,2H), 5.60(d,1H,J=7.2Hz), 4.54-4.52 
(m,1H), 3.57(s 5 3H), 3.23-3.1 8(m,4H) J 3.1 5-3.1 0(m,5H), 2.96-2.91 (m,2H), 2.40-2.36(m,4H), 1 .70-1 ,67{m,2H) 

Example 97: 4-[(6-nitro-7-piperazinylquinazolin-4-yl)amino]-1-(4-fluorophenyl)sulfonylpjperidine (compound 97) 

[0300] Using the compound obtained in Reference example 70 as starting material, the title compound was obtained 
according to the same method as Reference example 5 and Example 1 . 

lH-NMR(CDCI 3 )S(ppm): 8.58(s,1H), 7.92(s,1H), 7.39-7.35(m,2H), 7.29(s,1H), 7.18-7.15(m,2H).. 5.62(d,1H,J=7,0Hz), 
4.60-4.58 (m,1H), 3.20-3.1 5 (m^H), 3.12-3.09(m,4H), 2.99-2.94(m,2H), 2.42-2.38(m,4H), 1.72-1 .68(m,2H) 

Example 98: 6-nitro-4-(4-phenylpiperazinyl)-7-piperazinylquinazoline (compound 98) 

[0301] Using the compound obtained in Reference example 71 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.66(s,1H) f 8.41 (s,1H), 7.34-7.29(m,3H), 6.99-6.90(m,3H), 4.06-4.02(m,4H), 3.42-3.39(m, 
4H), 3.18-3.14{m,5H), 3.09-3 .06(m,4H) 
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Example 99: 4-{(4-methoxypheny()piperazinyl]-6-nitro-7-pipera2inylquinazoline (compound 99) 

[0302] Using 7-chloro-4-[(4-methoxyphenyl)piperazinyl]-6-nitroquinazoline, a compound obtained analogously to 
Reference example 71 , as starting material, the title compound was obtained according to the same method as Example 

1. 

iH-NMR(CDC! 3 )6Xppm):8.57(s,1H), B.45(s,1H), 7.31(s,1H), 6.95-6.81 (m,4H), 4.00-4.04(m,4H), 3.72(s,3H), 3.21-3.25 
(m,4H), 3.12-3.14(m,5H), 3.00-2.95(m,4H) 

Example 100: 4-[(2-methoxyphenyl)pipei^iny1]-6-nitro-7-piperazinylquinazoline (compound 100) 

[0303] Using 7-chloro-4-[(2-methoxyphenyl)plperazinyl]-6-nltroquina2oline, a compound obtained analogously to 
Reference example 71 , as starting material, the title compound was obtained according to the same method as Example 
1. 

1H-NMR(CDCI 3 ) S(ppm): 8.55(s,1H), 8.40(s,1H), 7.42-7.29(m,3H), 7.11-7.08(m,2H), 4.02-3.98(m,4H), 3.64(s t 3H), 
3.47-3.44 (m,4H), 3.20-3.1 6(m,5H), 3.10-3.07(m,4H) 

Example 101: 4-[(4-chlorophertyl)pipera2inyl]-6-nitro-7-piperazinylquinazoline (compound 101) 

[0304] Using 7-chloro-4-{(4-chlorophenyl)piperazinyl]-6-nltroqulna2ollne, a compound obtained analogously to Ref- 
erence example 71 , as starting material, the title compound was obtained according to the same method as Example 1 . 
1H-NMR(CDCI 3 ) S(ppm): 8.56(s,1H), 8.49(s,1H), 7.34(s,1H), 7.24-7.20(m,2H), 6.96-6.92(m,2H), 4.03-3.99(m,4H), 
3.38-3.35(m,4H), 3.18-3.16(m,4H), 3.06-3.02(m,5H) 

Example 102: 4-[(4-fluorophenyl)pipera2inyl]-6-nitro-7-piperazinylquinazoline (compound 102) 

[0305] Using 7-chloro-4-[(4-fluorophenyl)piperazinyl]-6-nitroquinazoline l a compound obtained analogously to Ref- 
erence example 71 , as starting material, the title compound was obtained according to the same method as Example 1 . 
'H-NMRfCDCy S(ppm): 8.60(s,1H), 8.35(s,1H) ( 7.37-7.30(m,3H), 7.1 5-7.1 3(m,2H), 4.10-4.06(m,4H), 3.52-3.48(m, 
4H), 3.24-3.20(m,5H), 3.12-3.09(m,4H) 

Example 1 03: 6-nitro-7-piperazinyl-4-[(2-pyridyl) piperazinyl]quinazoline (compound 1 03) 

[0306] Using 7-chloro-6-nitro-4-[(2-pyridyl)piperazinyl]quinazoline, a compound obtained analogously to Reference 
example 71 , as starting material, the title compound was obtained according to the same method as Example 1 . 
1H-NMR(CDCI 3 ) 5(ppm): 8.67-8.65(m,2H), 8.57(s,1H), 8.18(s,1H), 7.54-7.49(m,2H), 7.31(s,1H), 4.00-3.96(m,4H), 
3.42-3.38 (m,4H), 3.15-3.11(m,5H), 3.02-2.98(m,4H) 

Example 104: 6-nitro-4-(4-benzylpiperazinyI)-7- piperazinylquinazoline (compound 104) 

[0307] Using 4-(4-benzylpiperazinyl)-7-chloro-6-nitroquinazoline, a compound obtained analogously to Reference 
example 71 , as starting material, the title compound was obtained according to the same method as Example 1 . 
1 H-NMR(CDCI 3 ) 5(ppm): 8.68(s,1H), 8.40(s,1H), 7.35-7.30 (m,4H), 7.11-7.08(m,2H). 4.03-4.00(m,4H), 3.55(s,2H), 
3.47-3.43 (m,4H) t 3.14-3.1 0(m,5H), 3.06-3.02(m,4H) 

Example 105: 4-{6-nitro-7-piperazinylquinazolin-4-yl)piperazinyl-phenyl ketone (compound 105) 

[0308] Using the compound obtained in Reference example 74 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.57(s,1H), 8.43(s,1H), 7.35-7.30 (m,5H), 7.21(s,1H), 4.12-4.08(m,4H), 3.56-3. 52(m,4H), 
3.24-320 (m,5H), 3.12-3.09(m,4H) 

Example 106: 4-(6-nitro-7-pipei^inylquinazolin-4-yl)piperazinyl-(4-fluorophenyl)ketone (compound 106) 

[0309] Using the compound obtained in Reference example 77 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.60(s,1H), 8.49(s,1H), 7.41-7.38 (m,3H), 7.1 8-7.1 4(m,2H), 4.08-4.04(m,4H), 3.60-3.56(m, 
5H), 3.17-3.13 (m,4H), 3.08-3.04(m,4H) 
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Example 107: 4^6-nitro-7-piperazinyIquinazolin-4-yl)piperazinyl-(4-methoxyphenyl)ketone (compound 107) 

[0310] Using the compound obtained in Reference example 80 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

*H-NMR(CDCI 3 ) 5(ppm): 8.60(s,1H), 8.37(s,1H), 7.38-7.30 (m,3H), 7.12-7.08(m,2H), 4.05-4.01 (m,4H) t 3.72(s f 3H), 
3.48-3.47 (m f 4H), 3.15-3.10(m,5H), 3.08-3.05(m,4H) 

Example 108: 4-(6-nitro-7-piperazinylquinazolin-4-yl)pipera2inyl-1,3-dioxaindan-5-yl-ketone (compound 108) 

[031 1] Using the compound obtained in Reference example 83 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.58(s, 1 H), 8.21 (s,1 H), 7.30 (s,1 H), 7.1 0-7.05(m,3H), 5.97(s,2H), 4.08-4.05(m,4H), 3.42-3.38 
(m,4H), 3.16-3.12(m,5H), 3.10-3.06(m,4H) 

Example 109: 1-(6-nitro-7-piperazinylquinazolin-4-yl)-4-(phenylsulfonyl)piperazine (compound 109) 

[0312] Using the compound obtained in Reference example 86 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.57(s,1H), 8.46(s,1H), 7.32-7.28(m f 5H), 7.21(s,1H), 4.07-4.03(m,4H), 3.65-3.61 (m,4H), 
3.20-3.15 (m f 5H), 3.07-3.03(m,4H) 

Example 110: 1-(6-nitro-7-piperazinylquinazolin-4-yl)-4-[(4-fluorophenyl)sulfonyl]pipera2ine (compound 110) 

[031 3] Using the compound obtained in Reference example 89 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.55(s,1H), 8.25(s,1H), 7.40-7.36(m,3H), 7.16-7.12(m,2H), 4.10-4.06(m,4H), 3.48-3.42(m, 
5H), 3.18-3.14 (m f 4H), 3.08-3.04(m,4H) 

Example 111: 4-[2-(4-chlorophenyl)ethylamino]-6-fluoro-7-(piperazin-1-yl)quinazoline (compound 111) 

[031 4] Using the compound obtained in Reference example 93 as starting material , the title compound was obtained 
according to the same method as Example 1 . 

lH-NMR(DMSO-d 6 ) 5(ppm): 8.35-8 .33(br.-t,1 H), 8.1 5(s,1 H), 8.05-8.02(m,1 H), 7.76-7. 73(m,1H), 7.36-7.29{m,4H), 3.68 
(dt,2H,J=6.3,5.9Hz), 3.07-3.03(m,5H), 2.98-2.93(m,6H) 

Example 112: 6-fluoro^-[(4-fluorophenyl)]ethyIajriino]-7-(piperazin-1-yl)quinazoline (compound 112) 

[031 5] Using the compound obtained in Reference example 94 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 8(ppm): 8.76-8.74(br.-t,1H), 8.12(s,1H), 8.06-8.02(m,1H), 7.75-7. 70(m,1H), 7.33-7,30(m,2H), 
7.1 6-7.1 3(m,2H), 3.70-3.68(m,2H), 3.32-3 .28(m,5H), 2.97-2.92 (m,6H) 

Example 113: 6-fluoro-4-(4-fluorobenzylamino)-7-(piperazin-1-yl)quinazoline (compound 113) 

[0316] Using the compound obtained in Reference example 95 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

lH-NMR(DMSO-d 6 ) 6(ppm): 8.80-8.78(br.-t,1H), 8.16(s,1H), 8.10-8.06(m,1H) t 7.79-7. 73(m,1H) ( 7.40-7.3B(m,2H), 
7.1 8-7.1 5(m,2H), 4.80-4. 74(m,2H), 3.12-3.08(m,4H), 3.05-3.02(m,5H) 

Example 114: 6-fluoro-4-[3,4-(methylenedioxy)benzylamino]-7-(piperazin-1-yl)quinazoline (compound 114) 

[0317] Using the compound obtained in Reference example 96 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 8.76-8.74(br.-t,1 H), 8.18(s,1H), 8.00-7.96(m,1H), 7.76-7.72(m t 1 H) f 6.95-6.92(m,3H), 5.97 
(s s 2H), 4.82-4.78(m,2H) ! 3.12-3.08(m,5H), 3.06-3.02 (m,4H) 
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Example 115: 6-fluoro-4-[(4-fluoro)anilino]-7-(piperazin-1-y0quinazoline (compound 115) 

[031 8] Using the compound obtained in Reference example 97 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.65(s,1H), 7.66-7.61(m,2H), 7.47-7.28(m,2H), 7.14-7.08{m,3H), 3.26-3.07(m,9H) 

Example 116: 6-fluoro-4-[(3,4-methylenedioxy)anilino]-7-(piperazin-1-yl)quinazoline (compound 116) 

[031 9] Using the compound obtained in Reference example 98 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.63(s,1H) t 7.44-7.26(m,3H), 7.02(brs,1H), 6.94-6.81 (m,2H), 6.00(s,2H), 3.26-3.07^,9^ 

Example 117: 6-fluoro-4-[2-{(4-fluoro)phenyl]ethylamino]-7-(piperazin-1-yl)quina2oline (compound 117) 

[0320] Using the compound obtained in Reference example 99 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.59(s,1H), 7.22-6.99(m,6H) ( 5.33 (brt,1H,J=5.1Hz), 3.88(dt,2H,J=5.1 ,7.0Hz), 3.22-3.06(m, 
9H), 2.99 (t,2H,J=7.0Hz) 

Example 118: 6-fluoro-4-[2-[(3 l 4-methylenedioxy)phenyl] ethylamino]-7-(piperazin-1-yl)quinazoline (compound 118) 

[0321] Using the compound obtained in Reference example 1 00 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.59(s,1H), 7.25-7.08(m f 2H), 6.79-6.67(m,3H), 5.96(s,2H), 5.34-5.30(m,1H), 3.86-3.82(m, 
2H), 3.22-3.06(m,9H), 2.93(t,2H,J=6.6Hz) 

Example 119: 6-fluoro-4-[3-{(4-fluoro)phenyl]propylamino]-7-(piperazin-1-yl)quinazoline (compound 119) 

[0322] Using the compound obtained in Reference example 101 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.56(s,1 H), 7.25-6.96(m,6H), 5.21 (brt,1H,J=5.7Hz), 3.68(dt,2H,J=5.7,6.6Hz), 3.23-3.06 (m t 
9H) r 2.75(t,2H,J=7.3Hz), 2.05(tt,2H,J=6.6,7.3Hz) 

Example 120: e-fluoro^-p-ffS^-methylenedioxyJphenyllpropylaminoJ^piperazin-l-yOquinazoline (compound 120) 

[0323] Using the compound obtained in Reference example 1 02 as starting material, the title compound was obtained 
according to the same method as Example 1. 

1H-NMR(CDCI 3 ) 5(ppm): 8.55(s f 1H), 7.24-7.20(m,1H), 7.01 (d,1H,J=1 3.2Hz), 6.77-6.66(m,3H), 5.94(s,2H), 5.20(brt, 
1H, J=5.4Hz), 3.68(dt,2H,J=5.4,6.3Hz), 3.23-3.06 (m,9H), 2.75 (t,2H t J=7.4Hz), 2.03(tt,2H,J=6.3,7.4Hz) 

Example 121: 4-[(3,4-ethylenedioxy)benzylamino]-6-fluoro-7-(piperazin-1-yl)quinazoline (compound 121) 

[0324] Using the compound obtained in Reference example 1 03 as starting material , the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) S(ppm): 8.60(s,1H), 7.24-7.21 (m,2H), 6.91-6.86(m ( 3H), 5.47(brt,1H,J=5.4Hz), 4.71(d,2H.J=5.4Hz), 
4.26 (s,4H) t 3.23-3.06 (m,9H) 

Example 1 22: 6-f luoro^-HN-methyl-N'-tS^-methylenedioxybenzyOlamlnol^-Jplperazln-l -yl)qulnazoline (compound 
122) 

[0325] Using the compound obtained in Reference example 1 04 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 6(ppm): 8.60(s,1H), 7.54(d,1H,J=14.6Hz), 7.28- 7.26(m,1H), 6.87-6.83(m,3H), 5.98(s,2H), 4.83(s, 
2H), 3.31-3.27(m,4H), 3.23(s,3H), 3.1 5-3.1 2(m f 4H), 2.76-2. 72(m,1H) 

Example 123: 4-[(4-f!uoro)anilino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 123) 

[0326] Using the compound obtained in Reference example 1 05 as starting material, the title compound was obtained 
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according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8 .68(s ,1 H), 8.42(s ,1 H), 7.68- 7.63(m,2H), 7.47(s ,1 H), 7.38(s ,1 H), 7. 1 7-7.1 0(m,2H), 3.1 5-3.06 
(m,9H) 

Example 124: 4H;(3,4-methylenedloxy)anilino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 124) 

[0327] Using the compound obtainedin Reference example 106 as starting material the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.67(s,1H), 8.39{s,1H), 7.45(brs,1H), 7.35-7.31 (m,2H), 6.96-6. 82(m,2H), 6.01 (s,2H), 
3.16-3.04 (m f 9H) 

Example 125: 4-[2-(3,4-methylenedioxy)phenyl]ethylaminol-6-nitro-7-(piperazin-1-yl)quinazoIine (compound 125) 

[0328] Using the compound obtained in Reference example 1 07 as starting material, the title compound was obtained 
according to the same method as Example 1 , 

1H-NMR(CDCI 3 ) S(ppm): 8.63(s,1H), 8.10(s,1H), 7.31(s,1H), 6.79-6.67(m,3H), 5.96(s,2H), 5.79(brt,1 H,J=5.7Hz), 3.88 
(dt,2H,J=5.7,6.8Hz), 3.11-3.04(m,9H), 2.95(t,2H,J=6.8Hz) 

Example 126: 4-[3-[(4-fluoro)phenyl]propylamlno]-6-nitro-7-(plperazin-1-yl)qulnazollne (compound 126) 

[0329] Using the compound obtained in Reference example 1 08 as starting material , the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) S(ppm): 8.60(s, 1 H), 8.06(s,1 H), 7.30(s, 1 H), 7.20-7.1 5(m,2H), 7.01 -6.95(m,2H), 5.62(brt,1 H,J=5.7Hz), 
3.71(dt,2H,J=5.7,6.7Hz) t 3.12-3.05(m,9H), 2.76(t,2H, J=7.6Hz), 2.07(tt,2H t J=6.7,7 6Hz) 

Example 127: 4-[3-[(3,4-methylenedioxy)phenyl]propylamino]-6-nitro-7-(piperazin-1-yl)quinaz (compound 127) 

[0330] Using the compound obtained in Reference example 1 09 as starting material the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.59(s,1H), 7.95(s,1H), 7.29(s,1H), 6.75-6.66(m,3H), 5.92(s,2H), 5.58(brt,1 H.J-5.1 Hz), 3.71 
(dt,2H,J=5.1, 6.4Hz), 3.11-3.04(m,9H), 2.72(t,2H, J=7.2Hz), 2.05(tt,2H,J=6. 4,7.2Hz) 

Example 128: 4-[(3 J 4-difluoro)benzylamino]-6-nitro-7-(piperazin-1-yl)qulnazoline (compound 128) 

[0331] Using the compound obtained in Reference example 1 1 0 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(DMSO-d 6 ) 5(ppm): 9.12-9.08^,1^, 8.93(s,1H), 8.46 (s,1H), 7.47-7.23(m,4H), 4.73(d,2H,J=5.4Hz), 
3.05-2.90 (m,9H) 

Example 129: 4-[(4-ethoxycarbonyI)benzylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 129) 

[0332] Using the compound obtained in Reference example 1 1 1 as starting material , the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.64(s,1H) t 8.27(s,1H), 8.03(d2H, J=8.4Hz), 7.44(d,2H,J=8.4Hz), 7.34(s,1H), 6.16-6.12(m, 
1H), 4.94(d,2H,J=3.8Hz), 4.37(q,2H,J=7.2Hz) f 3.14-3.03(m t 9H), 1.39(t,3H, J=7.2Hz) 

Example 130: 4-[(3,4-ethyIenedioxy)benzylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 130) 

[0333] Using the compound obtained in Reference example 1 1 2 as starting material , the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 8(ppm): 8.64(s,1H), 8.21(s,1H), 7.31(s,1H), 6.91-6.86(m,3H), 5.93(brt,1H l J=5.4Hz), 4.73(d,2H, 
J=5.4Hz), 4.26(s,4H), 3.11-3.04(m,9H) 

Example 131: 4-K3,5-di-tert-butyl-4-hydro^ (compound 131) 

[0334] Using the compound obtained in Reference example 11 3 as starting material, the title compound was obtained 
according to the same method as Example 1. 

1H-NMR(CDCI 3 ) S(ppm): 8.67(s,1H) f 8.18(s,1H), 7.32(s,1H), 7.22(s,2H), 5.77-5.74(m,1H), 5.29(s,1H), 4.70(d,2H, 
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J=4.3Hz), 3.12-3.04(m,9H), 1.45(s,18H) 

Example 132: 4^(3-methoxy-4-propoxy)benzylamino]-6-nitro-7-(pipera2in-1-yl)quinazoline (compound 132) 

[0335] Using the compound obtained in Reference example 1 1 4 as starting material, the title compound was obtained 
according to the same method as Example 1. 

1H-NMR(CDCI 3 ) 5(ppm): 8.65(s,1H), 8.26(s,1H), 7.31(8,11-1), 6.93-6.B3(m,3H), 6.10(brt,1H,J=4.9Hz), 4.76(d,2H, 
J=4.9Hz), 3.97(t,2H,J=6.9Hz) f 3.84(s,3H), 3.12-3.03(m,9H), 1.86(dt,2H, J=6.9,7.4Hz), 1 .03(t,3H,J=7.4Hz) 

Example 133: 4^(4^clopentyloxy-3-methoxy)benzylaminoJ-6-nitro-7^piperazin-1-yl)quinazoline (compound 133) 

[0336] Using the compound obtained in Reference example 1 1 5 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

lH-NMR(CDCI 3 )5(ppm): 8.66(s,1H), 8.26(s,1 H), 7.32(s,1H), 6.92-6.83(m,3H), 6.08(brt,1 H,J=4.9Hz), 4.76-4.74(m,3H), 
3.82(s f 3H), 3.12-3.03(m,9H), 1.95-1 .78(m,6H), 1 .63-1 .57 (m,2H) 

Example 134: 6-nitro-4-[(4-nrtro)benzylamino]-7- (piperazin-l-yl)quinazoline (compound 134) 

[0337] Using the compound obtained in Reference example 1 1 6 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.62(s,1H), 8.35(s,1H), 8.20(d,2H, J=8.6Hz), 7.55(d,2H,J=8.6Hz), 7.34(s,1H), 6.49(brt,1H, 
J=5.9Hz), 5.00(d,2H,J=5.9Hz) t 3.13-3.03(m,9H) 

Example 135: 4-{[6-chloro-(3,4-methylenedioxy))benzylamino] -6-nrtro-7-(piperazin-1-yl)quinazoline (compound 135) 

[0338] Using the compound obtained in Reference example 1 1 7 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.64(s,1H), 8.21 (s,1H), 7.32(s,1H), 6.99(s,1H), 6.88(s,1H), 6.07(brt,1H, J=5.9Hz), 5.98(s, 
2H), 4.85(d J 2H,J=5.9Hz), 3.13-3.03(m : 9H) 

Example 136: 4-[[5-methoxy-(3 l 4-methylenedioxy)] benzylamino]-6-nitro-7-(piperazin-1-yi)quinazoline (compound 
136) 

[0339] Using the compound obtained in Reference example 1 1 8 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.65(s,1H), B.22(s,1 H), 7.33(s, 1 H), 6.59-6.57(m,2H), 5.98(s,2H), 5.92(brt,1 H, J=5.4Hz), 4.74 
(d,2H,J=5.4Hz), 3.91 (s,3H), 3.13-3.04(m,9H) 

Example 137: 4-[(4-benzyloxy)benzylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 137) 

[0340] Using the compound obtained in Reference example 1 1 9 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) S(ppm): 8.65(s ( 1H), 8.18(s,1H), 7.46-7.31 (m,8H) } 7.01-6.96(m,2H), 5.84(brt,1H, J=5.4Hz), 5.09(s, 
2H), 4.77(d J 2H,J=5.4Hz), 3.13-3.03(m : 9H) 

Example 138: 4-[(4-acetamide)benzylamino]-6-nitro-7-(piperazin- 1-yl)quinazoline (compound 138) 

[0341] Using the compound obtained in Reference example 120 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.64(s,1H) f 8.25(s,1H), 7.51-7.48(m,2H), 7.35-7.21 (m,4H), 6.10(brt,1H, J=4.9Hz), 4.81(d, 
2H,J=4.9Hz), 3.13-3.03(m,9H), 2.19(s,3H) 

Example 139: 4-[(4-cyclopropylcarbamoyl)benzylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 139) 

[0342] Using the compound obtained in Reference example 121 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 5(ppm): 8.61(s,1H), 8.35(s,1H), 7.67(s,1H), 7.44-7.41 (m,2H), 7.27-7.24(m,3H), 6.66(brt,1H, 
J=5.4Hz), 4.76(d l 2H,J=5.4Hz),3.08-3.02(m t 9H), 1.57-1.48(m,1H), 1.10-1.04(m,2H), 0.88-0.81 (m,2H) 
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Example 140: 4-[(3,5-dimethyl-4-hydro>cy)benzy^ (compound 140) 

[0343] Using the compound obtained in Reference example 1 22 as starting material, the title compound was obtained 
according to the same method as Example 1. 

iH-NMR(DMSO-d 6 ) S(ppm): 8.92-8.87(m,2H), 8.45(s,1H), 8.12(s,1H), 7.16(s,1H), 6.90(s,2H), 4.58(d,2H,J=5.4Hz), 
2.99-2.79(m,9H), 2.13(s,6H) 

Example 141: 4{(3^clopentyloxy^-methoxy)ben (compound 141) 

[0344] Using the compound obtained in Reference example 1 23 as starting material, the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.63(s,1H), 8.26(s,1H), 7.30(s,1H), 6.93-6.85(m,3H), 6.08(brt,1H, J=5.0Hz), 4.77-4.73(m 
3H), 3.80(s,3H), 3.14-3.05(m,9H), 2.00-1 ,83(m,6H), 1 .67-1 .61 (m,2H) 

Example 142: 4-[(4-methoxy-3-pivaloyloxy)benzylam^ (compound 142) 

[0345] Using the compound obtained in Reference example 1 24 as starting material , the title compound was obtained 
according to the same method as Example 1 . 

1 H-NMR(CDCI 3 ) 5(ppm): 8.64(s,1H), 8.26(s,1H), 7.31(s,1H), 7.24-7.20(m,1H), 7.06-7.05(m t 1H), 6.95-6.92(m 1H) 
6.15(brt,1H 5 J=5.4Hz), 4.75(d,2H,J=5.4Hz), 3.81(s,3H), 3.13-3.03(m,9H), 1.36(s,9H) 

Example 143: 4-[(4-hydroxy)benzylamino]-6-nitro-7-(piperazin-1-yl)quinazoline (compound 143) 

[0346] Using the compound obtained in Reference example 1 25 as starting material the title compound was obtained 
according to the same method as Example 1. 

1 H-NMR(DMSO-d 6 ) 8(ppm): 9.31(s,1H), 9.02-8. 93(m,2H), 8.46(s,1H), 7.22(s,1H), 7.17(d,2H,J=8.4Hz), 6 75(d 2H 
J=8.4Hz), 4.64(brt,1H, J=5.4Hz), 3.07-2.93(m,9H) 

Example 144: 4-[(4-cyano)benzylaminoJ-6-nitro-7-(piperazin-1-yl)quinazoline (compound 144) 

[0347] Using the compound obtained in Reference example 1 26 as starting material the title compound was obtained 
according to the same method as Example 1 . 

1H-NMR(CDCI 3 ) 6(ppm): 8.61(s,1H), 8.34(s,1H), 7.64(d,2H, J=8.9Hz), 7.50(d,2H,J=8.9Hz), 7.33(s,1H) f 6.45(brt 1H 
J=5.7Hz),4.96(d,2H,J=5.7Hz),3.13-3.03(m,9H) 

Example 145: TNF-a production inhibiting test using human PBMC (peripheral blood mononuclear cells) 
Preparation of human PBMC 

[0348] The blood of a healthy person was taken with a vacuum blood-collecting tube (Nipro neotube) and diluted up 
to two-fold with physiological saline (Otsuka Pharmaceuticals). To the diluted blood was added 6% dextran T-500 
(prepared after dissolution in physiological saline (Otsuka Pharmaceuticals) and sterilization with an autoclave) so as 
to make a final concentration of 1%. The solution was subjected to tumble mixing and allowed to stand at room tem- 
perature for 30 minutes to precipitate the erythrocytes. The supernatant was collected and subjected to centrif ugation 
at 20 °C and at 1,500 rpm for 10 minutes. The cells were suspended in 3 ml of RPMI1640 culture medium (Asahi 
Technogllas) and overlaid on the solution surface of 3 ml Lymphoprep (NYCOMED). Further, with 1 .5 ml of RPMI1640 
culture medium being added to the tube which had contained the cell suspension liquid, the cells attached to the tube, 
which had remained uncollected, were suspended for collection and overlaid on the Lymphoprep previously mentioned! 
This operation was repeated again. After centrifugation at 20 °C and at 2,000 rpm for 30 minutes, there was collected 
a fraction of peripheral blood mononuclear cells present in the boundary surface between the Lymphoprep and the 
RPMI1640 culture medium. The cells were washed twice with 10 ml RPMI1640 culture medium to remove the Lym- 
phoprep and then suspended in a RPMI1 640 culture medium added with 10% bovine fetal serum (IRVINE SCIENTIFIC), 
100 U/ml penicillin and 100 ng/mi streptomycin (hereinafter referred to as cRPMI1640 culture medium). The number 
of the cells was measured by Tuerk dying, and the cells, after adjustment to 3 x 1 o 6 cells/ml, were planted in 1 00 u.l/ 
well on a 96-weII plate (FALCON). The cells were cultured at 37 °C under 5%C0 2 atmosphere for about 5 hours. 
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Induction of TNF-a production by LPS stimulus 

[0349] LPS (E.coli 0111 :B4 t DIFCO) s which had been prepared to 1 0 mg/ml with water and kept at -20, was diluted 
to 100 u,g/ml with CRPMI1640 culture medium and subjected to sterile filtration. The 100 u.g/ml LPS was diluted with 

5 cRPMI1640 culture medium to prepare 20 ng/ml LPS. A compound to be tested which was dissolved in DMSO at 
1 ,000-fold concentration was diluted to 500-fold with cRPMM 640 culture medium containing 20 ng/ml LPS and added 
in 100 iil/well to the cells which had been planted on the previously mentioned 96-well plate (final concentration of 
LPS: 1 0 ng/ml). For use as the control group, the solutions were made by diluting DMSO of the same volume as in the 
test compounds with cRPMI1640 culture medium containing 20 ng/ml LPS, and they were added to the cells. These 

10 cells were cultured at 37 °C under 5%C0 2 atmosphere for 1 6 hours. 

Determination of TNF-a activity (ELISA method) 

[0350] To the 96-well plate the mouse anti-human TNF-a antibody (prepared to 2 ng/ml with Coating buffer* 1 ) was 

is added so as to make 100 ^l/well and allowed to stand at 4 °C overnight. After 6-times washing with Wash buffer* 2 
(300u.l/well), the Blocking buffer* 3 was added to the solutions, which were allowed to stand 37 °C for 2 hours. The 
culture supernatants were diluted up to 5-fold in the plate (supernatant 20 uJ being added to 80 u.1 of cRPMH 640 culture 
medium). Simultaneously, for using for a calibration curve, a series of dilution of recombinant human TNF-a was pre- 
pared arid allowed to stand 37 °Cfor 1 hour. After 5-times washing with Wash buffer (300 uJ /well), biotinylated rabbit 

20 anti-human TNF-a antibody (prepared to 0.25 ng/ml with Antibody diluent* 4 ) was added so as to make 100 uJ /well 
and allowed to stand at 37 °C for 1 hour. After 5-times washing with Wash buffer (300 uJ /well), Streptavidin-Horseradish 
peroxidase(prepared to 1 :4000 with Antibody diluent) was added to make 100 \i\ /well and allowed to stand at 37 °C 
for 15 minutes. After 5-times washing with Wash buffer (300 nJ/well), TMB microwell peroxidase substrate (KPL) was 
added to make 100 fxl /well and allowed to stand at room temperature for 10 minutes. Stop solution* 5 was added to 

25 make 100 ul /well, absorbance (A450nm)of each well was measured with a microplate reader, and then the data was 
processed with a Microplate Manager III (BIO-RAD). The human TNF-a activity was determined quantitatively accord- 
ing to the calibration curve from the recombinant TNF-a. The ELISA of human TNF-a mentioned above was conducted 
using human TNF-a duoset (genzyme). The residual activity of human TNF-a production of the test compound was 
determined according to the following formula. 

30 [0351 ] Residual activity of human TNF-a production (%)=(human TNF-a activity in culture supernatants of the group 
added with the compounds)/(human TNF-a activity in culture supernatants of the group not added with the compounds) 

1 Coating buffer: 0.1M carbonate, pH 9.4-9.8 

* 2 Wash buffer PBS, 0.05% Tween20 (PBS: Takara Shuzo) 

35 * 3 Blocking buffer 1 % bovine serum albumin (BSA), PBS, pH 7.2-7.4 (BSA:SIGM A) 

* 4 Antibody diluent: 1% BSA, 0.05% Tween20 : PBS, pH7.2-7.4 

* 5 Stop solution: 2NH 2 S0 4 

[0352] From the residual activity of human TN F-a production determined by the above formula, the inhibitory activity 
40 ic 50 was determined. The results are shown in Table 21 . 
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Table 21 



Exam Die 


Inhibiting activity 




Examnlf* 


j iNr-u inniDiting 
activity JC ja (jiMj 


1 
1 


A O 

0.8 




61 


0.3 


I 


Z. 1 




62 


0.3 


3 


J. 4 




113 


0.9 


5 


1.9 




114 


0.6 


6 


2.5 




116 


3.0 


8 


1.4 




117 


4.7 


9 


1.3 




118 


2.2 


10 


0.4 




119 


2.3 


18 


0.4 




120 


2.0 


25 


0.4 




121 


2.5 


31 


0.08 




122 


0.6 


37 


0.6 




123 


0.6 


42 


0.5 




124 


1.7 


54 


0.4 




125 


3.3 


56 


1.1 




126 


0.7 


57 


2.3 




127 


0.5 


58 


3.5 




128 


0.7 


59 


0.5 




129 


0.2 


60 


0.6 




130 


2.5 


63 


1.6 




131 


0.3 


64 


0.4 






65 


1.2 






66 


0.7 






67 


0.3 






68 


2.4 






69 


1.8 






70 


0.6 






71 


0.6 






72 


0.4 






75 


1.9 






78 


* * 
1.1 






79 


2.3 






OA 


2.5 






81 


2.5 






82 


7.2 






86 


6.4 






98 


2.1 






99 


0.9 






101 


1.4 







Example 146: 1L-4 and IL-5 production inhibiting test 

[0353] A 6-weeks-old BALB/c-mouse (Nippon Charles River) was bred preparativeiy for 1 week and given at the day 
0 and day 14 intraperitoneal injection of 100 uJ PBS to give immunity which PBS contained 0.1 mg/ml of Ovalbumin 
(OVA) and 40 mg/ml of aluminum hydroxide. At the day 21 the spleen was taken out from the mouse. The spleen was 
dissected with a pincette in cooled PBS, passed through a mesh and subjected to centrifugation at 4 °C at 1 ,500 rpm 
for 5 minutes. The cells was added with 5 ml of 0.2% NaCI to destroy erythrocytes, and then was made isotonic by 
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adding 5 ml of 1.6% of NaCl. After centrifugation at 4 °C, 1 ,500 rpm for 5 minutes, the cells were washed twice with 
1 0 ml ofRPMH 640 culture medium. The obtained spleen cells were suspended in cRPM1 1 640 medium, and the number 
of the cells was measured by Tuerk dying. After being adjusted to 1 x 10 7 cells/ml, the cells were planted in 100 uJ/ 
well on a 96-well plate (FALCON). The cells were cultured at 37 °C under 5% C0 2 atmosphere for about 4 hours. 

s OVA was prepared to 10 mg/ml with cRPMH 640 culture medium and subjected to sterile filtration. The 10 mg/ml OVA 
was diluted with cRPMI1640 culture medium to give 1 mg/ml OVA. A compound to be tested which was dissolved in 
DMSO in at 1 ,000-fold concentration was diluted up to 500-fold with cRPMI1640 culture medium containing 1 mg/ml 
OVA and added in 1 00 uJ/well to the cells which had been planted on the previously mentioned 96-well plate (final 
concentration of OVA: 0.5 mg/ml). As the controls, the solutions were made by diluting DMSO of the same volume as 

w with the test compounds with cRPMM 640 culture medium containing 1 mg/ml OVA, and they were added to the cells. 
These cells were cultured at 37 °C under 5%C0 2 atmosphere for 3 days. 

IL-4 and IL-5 in the culture supematants after 3 days were quantitatively determined by ELISA method. IL-4 and IL-5 
were quantitatively determined using IL-4 Development Kit (Genzyme Techne) and mouse IL-5 MiniKit (ENDOGEN), 
respectively. The production inhibiting rates of each tested compound against IL-4 are shown in Table 22, those against 
is IL-5 in Table 23. 



Table 22 



20 



Example 


IL-4 inhibiting activity 
IC 50 (*iM) 


48 


0.1 


51 


0.1 


131 


0.2 


31 


0.01 


129 


0.1 


61 


0.2 


62 


0.1 


Table 23 


Example 


IL-5 inhibiting activity 
IONIUM) 


48 


0.9 


131 


1.4 


31 


0.2 


129 


1.7 


61 


2.0 


62 


1.4 



Medicament preparation example 1 

[0354] Tablets consisting of the following components were made according to the customary method. 



Table 24 



50 





Component 


Amount(mgAablet) 


Component 1 


Hydrochloride of 


30 




the compound of Example 1 




Component 2 


Lactose 


124.2 


Component 3 


Potato starch 


40 


Component 4 


Hydroxypropyl cellulose 


5 



s 
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Table 24 (continued) 





Component 


Amount(mgAablet) 


Component 5 


Magnesium stearate 


0.8 




Total 


200 mg 



Medicament preparation example 2 

[0355] Injection agents consisting of the following components were made according to the customary method. 



Table 25 





Component 


Amount per vial 


Component 1 


Hydrochloride of 


10 mg 




the compound of Example 37 




Component 2 


Purified soybean oil 


180 mg 


Component 3 


Purified egg yolk lecithin 


25 mg 


Component 4 


Glycerine for injection use 


50 mg 


Component 5 


Distilled water for injection use 


2.70 ml 




Total 


3.00 ml 



[0356] All the publications, patents and patent applications cited herein are Incorporated herein by reference In their 
entirety. 

Industrial Applicability 

[0357] The quinazoline derivatives of the present invention have TNF-a, IL-4 and IL-5 production inhibiting action, 
and are useful for prevention or treatment of diseases which arise from the continuous or excess production of TNF- 
a, IL-4 or IL-5, such as rheumatoid arthritis, septic shock, inflammatory bowel diseases, osteoarthritis, multiple scle- 
rosis, Behcet's disease, systemic lupus erythematodes (SLE), rejection at the time of the bone marrow transplantation, 
hepatitis, type II diabetes, asthma, allergic dermatitis, allergic rhinitis and the like. 



Claims 

1. A quinazoline derivative of the general formula (1 ) or a pharmaceutical^ acceptable salt thereof: 




[wherein R 1 represents nitro group or halogen atom; R 2 and R 4 represent hydrogen atom, alkyl group having 1 to 
4 carbon atoms, carboxyl group, or alkoxycarbonyl group having 2 to 5 carbon atoms; R 3 represents hydrogen 
atom, amino group, unsubstituted or substituted alkyl group having 1 to 4 carbon atoms, alkanoy! group having 1 
to 4 carbon atoms or alkoxycarbonyl group having 2 to 5 carbon atoms; W represents carbon atom or nitrogen 
atom; m represents 0 to 2; X represents a group represented by the following formula (a), (b) or (c): 
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5 




(b) 



W— B (e). 



10 



[wherein R 5 represents hydrogen atom, or unsubstltuted or substituted alkyl group having 1 to 4 carbon atoms; 
R6 represents hydrogen atom, unsubstituted or substituted alkyl group having 1 to 4 carbon atoms, hydroxy! group, 
unsubstituted or substituted aryl group, carboxyl group, or alkoxycarbonyl group having 2 to 5 carbon atoms (if n 
is two or more, each R 6 may be the same or different); n represents 0 to 3; W represents carbon atom or nitrogen 
15 atom; A represents a single bond to quinazoline ring; and B represents a single bond to YJ; Y represents, if X is 

represented by the formula (a), single bond or CH 2 , if X is represented by the formula (b), single bond, CO, CH 2 , 
CONH, CSNH or S0 2 , if X is represented by the formula (c), single bond, CO, CH 2 or S0 2 ; and Z represents 
unsubstituted or substituted aryl group, or unsubstituted or substituted heteroaryl group.] 

20 2. A compound according to Claim 1 , wherein R 1 in the general formula (1 ) is nitro group or fluorine atom. 

3. A compound according to Claim 1 , wherein R* and R* in the general formula (1 ) are hydrogen atom or alkyl group 
having 1 to 4 carbon atoms. 

25 4. A compound according to Claim 1 , wherein R 3 in the general formula (1 ) R 3 is hydrogen atom. 

5. A compound according to Claim 1 , wherein W in the general formula (1 ) is nitrogen atom. 

6. A compound according to Claim 1 , wherein X in the general formula (1 ) is represented by the formula (a), and R* 
30 and R 6 in the general formula (1 ) are hydrogen atom. 

7. A compound according to Claim 1 , wherein n in the formula (a) is 1 or 2. 

8. A compound according to Claim 1 , wherein X in the general formula (1) is represented by the formula (c). 

35 

9. A compound according to Claim 1 , wherein Z in the general formula (I) is phenyl, substituted phenyl, thienyl, furyl 



10. A medicament comprising a quinazoline derivative according to Claim 1 or a pharmaceutical ly acceptable salt 



11. A medicament for treating the diseases caused by the excess production of TNF-a, comprising a quinazoline 
derivative according to Claim 1 or a pharmaceutical^ acceptable salt thereof as effective ingredient. 

45 12. A medicament for treating the diseases caused by the excess production of IL-4, comprising a quinazoline deriv- 
ative according to Claim 1 or a pharmaceutical^ acceptable salt thereof as effective ingredient. 

1 3. A medicament for treating the diseases caused by the excess production of IL-5, comprising a quinazoline deriv- 
ative according to Claim 1 or a pharmaceutical^ acceptable salt thereof as effective ingredient. 



or pyridyl. 



40 



thereof as effective ingredient. 



50 



55 



191 



EP 1 229 025 A1 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP00/06666 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07D239/94, A61K31/S17, 

C07D401/04, 401/12, 405/12, 409/12, 
A61P 37/06 

According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbol*) 
Int. CI 7 C07D239/94, A61K31/517. 

C07D401/00, 403/00, 405/00, 409/00 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base coruultcd during the international search (name of data bate and, where practicable, aearch twma used) 
CAPLUS , REG I STY ( STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indicarioa, where appropriate, of the relevant passages 



EP, 566226, Al ( ZENBCA Ltd . 1 , 

20 October, 1993 (20.10.93), 

pp. 51-52, EXAMPLES 72,73. 

& JP, 6-73025, A & US, 5457105, A 

& US, 5616582, A 

QI CHAO, L. D. et al., "Substituted Isoquinolines and 
Quinazolines as Potential Antiinflammatory Agents" 
Journal of Medicinal Chemistry; Vol.42 (No. 19) 
pp. 3860-3873 (23 September, 1999) 

BRIDGES A. J. et. al., "Tyrosine Kinase Inhibitors 8." 
Journal of Medicinal Chemistry; Vol.39 (No.l), 
pp. 267-276 (1996) 



Relevant to claim No. 



1-13 



1-13 



1-13 



("*"] Further documents are listed in the continuation of Box C. Q See patent family 



* Special categories of cited documents: 

*A" eocufneat defining tic general state ofthe art whichis not 

considered to be of parlicalar relevance 
"ET carter document but published on or after the iatematiooal filing 

date 

IT docurncal which may throw doubm on priority clairc(s) or which h 
cited to establish Che publication date of another citation or other 
special reason (as specified) 

■O* document referring to an oral disclosure, use, exhibition or other 

•p" document published prior to the international filing data but later 
than the priority date claimed 



T later decuroent puMbhed after the international filing date or 
priority date and not in conflict with die application but cited to 
uriderstind the principJc or theory underlying the invention 

"X" docunKm of particuUr relevance; the claimed uwexuioo cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

*Y" document of reticular relevance; the claimed aTventJon cannot be 
considered » involve an inventive stea v/faen the document is 
combined with one or more odier such documents, such 
combimtioa being obvious to a person skilled fn the art 
document member of the same patent taxairy 



Date ofthe actual completion ofthe international search 
13 December, 2000 (13.12.00) 



Dale of maiting ofthe international search report 
26 December, 2000 (26.12.00) 



Name and mailing address ofthe ISA/ 
Japanese Patent Office 

Facsimile No. 



Authorized officer 



Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



192 



